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(i) 



0 




(5* + , AnStfArjIi, ^tL^tMBtiilK, 1 ftv* L 3 1S<£>S3&»£;fr1-& i t & * * 
5 & L< i± 6 MO^mm^W&Xte 1 4v»L3fl01Hfe*S:3j|"f US7x-Jl/ 
^£zRL (fcrtfU A ri# s l ^v^L31I^)g^S^^"1-^ 5 6 L< tt 6 Jttf>^#8S*K* 
A rati 1 *v> L SflWH&KSrtf-f * £ & *>* 5 % L < 14 6^0^ 
^ttSRHUfe-C* ^ > An 3&«113feafe«r*$ ft v> 5 *> L < i4 6 Jlo^#ifett£S{l2£-C* * 
*Jr^ A r 2 54 1 ft v> L 3 IS^SSyfefc^-f & 5 6 L < 14 6 I©MI»flXttti 

tt^fiftTJ^^i^tt^ 7i-;Mfib «9 , A ri**l ftv»L31i^««l*S:*f 
S£it*47x-^-C*4#*, A r 2 li 1 ft v> L 3 <H^1tlfe*«r*"t* 5 & L < (4 
6l«MMiiIt$^o ) ; 
R 1 {4. f|7y^S, ftiRT^n^i/*;!/^-^ fiiRT^n^yi, 1 & L < {4 

<> *> * * /W*>t >f 1 & L< {42'fiO^m^^^i-^- t fe**^-*^^^^ 1 
L < it 2ji<7)am^^*i-^ i 5 1 & L < f± 2i«imrttS £ 

R 2 {4. 7jtS?M : ?-Xt4 HL< t± 2 &^Tl-£ - 4 & Z&M.TJl'* ;V*£^ 

2 ] 

A r iff 1 ftV^L3l®<Dgt«£*-f £ 5MX{46M^^«^*m*-e*l9, A r zifl 
1 ftv>L31®co«m***1-*^i: 4ab* 5lX(±6l^fItWt*^, it*:© 

i ciB«o<k#w % -eom> xt4-etL^covM^n%o 

3 ] 

A r i jWUfeiESr^TS ^V^5lX(i6l (D^mmMM^^ «3 > A r 2 ^ 1 ft L 3 10 

4 ] 

A ri^«^*^r$ftV^5*X{4 6M^^«ffi*»"C*l9, A r 2 75 s gJ*t:2fe t Lt 
UL( (4 2 «<aflMfe& #;w^E-f ;v*XS4 1 4 t < (4 2 ® 

[fit « 5 ] 

, torn, xitttihommmWo 
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\mws»\ mm* 

[0 0 0 1 ] 

[0002] 

jfli/jN«{± . jfiL^iiaBf k mm Lx±tajim l t m jflL * i^ihi- * & &*d * s o 

OJft#t-tt#$tL3t«jK^ttflcfftlfeBf**^ ^7t'J'>^LfcAPT (An t i p 1 a t 
elet Trialists'Collaboration) TfEI^SftTV** 
o L^Lfc**^ T^tfV^ti. fffli^OtBlfiU v^*?t9>*T^^U 

0 0 AK 1 Aoi^jg|tv>s (##fp»2 #ps) 0 



><7>JflL/H£?M*WlflJ^ffli±> uHr* 9 sF'f—& (Cyclooxygen 
ase) oWNWfM! < i Wftf.jitv^,, n^-dr v^^-4f ^{± N S^n* 

-If- 1 (COX-1) b s s?Xi**i/yi—V-2 (COX- 2) T 

^tii&jBs-ecox- 1 k mm Lx^m^mm z mw-t & ^\ cox- 

1 CD|51*(iTXtfV ^ift0*g|Sjfei^iaHfc UoTV>4 (##It»3 5:^4#BS) 
o ^r-n^f KttfiLjfejElIti, C OX- 2 *»^Wfclfi#LT^£f1sJB*SF*£ 



JCOX-l ISOTffi CiS »»l»#«r»If^ffl tLt#Kt^f>> COX-1 M^JB 



[0 0 0 3] 



[0 0 0 4] 



[0 0 0 5] 



[0 0 0 6 ] 




[0 0 0 7] 

[WttlfclK 1 ] #1^ 2 5 8 6 7 1 3 -^TOffl» 
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[#It»2] WO 97-29774 

mmttmi ] BM J , 3 0 8t, 8 1-10 6I, 1 9 9 4^ 

mmvrxm2] bm j , 32m 1 1 8 3- 1 1 8 7i, 2000^ 

mm^m 3] Neurology, 5 7i, Suppl. 2, S5-S7I, 2 
001^ 

[##ft»4 ] Drugs Today, 3 54 251-265 H, 1999^ 
mm^m 5] Chem. Pharm. Bull. , 4 5t, 9 8 7 - 9 9 51, 
1 9 9 7^ 

imMmfe Lid b~f%> WM] 
[0 0 0 8] 

Lri»U It&m (A) (Dn^-^^fff&JfiL/HRM^^^I-^ I C5offit±5. 3 X 1 0" 6 
MT?£>*K COX- 2 ^LT^CltLJ: ^5Av>Pl#fett^^1- (IC 5 oifi2. 4 X 1 0" 7 

m) o iw^ ibi=r% (b) <7)fa/bffi&&mMftmi>*<ncox-2\,ztt-tzm.&m&£ 

Jt^LTSilv^ w^i&v^ fl^Hi:, C OX- 2 ofif^ffltt^i^fflt^^S 

<^ -c , c o x - 2 * ^ri- a £ t « jM^itiifWJ^ tfcwutjaFt u>4 

<7>-et±&v*o t&oT, *^K»±. COX-lSO f COX-2 i S:lflftS-i:Oft^% 
[0 0 0 9] 

*§&W%hlt, 4M«iMI^i6tiitKLf;ltf , TIB— ^ ( 

i ) ~?mz ti& t° 7 y- /njNMfca*, c o x - 1 5.t^c o x - 2 * mrn-t %> t & < 

— JKS; (i) 

[0010] 

Mb 2] 



0 




[0011] 

(5ftrtU AnMArali, ^^-Fti^ftfilH, 1 4 v> L 3 mcDS1«£*"1-& £ 4: * * & 
5 L < it 6 M^m^m^Xli 1 ^v^ L 3 i©tM*tt ^ i t U ^> 7 x-;v 
*^^L (fcrtfU A r i^T L 3 i^lM^tt^ 5 U < tt 6 I©f f Mt 
A r 2 i± 1 ^V^LSli^a^ft^^ri-^^t 5 L< l±6i«f 

0, An «l^t$^^ 5 & L < it 6 JI<0*#JIHK**!fe*T?* & 
Jfc^ A r 2 i± 1 ftV»L3i«I»i*:tt4 5 & L< ft 6 I^^fMfflXlifi 
ItLtUK {±2iB<ae&**^&# JW**>f /I'gfcJUi 1 % t < f± 2 4icoS#|*~£ 
^f-r^«T;V^f ;^^^^r-r^ 7x-^it* <9. A n^l £ L< J±3McDgt|^&^ 
U4 7i-^3tt*4»^, A rati 1 4v>L3fl|Ol***tt4 5 & L< 

R 1 »±, ftSTv^ fiiRT;i'3*'>*^#-^*, tt7Jl/3^yl, 1 & L < it 
2l@<7>«m*£;f £ HiSltTJV^r^ 1 L < i±2'(i^«m^^*i" ; 5> - £ 
* & # /Wt-t 'f >Hk 1 & L < J± 2 i^flS^tt^) it^^> r^^r^^-i 1 
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£&**4fcv>L 7 jt^jifiaK«*aufc, i &v^> l 3 - tu^7x 

; 

R 2 fi, TtafcH^Xf* 1 & L< tt 2 -W*>1l!fe36*: USttT^+JVi^:^ 
[0 0 12] 

^■■t a mm £*t«i- % t & o 

[0 0 13] 
[0 0 14] 

*&W<D4k&Vo ( I ) > ^-ftfcw&fc L < tiv#W%, Xl±*©&<0»iSfflW«:> CO 

^) , ^jflLtti5jflLfFi*w (— attiHAjfiLfM^ (tia) , u**^) , a 
iifiifiitrii> mmmj ^f-soi/a y mmwt^^i (cagb) , m&m 
mmhwm&m (ptca) , ^fvntf) &ojfiL*M£BB*> usuPMHiuiffi • 

[0 0 15] 
[0 0 16] 

AriI^Ar 2 tf$ii^f«il!i, 5X!i6l£OffMiiit^^ * 
#01 tLtli, U v /uife, tf V ^ V - tf V 5 V - tf y V - 7'J;v* 
, ^jir.;i^ N ifnui, t°7V*V;H> 'f^/VJ/Hk hUTV;>l/*, 

^v^t^/'j^i, fry'jjn, tf^v^'j^ife, f-Tvrv 1 ; * 

A r i^lFA r2^^$tL^^«m«mS®.0 ? -7^-;V^^Btt^fi^t LTfi, ( 
1) lZ}±2i^tttM*t^^t fcabSfl&RT/i'**'*, (2) ^n^/3l> (3) 
TKM^ (4) yT/S, (5) tiMtt^-fcU^ttT^n^rvI, (6)7 
7)),*)]/**^^ (7) fi!7;^^ftl, (8) »7^3^->^;v^-;v* % ( 
9) *>usj?^r'>^3fe, (10) i®7^^f;w;^-;i/S, (li) l Xii 2 jl^-gm^ 
£^f1-£ i fc U^75 7*. (12) 1 xtt 2 ffloiijft** t fc*£#>W^ 

-f/Hk, (13) 1 Xli 2 fl^ftftT^^ JUttft^ti^ t H*^7 ? 
& (14) lXti2fflO«tfe**^ri-&ii: 4fcv>L7*<&]IBat5£*IX3iak ( 

15) fti^tt^> u t ^^fif7;v^-^ (16) 

i&m.r^^=-^m, (17) «m»*^fri"^- ^ab^»7;v*y-f }v&m*mf& £ 

[0 0 17] 

(i) iiifisi;? x - jn±?)iftit^ ^ ixii2i!o«m*£*-f & - 

t i>&&1&m.T)i>*)vmti±, (a) tK«. (b) Anyyi, ( c ) RHifc 1 ~ 6 © 
5*JK*OltiSI*tWTA'3^r->*, (d) UL<li2lWtt»*«:ttSiti 
2b57^i, (e) Jt3R8fcl ~ 6 CD7;i/^rJV^-eg$|£*L£ i £ #/WC*>f ^36 

> (f) Kll2~7 07)V^y*;v*-;H, (g) ii frtf (h) It 
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[0 0 18] 

±IB (b) ^nyvit LTJi, y^ng. ^ n nMO'Yn^S^ilf ^ i t 
hZ> a £tz, (c) Kitl~6^)7;V3^yStLtl±, ^ ^vl, 7° 

[0 0 19] 

(d) 14 L < li 2 IBWf Iftitf 1 4 i t US 7 5 ^ *i LTH, it»©7^ 
S<7Mtk^ (i) Mil~6 0lim ^»X{ilt^^T;v^;v^ (ii) J£Sfifc2 

~ 7 or;^ y (no r y - ^ # ;wi?^ (iv) flisi^Iflt#-#^^- 

(v) ikfc£Uff8c2 ~ 7 cor^n^r 5/#/na?— (vi) 7'J-JVt^y*;wf- 

(vi i) skmm. i ~ 6 <7>mMM, *>l< t ^ * ^mxumn^mm 

ilft^WtH*^*^^^ (viii) 7&m&, (ix) J£Ml ~ 6 <DM 

mM, fr%L&LXtem£<n Tfrx* ( x ) Rmm. 1 ~ 6 <o%w$i, ^m-kxitma^ 

T ^^^x^fr-^&RXf (xi) T U -;vx;v*-;v^^tbiliftL;g> 1 & L < J± 2 jiog 
m^gfn L/;7 5; *^ If ft S o 
[ 0 0 2 0] 

(i) Mil~6<7)7JV^;i'iJ:Ltl±^fJH, 7nt';H, 
yynt 0 ;^ ^— a^v^liHt(7)7fJH^ ^>fJH, ^~>;i^ vy-nyuif 

yy-ny-^;v^ v^n^y^-;^, y^nAJry;v^ n -fu \Z)V* 
, i/^n^>f;v^ *-/Hf^j&***lf ibtL& 0 (ii) ^lt2-7ff)7i^y^f^S^Lt 
J3y T^rf iH, ynn°;t-;v^ y^- y rf 9 J 4 ^^^y^;^#^if 
<bti&o (iii) 7V-)V*^*-^IHtli, K*I7~1 5^)7'J-^*i^- 

Mxif^>vM;v^, ^ y ;i/^;i/^7^tf ^ft^ 0 (iv) J§gSi:£»ii 

- jj )V )Vm atl±, 4^v^L7l * ^ #~ 00 x. (f7-b*f y 

ifn y v>*;V5j?^;v^, tf ^ y v y * }£^<7 i? > Jj 

=-)V^ Kn fcf y y # )Vtf—)\<^ r b9t Kntf'J 5y>* 

„ tjv-t'J>*iV*-iVS, ^:t^;v*y y#;v^~;v^^ ? ^U^ft& 0 
[0 0 2 1 ] 

(v) mit2~7 07;V3^y*;v/f-;vStLTa, ^ h^r->^;i/^-;v^ 
(vi) 7'J-^t^y*ii'*-^StLtl±, ^ti6~l 4©7'J-;v-i^y*;i'^ 

[0 0 2 2 ] 

(vii) Tfr*)i<&Xi±mW$MmW&x«MWtZti&zt *>&&#;w\^^;v^t LX 

nfjv*;v;^^f^ y y°n t: ;w?^e -f |l—^%v> L|IHf&<7)y^-;v# Ji/ 

^yf)V5tiJVA ; E'f^ ^3=- ~>;v# ;ws^ y ^ n y°n \£ 

•^E^f;v^ y^n'/fj^jw^/f;i'S, y ^ o^y-^v^JW^y ;V3S^ vyn^^f-y 

^&y;i/^ yyf;^;w^^^i, y. ^-;voi^-;i/#;w^y /ug^ y^f-;i/#;w-^y 
^ f;i/7n tf;v^7 y y" nt?;v* ;i^y s-^ )i/y^ 

u-fu \i)Vi] ^ f;vy^ n y°n tf;vy ;V/^^E-f ; ^HT-tf-f-v 

y ^ ^y?-^^ tf n y -y y ^ tf^y y> ^ ;i/y^^E^ b°^7y> 

^? ;vyt^e y ;vft, ^^tk Knif'j ^ry y jj jp^^e J jvm, T h 9 t Kn t° y 5 V y * ;v 
y^^E-f;v^, t'7yjy>5!;;v;^^ji/i, 5^7*'Jyy*;^^H, ^^&t 0 ^y 
yy#;wt^-f;v^ ^E;i/^y y *;i//^^B-r ^^-^e;v* y y ^w-^-f ;v^^co 4 
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%\,>L7 &<Qffim&&%^% ^tf^fbtLZo (ix) 7JV3^->iatti, 

* V * J- h * v-S, ~>3fe, -f V7°o ajf^f "7" h # W V 7' h * -> 

gg, /^>b^yl, vy- n^>^;V^-^r V »f hti& 0 (x) T^^r^^^V*-^ 

n^>^;v^;v*^-;v*#^ s ^tf ^tL^.o (xi) T'J-J^^-iVitLt 

> x ;v * — f 7f ;vxjv*- jvft^^lf <b ft. & 0 
[0 0 2 3 ] 

ztib (i) ~ (xi) o^ s fIt^uiU^T;^>ltLtit ^f-;^ xf 
y^07'nt°jH, y^n7f;vi, 5/ ? n ^ > ;vft, y^nAJfyjvi, v 
[0 0 2 4 ] 

(1) co^#:#!]i LT{±^^;V^ if^i, "fxiMfr^ ^77*nH°;H, 

v y- n ^ > y-y nA+y;i/l, y^D7 p nt°;v^fjVi, v-y" n^>f-;i^ 
ft, tKn^f^S, 2-tKn*->xf^i, 3 - Kn ^"7°n tf /u3fe, 2-tF 
n^7°ntf;H, 2 - ^;v^n^^;v^, 3 -7;Hn^n tf ;i/ft % 2 - 7 /l/* u y°u tf 
; v^ N 2-7JVtny^nynk")H, 3 - ^ n n 7n tf ;vft, 2 

nn7°o tf;i/ft, f'J7;vtn^f;H > h^v'^f-;Hfe, 7 

tf^S, 75 7^;^ 2 - T i-7 5 7xf;H, 3-75 77°Dt° 

2 -75 7 y°n tf;vft, >W^>f^i, 2- (^f;l'7 5 7) 
1- (^fjl/7?/) x.f-;v^ 3- (^f)V7^) 7"ntf;vft, 2- (^f^7 5 7 
) 7°nt°;H, y^W?y^f^i, 2- (y^f^7?;) ^^;Vft, 1- (v^ 
f;V7?7) 3- (y^fiV7U) 7nt°j^ 2- (y^W?^) 7" 

dk";H, 2- (^f ^xf;V75 7) xf-^i, 1- (^f Jl/xf;V7 5/ ) .x?-/l/5£ 
„ l-7?/y7D7ot>l, 1- Uf;V7<7) ->^ny*nf;Vl, 1- (xf;i/ 
7?;) y^nynt"^ l- (y^f;V7 5/ ) y^n7nt";v^ 1- (yxf;i/ 
75;) y^n7°nt';H, 1- (^f jvxf;V7?;) y^ny*nt°;v^ 

2-7*f^7 5/xf)H, 7nt^x;v7§7^f;vi, 2-7°ntf 
tx;v7 5 7xf;vS, ^>7^;i/7^^f^i, 2- > V-f ;V7 5 J ) xfjvl 
, tf u v z/yftjvtf— ;V7 5 J * f-;v^, t'^'j y >*;v^x;vr 57^ f-;^ 2- ( 

t°n'Jy'7*;V,fx;V7 5 7) ^;Vft, 2- (t^'Jy7*;U^x;V7 5 7) 
„ ^ ^y*JV^'xjV75 7^fiVS, xl«^y*;V!Kx;V75y^f;Vi, 2- (J V 
^fy*;V**x^7^) jr.^;l/^ N 2- (x>^y*;V^x;V7 5 7) ^^;Vft, 7x- 
;v^-Jr'>*;vjK— ;V7 ■? J * 2- (7j-;vt J fy*;v*-^) J.-f-;vft> 

;t^^v75 7^fjvi, N-7f;v*;v;^^^7$7^f;H, N-^-^vtfJW^ 
^75 7^f^S, 2- (*X/;t^Jl'7 5 7) 2- (N-^f^fc^W** 

^;V75 7) jr.f 1 -^^, 2- (N-xf;MjW^^Jl/7?/) Jl'Sfe, HKndf^T 
5 2- (tKn*->75 7) xf-;V^ ^ Ky75 7 7f;vi, 2 - O 

h^r->75y) J--^;V^ 2- (xf3r77U) N - > f-Zl'- N - ^ h ^ -> 

7^;^f;H, 2- (N-^fJV-N-7 R-7757) -x^-fl^ 7f JV7;V*x;V 
75;^f)H, xf jV7JV*xjV75 7 7fJH, 2- (^fJVX;V*-)V7^) -X- 
2- (xfjl/X^xfl/75 7) 7xx;v^jKtxjl/75/^fiH 
% p - f;vxy7s;v*x;v7 5 7 ^ f 2- (7xxjvx;v*x^75y) ^-f-)vm 
, 2- (p-f;vx>^;^x;i/75 7) ^;vft, *;w^>f ^f-^ijJ^ 

^ hdr->#;V^-;V^f-;Vft, ^ h 3r v il JUtf—fr ,x^;V^ *jV*^y^fiH, * ;V 
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^yxfiH, tiny fn'j jutf=.j),^?-)i>&*£&& 

[0 0 2 5] 

o 

[0 0 2 6 ] 

tL^> 0 m^MMW* ^^=-^&^ Ltit ttria (iv) iwicko^if <b*L&o 

(5) LT{± % ^f^vl, ^h^rv». 7°n^JrvS, ^V7°n^^rv^ 

^fyyh^yi, ^^h^v^ vy" o^>f;^^yi, # /w^t^f 
h^->^ N #;w^-f ;vx h^v*. y f^fy*JV^JV^ h ^'>^ p< Y * i/ 1j 0$ =- 

^y^^yS, ^jV#Jfyif^yl, tT o V v ^ # ;l/^xi;v^ h 3=-v^ fc:n';v:y 
[0 0 2 7] 

(6) T^Wt^vSili, ^ft6~2 0O7'J-;>St^ftl~6«Iit 

T[H>y;Vt^fyS, 7 ji^;^^ vS^£^f * italic 

( 7 ) tt7)H;vfi-|ilt 1 ~ 6 <7) fifcjfc, y»l£X ttSlUK© T ^ * ;v f- 

^Sr^lf & d t # S T~ § 2> o 

(8) <ajRT^3*'>*A"i?-^affcJ±, rat2~7 07;V3^y*Wx;HS; 
MML, &&mt LTti^ h^f->*A'jK— ^3fe, > ^ ^n^v*^ 
^ r f^y*;v =Sr^tf & d t WV § * 0 

(10) M T ;v ^ ;v J* ;v * - fc i± , £8fc8c 1 ~ 6 <D m$M, frmfJL it T 

[0 0 2 8] 

(11) ixii2t<?)ttsw^-ti*^75y*ti±, #»7 5 ygfeoflj 

Ki, l *> L < fi 2m<D±B^m.T^ a r)^x-WM^fifzT 5 y ^> ft,f7;^/^fiV7 5 
y"*, fil7^3^y*;v^x;v7 5/ I, H L < li 2 iW±iEft»7i^;Ht 
g}&£tL& £ t i> *7 W K*4r*l*'t*o 1 L < li 2 m<0 ±$tf&MkT )V * frl&fZW. 
m^fitzT^ y^MmntVXit^ ^f;V7?^S, xf;U7^S, 7°nif]V75; 
& ^V7'nt>7 5/'1 > y^nrn^T?^ 7*fiV7 5yI, >fVy*W5 
y^a^yfjv^fjV7 5;l, y^f]V7Ui, yxf;v7^S, y7nh° 
JVT^S, yVfiV7 5;*> N-^f^-N-if^7?;S, N-^f-;V-N-7° 
n t°;VT 5 7*. N-y f-JV-N-i^ n^<y^;vy fJl/7 5 & CI 

* o (SjRT *y^;vr^y*ti±. R«£ 2-6 ofctttt&tf^ftMKo r n< Jj j 4 

tII$it/:7^MML, f^WttTIi, 7-bf;V75/i> ^ntf*-^ 
7§7SfW^it^^o »7;vndpy^;v#x;V75yii:li, R«2~ 
6 05 mMMR rffrWdHomk 7;^^y*iV # - iVlttl §tif:7?7MMU -5- 
©^f^iLTa, ^ f^y*;H'xjVT5;l, x. Y * v 3) ;vy 5 y 

it^T-l^o 1 & L< «2fliOJi|Bfi:iftT>l'*>wafe - CiHfe§*L&ti: W KS 

CD^#:#I|2: LTti, 7?;*^*-iV75;S, Nl-^f;V7^*^-^75/i 
, Nl-xf;VT5y*JV#-;V7^i, N 3 f;V7 5 y *;V#x;V7 5 N 
1, Nl-v ? ^f;V75;*iWf-^7^I, Nl, N3-y>f;>7^*^*-^ 
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7^1, n l -y f-;v-N 3 -xf;v7 ^ ;*;^-^7 ^ y ci t^T-§ 

[0 0 2 9] 

(12) 1 & L< 2 41(7)4^*^*1"^ ^ t %>%>h1] l^mt Ltli> ifft 

co*;v/s-^-f ;^^cojtii^, l & L< {±2iioJi|BMT;v d r;v^-c-sm$ix^*^^^ ; e-f 
;v^#^fibiL N ^WJi: LT(±> y ^-;V77;w^^ ;i/^ N .x^;v77 ;ws^ 
^-;V7V;w^^ y ^;vji^;V77;W^^ ;i^^£|£l;fS £ S c 

[0 0 3 0] 

(13) 1 i> L< J± 2liC9j&ltT;v^r^*T:-^$^^ CI i: &&&T^ 

*tl(?)7 5 y J^^^^^^^jtii^, l L< {i21i<D±|B«T;L'^r;v*T-«^ 
§^^/t7 5/^;^*-;^^^tP*L^ IWJtLTfi, ^f;v7?y^;^-^i> ^ 
jV7?yxjv*-jvS, ^nt";v7^x^^-jvi, ^ V7'ntfjv7 5 ; 
, |-I^v>LiHi7f JV75 / y^n7nt"jV7?;^;v*-iH, 
y^n7fii'75y7;V/t-;H, n^>f ;V7 5 y n^^-s^i/ 
75; y^n^>f;MfjV7 5;^;v*-iH, y;f;i/7?;^;v* 

[0 0 3 1 ] 

(14) 1 ^>L<(i2'fioam^^*-tS-i:^^^4^v^L7M<7)Ig^ ; it««^ 
£Ut&4&v^L7.i t T t± . TWJ- tf n 'J v - t? ^ 
y tV^y-iH, Kn tf y fh9t Kntf'H 

tf 9 V y v - ;v3fe^ W 5 7 S S V v — *-tt:^7 v — ;v^. * )V * y 
* * ;v* y - /u2M£ * W & r fc § s 0 

^y)H, j*^*^ y7/i, -hnS^tC, Jijfc^/M^y fil7;^^yl 

, 7;^;vx;v*-;vS, l & L < i± 21®o§m* : Sr^ri"^ c t & $>&fcjkTJi"*fi'&> 
UL< {±2 IS ©1181* U^75 1 & L < tt 2 1i<7)«i&*£*1-& 

i &&£77;w^-f ft|7y;H, l *> L < ti 2 iwtH^ft^ c: fc 6 

[0 0 3 2 ] 

(15) IM^tt^tt7;^-^*i Ltii, 77;w^-ov^ ii7;vn^'> 
o c: «: t«7 ;v n ^ y * t L t it itfriE (v) ra C & <oi&$\f hti& 0 IB 

m^i*st*^^-^^t Ltit tuie (iv) fcrau & <nn*m? btL& 0 ztib (15) 

a>j^flt«fc Ltli, tf-;v^ 2-7 9 n^^;v^ > 2-^-r-;v^ 3-:/x-;v*, ^ 
— yy n-^j'-f — JHk. ft^^^ /i/tf— ft;wt^xf jvyn^-^i, 
^ >^y*;v^;VH'-jv^ y h ^y*;v>f- ;v7"n^^.;v^ .x 1 ^ s/^^sK— ;vtf 
h df->7>;v?K— ;V7°n^^;v^ ft ;v^^r-> tf— ft;^^ v"7 0 n^^;i/ 

o 

[0 0 3 3] 

(16) tM^tt^ C: i: U^ftftTiK-Mi: Ltit ft;wt^;i^ 
7;i/3^fy*;v^;H, 77 ;v ^ v ffl£*3S^3SSit* e, jiff *l& l 
Xi± 2 Wttmi" a - t & ^> & §tm$L 2-6 coitus, ^ft^OHiUM^^ T ;v - ;v3fe*< 
^tf&iLSo iiT?ftiR7^3*^5!r/Hif->Htfc LTi4, tulB (v) H 1 1 <Dii*&\f 
hti& 0 JJBHl5S?a*ll*^^^afei:LTt4, HtTlB (iv) kRCtwWf ^>tL^o CitL 
lb (16) ©|rf«tLt(i, jcf-^;i/^, 2--/ntf^;v^ 77 ;v/^-f ;v^^-;v* 
, 77^7^^ jV7'n t 0 ^;i/^ y h^->77;v>K-;v^^^;v^ ^ h^->*^-^n 
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# )v # - ;v -f u \L - if h ti& o 

[0 0 3 4] 

(17) l^i^f i t ^^ft!7;vA y ^ jvi^ Ltit # ;w\*-=e ^ ja 

1 3U± 2 t U^^tt2~ 7 Oitit> ^TOX{iWOT;V?& y >f ^ 

S^^^f^tL^o ^ c -?&MT 3 * Ltli, flufS (v) i: RI £ <> <07&* 

^if^tt^o rests*******'**— Ltii, fria (iv) hi^ck^^f £>tL£ 0 

(1 7) <D^fomtLXl$, 7^f;H, -7°n if ^-^^ ■/f-lMV*. 

*;v;^-f;V7-fef;vi> *;v;^^fjv7net^iVS, ^ h ^ y*iV^^7-tf 

[0 0 3 5] 

A nt^S 7 * - ;H±ogmUi tf v y - ^St oteS 

[ 0 0 3 6 ] 

(I) fciJV>-CWU Ari#lftv>L3iWfiSSrtt4 5fcL<li6 
Jl03!r*ifett*5IUfeT?**»^ A r 2 1± 1 & V> L 3 1@<Dgt«£*« - 5 *> 

tt*fUfet**S»^ A r 2 li 1 4v>L3ffl«fjfe*«:tt5 5 & L< li 6 Jl O^Sltt 
*m^Xt±«*t LTHL< it 2m<nf£&&* : fi1rZ>* ^si^sf fr&Xlt liKli 
2i©ttMffS«7;v^iVS*ftl>7x^;Ht^^o A riTfr* 1 & L < (± 3 
1IWg3»£;&-f & i 4**7i-/l/*-e*£*^ Ar 2 !il &V>L SlHOSgl&fc 

^r-ra 5 6 l < ii6iotfMftit^^ 0 

[ 0 0 3 7] 

>k^, ItSR 1 XittR 2 icov»-cgfcij§-*-So 

[0 0 3 8] 

tt7yivili, &*8c 1 ~ 6 oiMMfc, MI}ift©7;v^JH^tt^7y;v 
y^n^yf jvi/jV/f-jvS, -> ^ n^s^r v;v# v ? n ~?u tf;v^ 

[0 0 3 9 ] 

617^ 3 * -> iJ , Rmtk 1 ~ 6 oittftl^ ^StXiiS^w r ;v * ;H 

3f y^ji/^jVi, ^n^afy^v^-JH, -f 77n^y*ji/^-;H, H— #£&v> 
v*;v^-;vft, -> 7 n a y ;v t y * ;v - y^n^yf ;v^f jvt^y^iv 

^ - £ & d t ifi-Q § £ o 

[0 0 4 0] 

N JM£#!lfc LTJi^ b^fyS, ^h^rv^ 7n^°^v^ ^V^o^yl, 7^y 
^fv7^yi, ^>^yi, y ^ n ^ y f ;v t y If if ^ i § ^ 0 
[0 0 4 1 ] 

1 $> L< ii 21icDgm^^*i"^ - t kafe&'MT^^S^i, 7X@t*^ ^ny/g 

> M*lc 1 ~ 3 10 ^ itilft, fr&VCL l±m£<o T ;v # ^/*«r ^ri" ^7)vn^y*;v^ ;v 
1 L < tt 2 1@cdR*»: 1 ~ 3 4i<DE®M£, WXl±ft«7;v^;H«$ii 
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i *> l < (± 2 fflwRft i ~ 3 «*>is:*m^ *a«xii»*«7/i'*)Hfe't? 

^^X(i5W^T;v^;v»t?«m$tL^ih^^^,^ v-f F*. l &v>L3tiaog8yfe 
^t^-H*S7x-JVi, 1 fcv> L 3 flaogife* 5 6 L< (±6 

[0 0 4 2 ] 

f ->^n^>f-;v*, v^n^sdf-v;v^ tfvy-o [2. 2. 1] ^>"^;vft, v 

3 -H Fn^r-7°n tf;v^ 2 - t Kn * y°u tT 1 - £ Kn*->> fiVv 

^n^y^-;v^ l-kFnJfy^fjVy^nA^y^l, 2 - "7 n 3- 
7;vtD7°niijv£ s 2-7)Vtn7°nt , jvS, 2-7^tDy^a7nf;H, 3 - "7 
;v^-n n^>-^-;v^, 4 - i/? u^^-^fr^ 4, 4 — V 7)]/3rU o^s 

^->;v*, 2-^nn^^^*, 3-^nn7"nt>l, 2-^nn7*niijVi, h 'J7 
;v^n^f-;v^ t^v^v^^^ 2 - * ;v^3r 3 - iJ )Vtf*c v7"n H° 

2-)t/;v*' J ry7'Dt D ;vL t;;wi^^;i^ 2-x;v*^f-;v^ i-y;;v^^ 
^-;v^ % z -7,)V^y"u}£)vm, 2 -*;i/*7°ntf;v^ pt f^y^f^S, o^h^v^ 
-7°n^^ f-;v», ^fv^D^y^fiH, 2-^ f^yxf jH, 3 - p< 
h^y7°nt°jv^ 3 F *vi/?u-?u tf;v^ 3 F * v v * n^>^;v^ 4 
-> f ^ v n^^r v;v|g, ^ h ;v#-;v^ ^ F ^ v# 

^ N •fuyS^ci'J) fr* "f-J^afe, 2 F ^v^;^— ;vji^;v^ 2-^h^v* 

i-7?;xf^ 3-75y7'at";H, 2 - 7 5 7 t^vS, ^^7 
?y^fiH, 2- (>f)V75y) -i.f-;v^ l- (>f;V7^) aif-;v^ 3- ( 
^f;i/75;) T'nE'jVi, 2- (^f JV7^) T'nt:^!, y^f;V7? ^ 
, 2- (^f JV7U) 1- (^f;V7 5 7) 3- (y^f-^ 

75;) ^ntf;l/^ 2- (y^W5/) ^nt";^ 2- ^-)\s^)VT ^ ^ ) 
:r.-^;v^ l- (<* f ;vxf;v7 5 y ) -x.^>Hfe, rh7tKn7'JiH N rf7tFn 
t°^-;v^ tfn'jy-jvi, 1 f;vfn y y-;H, 1 - J-^;vif n 1; 
tf^ij yvi, t^7yVS, N-^fjm"^7yVI, % 4 y-f-;i/ 
tj;w^^ f-;H£, xf jU*;w^-{;v^f-jH, y^fiVi^^^MfiH, 
^ ;w^-f ;i/ ^ # ;W^-f ;i/jr.f-;v^ p< ^;V7J zW^-f 

^4 #;w^^ ;V7°n t?/Hfc % 2 - * ;w^-f jvy ? n -/n tf ? W 

K^f N3-^f;Vvl^^ K^f JVS> N3-^fiV^V^ K^f^i> N3, N 
3 — f Jl/^I/^ f N3-^f;V-N3-xf;V7W^f F^f;^ 2- ( 
ry-i/xf K) ,x-?-;y^ 2- (N3-^f^vV^K) 2- (N3-ifiV7P 

/f p) ^f-^m, 2- (N3, N3-y>f ;V"7V^ F) 2- (N3->f^ 

-N3-if^fWK) aif-;v^ N 3- (-7WF) 7°nii°;v^ 2- (*WK) ~> 
y-n-7°nii^^ Nl-^fiVvW^ Nl-iWWK^f^*, Nl 

Nl-y^fJl"7l"f F^f^i. Nl-^fiV-Nl-ifJVvV-f K^f^i, 2 
'_ (^v-TF) 2- (Nl-^fiVvVO - ) 2- (N 1 -xfJV 

e?V/f F) 2- (Nl, Nl-yVf;i"7V^ F) jc-^;v^ 2- (Nl-^ 

fiV-Nl-xfiWV^ F) xfl^i, Nl, N3-^f>^WK^f^*> Nl 
-^f;v-N3-xf;^VOVfiH, 2- (N3-^f;V-Nl-xf;v) ^V-f 
Y^ivm, 2- (Nl, N3-yxf;V7V^f F) 1 - * ;V/^-^ 4 )V- 2 - 

miE# 2005-3026716 



mm. 2004-321117 



^-v : 10/ 



tKn^yxf jH, i, 2 - ji/xf l - # ^w^^f ;v- 2 - v ^ n 

s<y-?-)V^ l -fc/wt-t'f ;v- l - n^>f-;v^ % l ;v - l -->:?• n 
^*is)V^ i-ij )V^^^ )V- i - l -*;v/^-=&W;v- 2 , 2-y^ 

f;^n t'jvg, i -t ^ y ^ vy~ n^O'f-^Ss l-^f^7^^f^-y^ 

[0 0 4 3 ] 

UL< ti2 4@<7>««£*1-£- ^ *>&£#;w^>f ^Sfc i±s 1 & L< (i 2 
HIS: l ~ 6 li<£>ttfl£^ MtXttf 7 ;vdr^itft$ ti^ - i: & * ;w*^ 

„ ;c^-;i/#;w^ >f -7°n t: -f ^ v/n vf ^^^/^^W SI— 

y^n7"niiji/*;w^^H, v ? n 4 ;v*> ->^n^>^;v* 

[0 0 4 4] 

1 L< f± 2^oem^*^'1-^ i fc fc**:*-^^ ;Hfefc{±. 1 & L< Ii2lffltf>£t 

Jr-y-^E^ y^n/\^y;vt^t ; 6'f y ^ U7'n tf)V^ f JVt ^t^'f ^ 

3f -9- ^ 4 ;V £ ^ \f& £ 1 ^Tr § & o 
[0 0 4 5 ] 

1 L< i±2 iM<DWm^^ir^^ t ^-S75 y^tli, 1 & L< ii 21@<^R^1 

jv7?yi, ^77*0^7^^ ^— m^v^L^HI&coyf-;vT5 ^>'f^7 
Adfy^r?y^ y^n7°ot';V7^1, y^D7*f^7 5/ S> ~>^n^ 
>fiV7?/i, yynA^yjV7?;l, y^n^Dt'jMf JV7571, 
fjV^fJV7?;S, yVf)l/7^iv ^f;Vxf;VT5;*, yxf;V7 5 7l, > 
f;V7°nif;l/7?7^ ;u^f y7ntfjV75 ^ v ^ n y°u tf;VT 5 y 

^f;Vyyn7°n H°;vy< f^7 ^ f^IHftT' F^r^*;V^x;V7^ -/^^^^ 

[0 0 4 6] 

1 & L< i± 2l@«Sm*^*1-^>- t 4 ^V^L 7*^1^^*^^* 

LTli, T-tf^v-;vS, em;y^;v^ N tf^Vv^;i/^ ^dp-y-t 

7s)V*m, *y7Jm, xhniofc ±iE<0/^ n f J i&mT^^^^m 
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i & l< « 2111 ems £;fl"& ^ t &&£7 5 7*. i £ l< tt2flaoiKft*«:^r-j-a 
itus*;w^^;vs, »T->;v*, l fe t < tt 2ji<D«S£;pr-f & t fc & 

[0 0 4 7] 

1 ^^L3i©tfti*tt^uH^^7i-iHfc LTti, ttifBA riRXfA r 2 tr 
^LJtSWt^o * 1 £v>L3'fI!c9«&*£*1"& ^i&&&5£L< ti 6 

^mmm^m t l t « , mia a r i r v a r 2 -em t £ ***** if tt & „ 

[0 0 4 8] 
[0 0 4 9] 

— «5£ (I) ©AriRO r Ar2 - e^fL4, 1 L 3 IS^ei***^* £ £ 

6 7^ + ^36, 7?yCi-67i^^ €/Xii^- (Ci- 6 7;^iV) 75;Ci-e7^ 
*;V*, 02-77^*7^^75 7 01-67;!/^^ Ce-i4 7'J-^*^*'-iV7 5 7 C 

i_ 6 7;i'^;v*^ lfjS:iit*^^^7 5y Ci- 6 7^^;v^ Ci-eTJua^fc/u 

;VT5 ;Ci-e7;^iH, Ce-i4 7 V -;Vt^fy*iV^^7 5 7 Ci-eTA-^ 
, *;W^^f;V7?;Ci-6 7^;^ Ci-67JV^i^;V^^^7§ 7 Ci-e7;V^ 

fltit^^*ift*;V^-?^^;V7 5 7 Ci-6 7^^;V^> HF'n^y7?/Ci-67^ 
;i/3fe, Ci-67^3^v7?;Ci-67^^f^ Ci-e 7;V^r )V7,)V*=.)VT 5 7 Ci-e 7 
Ce-147 1 ; -;vt.;v*-;V75 7 Ci- 6 t;v^;v^, *;w^^fji/Ci-6 7^ 

/Hfc, Ci-6 7JV^rJV*iVA^^JVCi-6 7^ d rJVS> C l - 6 7 /l> 3 v 7/ ;V C l - 6 7 

*m'>Ci-6 7Wt, flgit^:»m*;v^-^Ci-6 7;v^^^ 
tFo^ryl, y77S> Ci-eT^a + vS, *;w?^'f;VCi-67;V3dryi 
> Ci-67JV3^y*;i'**-^Ci-67^3dryS, ^;v*>yCi-67;V3^yI, flg^ 
^ttt*^^-^Ci-6 7;V3JryS, Ce-uT^HW^^i, Ci-e 7;V^;l/-^^ 
2fc, Ci-67^3^y*^^^ #;v^->;v*, Ci-e7^+>^;v*-^*> 75 

7», ^7X«v (Ci-67i^iV) 75 7^, C 2 -77^*^^^75/i, Ci- 6 7;V 

a^r v7/;^^-;v7 5 7 3fe % Ci-67i^;v)v^f Fi, # /wt-t -f /uat, Ci-«7^^ 
#;wt^"f;v*. 75 7^;v*-;v*, Ci-6 7;v^;v7^7;w-F-iH, IWi 
Ht& C 2 -6 7;^-;vi, C2-67M-^iWC2-77^*7 ^;vi*e)lima l 
L Sji^e^ti-^ - & tf y v;w tfU^v-;v, t''Jv7-;K t'7y'"*, 
f77'7 V 'J ;K 1 H - tT n 'J ;V*. lH-^^T/'J fi 1 H — fc? 7 !/ V ;V* 

[0 0 5 0] 

± LV^»3Sr#Jfett*59HfeO« 4: LT Wt. 2 - tf 'J ^ 3 - tf V 6 

-7 - 3 - tf V 5-7 h^v-2-tfV^;v»^ 4 -7^;u- 2 - tfy v 

5 -7 2 - try 6 -7 3 - tT y v;v*. 6-tFn^fy-3 

-tryy;v^ 6-^77- 3 -try p^m, e 3 - try y/nk 4- 

5 -7;;V/^^^;v- 2 - try 
2 - try 5 -t Fn^fy - 2 -try v;V*. 5 - v7 7 - 2 - tf y 

, 5 -#;wi€Jrv;i/- 2 - try vOv^ 5 - t: Kn ^p->7 f-A/ — 2 - tT y 5-7 
5 7 7 2 - tT y V)]/^ 5-7nn-2-ti°y y;vS, 5 - 7 5 7 - 2 - tT y v;V 

S, 5 -v7^;i/75 7 - 2 - tT'; 5 -7fls*U- 2 - try V)^, 4-7 F^r 

v- 2 - try 5 )v- 2 - try y;v*, 5 -7-fe^;v- 2 - try 

5 -j.-^- — ;v- 2 - try 5- ( 1 - t Fn^yxf ;v) - 2 - f /Hfc, 5- 

(2 -7 F^rvT/^^-^H^l/y) - 2 - tf U v?;l/*, 5- (2—7 F 3r v # ;V 7V 
-2-tryv;v*, 5- (2 -#;W^xf - 2 - tf y 5- ( 

7^-;v7 5 7) 7^;v- 2 -try v;v^, 5- (7 ^ y^^^=-)vr 5 7 ) 7-7;v-2- 
eyy/Hfc, 5- (7-fe^;v757) 7-7-;v- 2 -try 5- (n^->^v*- 
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;vT^y) 2 - try v*;^, 5- (7x;* , /*^-^7?;) ^f-;v-2- 

tf'jv;H, 5- (y^n^y^>*iV*-^T5y) / 2 - fc? V v^vft, 5- ( 

[3 - (r>9t Fn-2H-t°9>-4-'f;v) * W K] ^7A-) -2-K'Uv>S 
, 5- (^;v*'jy*;v*-^7^) /f-;v- 2 -tfy v;v*> 5- (fc/w^w 
f^t^y) 3-t°v^v-;i^ 6 -* Y * v- 3 - tf V ^v-;v 

6 -/7;V- 3 -bf'J — >Hfe, 2-f9y-iH, 5-* Ky-2-t'7v- 
5 2 -If 9 5 -75 J - 2 - fcfyv-Jl'L 2-t°'J 5y> 

3fe. 4-t 0 U5v;V^ > 3, 4-f7y7y-;V-2-^f;H, 1H 

1 -/7;v- 1 H-tTn-^/- 2 ->f/l/&, 1H-K°n-;V- 
3-^;^ 1 -^-7;v- 1 H-tfn-;i/- 3 ->f /w3fe, 1 H- tfn-;w- l 
i-^f^-iH-^r/-^-4-^ ^S, iH-t*7 v- 3 - 4 ;v*^w 

[0 0 5 1 ] 

— «b£ (I) ©AnWArs^^U, 1 L 3 1@<7)g $11 - t 

7x-jVltLtli, 01-67^^-/1, tKn^yCi-67^;H, vNtr^VCi-eT 
75;Ci-67JV^f^ ^/Kiy- (Ci-e T;vJf ;v) T5/Ci-67;V^r 
C2-77^*y^iV75yCi-67^^i, C6-i4 7'J-iV*JV5f-^7 5/Ci- 

6 7;v^H, IW^SSt^^^-^T 5 / Ci- 6 7;v^;vi, 01-67^3^-/*^' 

-JL'T 5 J Ci-67;V^r;V*. C6-i47'J-iVt d ry*^*-^7^ 7 Ci-eTJV^r^H, 
#;W^-f ;V7 5 y Ci-e7;^JVi, Ci-eT^*^*^*^ ^7? 7 Ci-eT^^r^ 
^ Jffi5JS:«*it#JW^^ ^7 5 J Ci-67;v^;v*> tFnJfy7^Ci-67M;V 
L Ci-67JV3*-/7?;Ci-e7;^JVi 1 Ci-e7^)W;^-^7?/Ci-67;V 

C6-i47'J-;^;v*-;v7</Ci-67jv^jH, *;w^^;vCi-67;v^r;i/ 
L C\-&T ;vCi-e7;V^^ Ci-67;V3df ;vCi-e7;v 

*)Wf^yCi-6 7iV J rJH, It^^at* ;V*-;VCi-6 T)V*)Vm, ^n-f 
/L tFn^yI« y7/l, Ci-sT )l> i *~y^ *jW^^;VCi-67JVn^yI, 
Ci- 6 7^3 J ry»^^-^Ci-67J^JryS, *JV^yCi-67;V3^y*> Ih?1^ 

f j!/ ;l/ ,f - ;v C i - e 7 ;v 3 ^ y C6-u77i^^t^yi, Ci-67^+;Vf 
, Ci-67^3^y7)^*'-^ *;V/f^y;H, Ci-e7ii' 3 r;v7;jv^-iH, 7^y 
L ^/Xiiy (Ci- 6 7;v^;v) 7^i, c 2 -77)v*^^7?^^ Ci- 5 7;vn 
^ry*;v^jV7 5y^ C i -e 7 ;v^r ;v 7 V 4 K3fe, # >w<^ 4 Ci-e 7;v^f 
jiw^-OvL 7^t;H-jH, 01-67^^-^7 5/ ^^*-^ 
L c 2 -e7;v^-^L 02-6 7^^-^^^.^X2-7 7^*/ -f ;v*^£>SSJ;?*l;z> 1 t£ 

tLXli, yju~)V^ jV7x-JH, 4-xf^7xx;i/i, 4-N, N-v 

^fjV7?;7x^JVl, 3-N, N-y^fJV7 5/7xx;H, 4 - v 7 / v :t - ;V 
L 4 - * ^ 7 x - if ^ 0 

[0 0 5 2 ] 

—flfcsS; (I) 1 -C/5£ti&^h LTI±, 01-67^^^*, Ci-67JV3^y-Ci- 
6 7^;H, 7)^^^^-01-6 7)^^ EKD^fy-Ci-67Wi, 
7 - Cs-6V^ nT^^r^S, TJ^^^rV- Ci-e 7;V^r^S. 7 5 J - Cs-6 V ^ n 7 ;V 
^r;H, N-Ci-67^ J riV7 5/-C3-6y^n7;V J r;Vi> N, N-v (Ci-e7;V^ 
7<y-C3-6yyn7i^^ N, N-v (Ci-e 7;v^;v) 7 5 / - Ci-e 7;V 
^v-Cs-e y^nTJH^i, t Kn ^ v c i- 6 7;v^;v- Cs-e s s ? n 7 ^ 7° 
nyA°;v^;v- C3-6 nr;v^;vL * ;v;^ jv - C 3-6 y ^ n 7 ;v^r e-75 
y*7°n7^^Al, C3-6 n7;K;v- Ci-e T;v^-;H. T^f 7 y-^i, N-C 
i-eT^JVT-^v — tf u V V =-)V^ N - C 1-6 7 ;V * ;v tf n V V H°n 

V i;- ;v-Ci-6T;Vdr;V*, N- Ci-e 7;V^;V- tf n U V=-JV- Ci-e 7)^iH> 7 
h5t Kn7 7-;^ f F7H KnE°7-;H, 7 h 7 t: Kn 7 7 1/ - Ci-e 7 fl^ ^ 
7xX]l/l, Ci-67JVnary-7xx;H, An^7 7xXjH > y77 7iX)V 
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o 

[0 0 5 3] 

J: Lv>R l <DM£ Ltli, -x^a, n -7 0 nt'iVi, -fy^ntf^ 

-fV7*fM., t-7*f;v^ (2-tKnJrv-l, l-i^-^v) ^;v*> T 
5 J n^n tf;va, N, N - y^ f ^7 § 7 y ^ n 7°n E°;vl, N- ^ f;V7-b*f y 
tfn'Jv? — N- ^ f-;Vfc? n <j y.n/Hfe, N, N-y^f ^7?7-t-7 
l- (n, N- V* fiV7 5 y - l -*>^ n^y^*, i-tf-fr- 

1- (N-7fJVi;n'jy^^) K'n'J^-JVxfiH, ^^y-t-7'f)H, 
rf7tFn7'J;H, T^tKnt^x^i, l-tFo^y^f^-l-y^n^ 
yf)H, l-tKn^y^fiV-l-y^nAdfyjH, r Fo7 l J;WfiH 
N ?;v^n:>^n:7°nt:;v^ l - jj /wt-tW l - ^ -^;v.i.-f-;i^ l - # 

1 - %/& u<r<y?-)V^ 2 - * -fjv - l - y 7 n ^ > f 2-77;w-^-f 
jk-l-y^DA^yjVS, 1 2 , 2 ■ - v ^ f^T^n vf z-iJ-f 

n77^A-2-^vS. n7n tf;Hfe, y^n/fJH, v^n^~>;v^ i£-> 
^n-\-7°f-;v^, y^ n^s^f- y;v7 l - -7 0 n/N o ;v^;i/- 1 - -> 

^DAdryjH, 7x-;>S, t^ji^l/ft, ^ ^yt°'Jy;H, 7 ;v * n tf u y 
^F^y7x-iH, 7;vtn7i-*S, 1 -y7M>y>l, 1, 1 

-y^fjH/yjH, t"'jy;v^fiH> ^h^vlfe^ vr./ ^ tf^vyy* 

, (2-7^tn-l, l-y^fjv) xf jyi, (2-7JVtn-i-7)Vtn^f;v 
[0 0 5 4] 

. Ci-67JV3^y*^*-^-Ci-67;v^iH> #;w^^f jVCi-6 7;v^^f ^ 
y^f;H, y f - ^ ^ n - 7° n bf -f V 7° n tf ;v*. 4 V ^f - /P*^** 
[0 0 5 5] 

[0 0 5 6] 
[0 0 5 7] 

arc, ^wott-fr* (i) oft&w&ftfctffefcov^ifc^ao 

[0 0 5 8] 

/i/jtf^Bfe (7) ^|#atfflv^„ 

[0 0 5 9] 
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Ah, — .JUL 



•Ar. 



CO,R3 



(1) 



C0 2 R3 
C0 2 R3 



(2) 



— NHNH 2 
(4) 



Ar^N 
(5) 



Ac— NH 2 



(3) Ar, 



Ar 



M 



/ N 



R30 2 C 



/)— C0 2 R3 + 



Ar/^N 
(6) 



/) — Ar 2 



/) — C°2 H 



(7) 



[0 0 6 0] 

(±153* + , A r iRZ/A r 2 l±, itu IE t [W] C & <75 £ ^ U R 3 it* 
o ) 
[0 0 6 1 ] 

(1) fc^ifSv'T^^f^^N, N-yVf;V*;VAT5 FMI 
&»jft^#»XtiJR?B U T ;v =f >«T I' - 2 0 ~ 2 0 TCC^MMfct- £$s#n L 

ti#t^itt:J:f), tog-ft (2) fcftat *«, 
[0 0 6 2 ] 

ft^fe (2) li, (1) i:yifiy7)^^fJV^tf^A7;v 

(i^^y-;v) W-ellf^^tCiotillt^o RJ&iHJfttt* -10-10 
0°C»S Lv^o 
[0 0 6 3 ] 

It:, ( 2 ) tt, ( 1 ) Ofb5tKn75 7 

8 °C K?fr^JT\ 'Jf^At'x (b'J^f^y'j;v) T -5 K^iaS-e^LS L> v a. * W. v 
7;^;Vi^f;^iiLS#t^.^i:(:j:ot^Mt^^o RJSfiJKW:, -78-2 

[0 0 6 4 ] 
[0 0 6 5] 

#cv^t\ (2) Srr;v3-^ &s v>t±j.^ / £*fi|L„ S 

(5) Sr«3S"C§* 0 -e^l 5 ^. {£gHtt# (6) 35*80^***, vV 
*W?A^nvf^97-f-CJ: »K (5) - OTt£ 

[0 0 6 6 ] 

;v7r/^^v^iiilli^ioxTMlIL-cU < , S^C^tli, ftgfe, 1-0^ 
;v7r/^lfif^li^<t^ (5) t^S4o 

[0 0 6 7] 

■^r ~> — 1 H — t: 7 y'- ^fN^^k^W (5) fcfcfejeWe^Sifc'feJbSo (Ot3t& kZ 
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[0 0 6 8] 

it<km (5) *HTffi^J: »7K5»t&- t\zx *) ^JV-frXfrtfym (7) 
[0 0 6 9] 

HJHfc^Wi^f ?)Mo ^Oit^OM^ffiti, - 2 0 - 1 0 0°C^lf S L < , - 5 
~ 5 0°C^J: ^ffi Lv> 0 
[0 0 7 0] 

±m<Vlf&K£ Vntzft&yo (5) ii, Wx-l£Ar i ±<D&&m*%mk^<OMft<D%\ 
HCidv^lllSit !k gijo^t/ (5) i:i<ih#ti^c IrMl^tx 
i±, An ±©f»^nnS^7'n^lf ^n^7ST»$)l)M (5) 
-/H:»HL, b V ? h ^rv K£2mx."C2ra&£ift-f& £ 1 1* i 0 . Aniff)tft 
h^v^-Cab-Mfc^ (5) r t^-eil£o ifc, An±«i^n 

n^7*n^S^o^n^v*tr&;Mt^% (5) ^^^y-i^ 
*#«?U h U ->A^ h^v F^JIlhiM (I) f wW^ioi-cMIIt^ i t c i *) 

, A r i ±C9g$|*^ h^v*-C*S<k^ (5) £S^-t& - &o 
[ 0 0 7 1 ] 

ik^mi* (5) ^M^l^-t*- t ^, ^^•foSUO'fb^ (5) i:*<£fc**^ 
££ 0 jfefcx-WT, ^>y^*^r5/»S# (5 a) frh, K n * y fNMfc (5 b) > PJ 
7fr*x3*fyxji'*=.n'***s&mfc (5 c) > y7;ilf (5d) f^Iits; 

[0 0 7 2] 
Mfc4] 




[0 0 7 3 ] 
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[ 0 0 7 4] 

£#:ftn::t±> s<> v;v^-^r->ffS# (5 a) / U 10%/^ 

^ A - ife* *mi& tLxm v^»i%t ^ttbFn^f vff >S# (5b)* Wk$k~C i 
& o 

[ 0 0 7 5] 

tKDdf (5b) *m<by f - V ^filC'flfiL, if V 3> ^^WlS^fftT 

-50-5 0°C-C4ift7Xh "J7HD^ ^^^*>HRfcRj&§** itT4'J7;Vt 
* >X)]/*-)V**z/mM& (5 c) ?:SIt"§4o 
[0 0 7 6] 

vryifSfr (5d) tt, f 'J 7 Ji/ 1 n ^ ^ > ^ ;i/ * - ;v t y If i# (5 c) 
nnxr/f«|i:I»L, y7>{kf'J-n-7'WXfcf >9^f^ (b')7x^ 
;i/**7^>) A (0) ^Pit«#t^iH:j: 0 &„ RtSfflflEil, 

10-10 OUfU^o uO^wM^Klftt, *fl<^coii't^^It^»^v^ 

[0 0 7 7] 

£fc, ->ryif«#: (5d) tt, TEo*ftj:J:oT4lljit4it* , "el«o -ffcfr 
7-tf/Hf U 5> >|JMM* (Id) if h5tKn75 >4*<&>FMte#ttfc»»L- 7 

*;wn*f ;i/*^JnLTa£#-*-*£ tCloTft^Kl (2d) fcSHiU nbtitzit&m 
(2d) * 1 NSi-x^ y -;W#iGUCv#flf U lifi-etK^yViift (4) Sr^ftnL 
Mllt^-fci'iot, >-Ty|fS# ( 5 d) - t&x*& & 0 

[0 0 7 8] 

fc*3, T (Id) t±, ##M^lB«<7)7jaX(±^^^^^C^ 
[0 0 7 9] 

(177-^A;H/| (7d) ^ v77fi#: (5d) if h5t Kn79>t*i: 

l ^ » wtKsm t yf^A * Lii^-r * - 1 x-mmx* § * 0 bu&mm u > 

0-50 TC#*Sf£ Lv> 0 
[0 0 8 0] 

Sfe> TIBoy -f- ;vtff v >lfS# (5g) *^#>BfeSNI# (5h) ^757 

if«# (5 i) ^**Bfc-*-*t *«, 

[0 0 8 1 ] 

[ft 5] 




(5g) (5h) (50 



[0 0 8 2] 

(5£pK A r i &cFR 2 t±, flffBfc |W| C U B o c It t e r t -7^y*^ 
[0 0 8 3 ] 

A-jfcftJK li, * f- ;v tf 9 v ^iis* ( 5 g ) i if V v ^©ifflfcfciffflP S?mt?z: & 
ft-fei^«in^ Mllt^.- i:t*;v#yiif# (5h) «r«3fci* 0 

[0 0 8 4] 

7 5 7W (5 i) ii, *;v#>mi§*# (5h) il, 4 - 
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[0 0 8 5 ] 

TISW h ij 7;v^-n> ^ > x ;v * - ;u 3=- vlf>f<f$ (5 c) J^f- — ^i§S 

# ( 5 j ) mZMikl-ZZ ttfX~%2> 0 
[0 0 8 6] 
[ft 6] 




[ 0 0 8 7] 

(^■K A r i S^R 3 (±. mi5t[W|C^^^7pi-o ) 
[ 0 0 8 8 ] 

M.i$m^&, ^=.)vm^w (5 j) ti> Hj7Hn^r/xw-m'># (5 

^rfV^ta /^vv^A (II) y^n'JK«|LS#t 

& ^T«ti^o 10-100 Cifi z<DKB<D&ft*?umm 

[0 0 8 9] 

tf7V*-;V5&;v^^m^# (7 j) i±, (5 j) ^x^/-;vtrf 

0 - 1 0 0 WSf* Lv> 0 
[0 0 9 0 ] 

_t|30t;°7y-^^f^K4'iBV^Tfflv^ t: K^v^if^fc (4) X«oilf,i, fU 

, r ^ > ( 3 ) * *» l , 7ki$T k mmwt thy^A^iityT v # k its l 

(II) CTftlt StfcKiOtK^f (4) Xli^tDm-frm 
MX^&o ^©*^a£fiSEIi, -10-2 0°C/Wf Lv> 0 
[0 0 9 1 ] 

&jb\ 75> (3) 1±, «Oft£-%£fflV>;|>*K *Sv^±##M^fa«0^feXt±-€- 
[0 0 9 2] 

±m<DmTtmz x ^nrz^yv*-^* )vtf>mmmfa (7) *t<> (8) 
ifcc i *>*&m<oft&vo (i) **Jintfc^i4o 

[0 0 9 3] 
[ft 7] 




[0 0 9 4] 
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, R 1. R 2, An, WA r 2 litfrfB t R C 4 © £7*1" o ) 
[0 0 9 5] 

tt^fe, D C C (Vi/9u<^**/fr%fr aj? v W 5 K) fe'ft^* x /Wft, * ^ aKS? -f 
5 DCC/HOBT (i-tKn^^>/f'J7y*-;v) ft, *aptt*^ 

-f-tL^O^fi, M. Bodanszky, Y. S. Klausne rOT. 
A. Ondet t if " Peptide Snthesis" (A Wiley-int 
erscience publication, New York, 1 9 7 6 #) > G . 
R. Pet tit^f "Synthetic Peptides" (Elsevier S 
cientific Publication Company, New York, 1 

976^) , hm^mi "m4mnmitmm2 2m, v 

> 1992^) ^mam^tLTv^o z.tLh<z>m&Rj&Km^&&K£ l-o±, n, n- 

1, 4 - 7-bh-f'J^f^I, *SV»tt£ tik <^rJ^i##££^f & i 

§ So RfSiUJtfK - 2 0 - 5 0 L < , -10-30 "9 Lv> 0 T 

5> (8) it, -fcW<Di><v$:m^xi> £ i^S:iRt-IB«^j*4L<«##«^flB« 

[0 0 9 6] 

&*3, ±fB<Z>a8#KJSfci5V>T, 75 y (8) 7^7XSt&, 7 57*, 

&g t^JiH^^o h L T IK tert - 7*?- ^ > v ;v^§^ 

fc*K 75 ,/3lf©fiMSafefc Ltli, hiJ7^tn7Wi, tert-7^v* 
frig =. ^ ^ v;v?r dp v * ;i/5K-;v^^75 s ^lf ii^> 0 ^ffi*^* v ^Sfe^Sr 
£-K:(K ^f^x^r;V^t e r t-7f^Xr KSNS L fz%. ^fti^^S Clffl V> ft 

if j: v> 0 i ft o««^± *ti^ti<D$m& c«o 7c m^xm m -t %> - 1 ^xt i-e * & 0 

[0 0 9 7] 

ii\ (la) 7>k. tFn^yfi# (lb) , F'j7;Vto^^y7v^-;Vt 

( I c ) , v 7 7 if S# (Id) > 77 ;wt^ S# ( I e ) , 757^7 

Tl/jftaffft (I f) > t Fn^y> ^;V|f##: (I g) tSiltati^lSo 
[0 0 9 8] 
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[It 8] 




[0 0 9 9] 

(5£4\ An, Rl, RZfR 2 (i, tu|5 1 |W| C & O £^ U B n«, ^ > v ;vS£tK L 
, Bocii. t e r t-/^y*;V*-iH^fto ) 
[0 10 0] 

JLflqftKKi, (I a) fci* ^ -^©igJ&KigfBU 1 0 

7 y ^ A - ^il t L v^filTC 1 4 i 1 t K n y if# (lb) 
<5> o 
[0101] 

HKnaryfff (lb) f-l^^^M'vSftfU fcf V v^coit^cD^ftT 

fc, - 5 0 ~ 5 0 VX-MtK b V ^;u^-n^ * ^£ £ t^it^ (I 

c) £«jre§£o 
[0 10 2] 

y7;||# (Id) fi. ifrkm (I c) ^y^nnxnf«:i»U ">TV 
ftf'Jn-yf;V^Xfcf>7^^ (h'J7x-^*^7>f>) ^°7y'7A (0) fcRjB 
^^ihtllf^o BBfr&Kfi, 10-10 0 °C;W£ Lv^ 0 r©Ett.©^tt 

[0 10 3] 

tfc, v7^lf«# (Id) tt, vT7 7>;V^>mff#ff (7d) t75> (8) £^ 
[0 10 4] 

#;w^EW ;vff*# (Ie) y7/ii# (Id) ^^/-^tf f7tFn7 

o fri&umi, o~ioo vmjt Lv^ 0 

[0 10 5] 

tfcs fc^wr*^ /nts* (i e) i±, vyyf§s# (id) £#;i'^>mffS#'v# 
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o x i> shit? # & o 

[0 10 6] 

vyyf§2»# (Id) £2. OMTJ'^-T-ii'y'-^WSlSU — y^^--> 

(if) zmikx-£& 0 

[0 10 7] 

t Kndrv^f-;Hi#<$ (Ig) 14, (Id) tf >?tKn79>^ 

«9 Ilt^ ii:#T?*4, RlSiftati, -10-50 'CtWS Lv> 0 
[0 10 8] 

I) =SrM^«**Px.^^ t KJ: «K ^^ogijoft^ (I) Ci<ii:^l^ 0 
fctxJf. >ffc£-% (Ig) T^-ft: 1% 1 - t Fo^y- 1 -xf >f^75 

# (i i~q) zmm-t&z. k^si, 

[0 10 9] 

Kb 9] 




do) ( i p) < 1 q) 



[0 110] 

(5*;*, An, RU RITR 2 ti, ffffE |WJ D & CO fcjjcto ) 
[0111] 

JMfcWKli^ KKndry^friif (I g) Srffifb^ ^ V >#*#iU^#ftf U De s 
s - Ma r t i nttH ( 1 , 1 , 1 - 1 0 * (7-fe 1 ^ v) - 1 , l-y^'o-l, 2 

-^yX3- k^vjv- 3 (ih) -*» * Lit ^^txr^r^ vmMfa ( 

[0112] 

l-tKD^ry-l-xf;Ki## ( I m) tt. 7;Vf t Kii# (I 1) *f >7t 
[0113] 
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^f^T^^fJVif^ (I n) 54, T^ftKW (II) tSS6i:^^75 
> * ^ * y - ^^i«^v#» L> v- 7 y TkfHb* ^itb'J^^ L«#t * - T? 
m&X^&o RtSaBEtt, 0~5 0WSU>, 
[0 1 14] 

7^ y /l/Sft^^x/MfczSMfc (Io) fi, *^*;ftSh'J^f i^f f 7t Fn77> 

i i) iffitinLnm-r&z. tx-Mi&r^Zo KB^ma, o~5 0°c»tLv^ 0 

[0 115] 

7^ V ;vm^^x;vE^# (io) ^^^y-jvfiiiiilliL, i o a - 

o 

[0 1 16] 

7'nt"i >®tx* x ;vff 2f# (Ip) ^r^U'n^^t 7jcK L > a*<A7RS£ 

T>^"T7K#t^^^il^iJ^fflv^TS#t-^^i:-e-7 0 nti^>mT5 FffS# (I Q 

) £SB£T~££ 0 
[0117] 

I) *M^«i*iJPx.* £ KJ: «5 , *§&W*V>W<Ott&W (I) So 
(I r) frh, 7-bf-;VftS# (I s) SrSStSit^lSo 

[0 118] 
[ftlO] 




(Is) 



[0119] 

(5S;*K An. R 1 , R 2, RVR 3 l±, fuiS t |Wj C 4 CO ^7^1" 0 ) 
[0 12 0] 

sMM&KWU T-t^V>lf*# (I r) S:7-fc>>i* (3 I 1 v/v) fc»#U g 

fl.-e W^~7Kil %tt * asfln L z - t? 7 -fe f - ;Hf## (is)* «it •* & 

[0121] 

I) £HMi£f&£ira£&£kKJ: J), (I) i:*<ifc5J I Ti4o 

Ifc^tJ (If) ^f>, ^W77? F\ T 5 K„ +>]/T<D&WMM 
# (I t~w) &o 
[0 12 2] 
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[0123] 

(5$tK An, RK 3Stt^R 2 li, fuffi fc |WJ £ O U R 4 f±, l&jRT^^^*, 
T'J -;l^£^U R 5 fc R 6 (±. -g-tL-rtL^jL^TK*. fil7)^^S, JK3jt5£«^i*t 

U LJ±, m»^^-To ) 
[0 12 4] 

^Lfcm^lt, r 5 y ^ (if) *mt* * ^ >fMi:§I U h V 

T 5 >#«^S^#«T^±I^x;v*^;Hf Sf* ( 9 ) ZffiM L»t^ t J: * 
;i/^>75 Klf*# (It) ^MtKW ? f^o -10-5 0 °C» 

[0 12 5] 

75K#(Iu) J±, 75 ^ ^ f-;vff2»{£ (If) fcB6*m; F (10) > *iv>ii* 
(11) ^ fc-fifclftKJf v^tta^-?- K-^J&fe£riJlL-C*S£--t&- 
-c#& 0 75y^f;m$#: (if) *jM.ik*?-u>mmmKmML, w^^r 

mGWM.&oftfeT izm? o v k do) Lwt^ ;i-c75 vmmfo ( i u ) 

^l^-c-^o &£ia£t±> -10-50 °C$m£ bv^ 0 
[0 12 6] 

^v^>ii# (iv) ti. 7^^f;vii# (if) *S{^f 
fcigfllU 1 'Jif;V7 5 >f tlM^SftT C ^ n n ^ ii^ r ;v (12) -e#kS1- 
£ ihtMT"^o &&i&J£fi* -10-50 t^fl tv> 0 
[0 12 7] 

mk. vi/rmm®- (iw) t±, 7^^f;vit# (if) 

iit^>iU:J;^ »SL^4--fn7x-;vt^yit^SMft (13) Km 
T^y (14) bfclBZitZZ. tx-mikx- RJSyUStt, -10~50Wt 

[0 12 8] 

f/c. >7lxTlf3»# (Iw) ifrffcj* fl/>f»f7? y ^ ^-;v|f## (If) 
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±|ESi3t*ifett J t*ffiv^^fc^^*-;wSI?»# (9) , S^n'jK do) , unripy 

|(11) , ^on^ix^fiV (12) RZFT $ y (14) (±, TtJltfpO^^^ffiv^ 



h WILIS ^£>v^t, $fc't^ (ttt££5fe8fc&^ ?Fge5&*'frafe30 > Aifo 

te$5JfiL«»# (— itteJMlfo.f&^ (TIA) , . ^MfPS^ Allftt 

SKiJR-f >*-^^> a > (®ttJft;M (CAGB) , fe&IB&MlblRM 

mm (ptc a) , xr^^gff) ^(DM.mmm, mm.mmm&-^&, ^ax#s 



LTftffltS^, 15b5-*W:.M^*fK ^fc^fc J: J&AlA^/i<9 

(OlHil^ 0. lmg~lg^L<, 0. 5mg-5 0 0mgWO!fiU^ £ 

tLT^> «fc v^ 0 

mmm] 



1 RV?C OX- 2 i & < 5i*^JfiL/h«*WfUfPffl^^i-- £A#6<J&1£ 

[0132] 

[0133] 
Hfc 1 2 ] 



[0 12 9] 



[0 13 0] 



[0131] 




[0134] 
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5 _ 75 y_ 2 -^ hifyfVv^ ( 6 . 2 1g) ©lit (50ml) itCMT 
^ W%%W&i- h'J^A (3. 795g) ©Tfc (2 0ml) i§m£ 6 0 ^tr/ilT L, fflimX 3 
0»U: o KJSmt'^k^X (II) 2 7jc» (3 9. 5 g) <E>ift&& (3 0ml) 

m%L*\*iumi ox;-?' 3 o^^xmr^ mu^x 2 b$fwl/; 0 rjs*^*.^t> 

7X@Mb^" > V "7 A (7 5g) (3 0 0 ml) tii:yxf )Vx-f i^jJDitML 

, mMK 1 M-ilM--*-^ /-;W#$t (5 0ml) ^jlitStU #ffflLfc@#£?iIR 

yxfjvx-rjvtm tm^xmrnit^ (5. 0 2 g , 57%) £#fc 0 

[0 13 5] 

1 H — NMR (400MHz, DMSO-de) d : 3. 81 (3H, s) , 6. 82 (1 
H, d, J = 8. 8Hz), 7. 57 (1H, dd, J = 8. 8, 2. 9 Hz) , 7. 9 
7 (1H, d, J = 2. 9Hz), 8. 55-9. 20 ( 1 H, br), 10. 13-1 
0. 5 0 (3 H, b r) . 
MS (ESI) m/z : 140 (M+H) + . 
[0136] 

2 ] 5 - t K 7 vV - 2 - * h ^ v tf V v > 
[0 13 7] 
[<b 1 3 ] 




NHNH 2 



[0138] 

5-75/-2-^^yt"'Jy7 (6. 207g) ©IIK (50ml) MKtM£ 
T\ Mi!M+ h V ? A (3. 795g) ©7R (2 0ml) *#?1t& 8 0 ^WtTiftT U |W| 
7&-C3 0t>»L7c o RM^^b^X (II) 2&%a®J (3 9. 5 g) ©flfei&m (3 0 
ml) mWL*ftM.mi 0°CX6 OfrfrtfxmTlk> 1 2. 5mmmWLfz 0 RlS 

»7R?£T, 7kSHt+hV7A (5 4g) C07jc (2 0 0 ml) t * n n A £flnx. 
^&f&£ift*L;fc^ ^tL/: 0 JEfcs 7jcii^^nn^;VA^T2|I!Wttlt. 
fe-frteTjc^m^ h U ^ A«L/; 0 «3U#L itfl:tJ±T^*Lrlll^t) (4. 2 
3g, 6 0%) S:MtLtHfco 
[0 13 9] 

1 H — NM R (400MHz, CDC 1 s) 3 13. 50-3. 68 (2H, br), 3. 
88 (3H, s) , 4. 8 6 - 5. 0 3 ( 1 H, br), 6. 66 (1H, d, J = 8. 
8Hz), 7. 20 (1H, dd, J = 8. 8, 2. 9Hz), 7. 77 (1H, d, J 
= 2 . 9 H z) . 

MS (ESI) m/z: 140 (M+H) + . 
[0 14 0] 

[##00 3] 4- (2-tfyv;v) -2, 4 -y't + V7^ yfxf^x^r^ 
[0141] 
[ftl4] 



CO z Et 
O O 
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[0 14 2] 

T^-3y r M-m%~T, 0 VQ' 6 0 %7^miti- h V ^ ^ (0. 9 9 1 g) ?)N, N-v^^ 
;V^;VAT^K (30ml) M$f$tK> 2 - T-fe^V t° V V s > (1. 39ml) *iTL 
5 ftmmmk, ifit3 0«ftL/:o KfSifcK. Ott-ya^iyxfjV (3. 3 

6mD «tli o^piim isti 8mmmwLtzo KjBm^ty^-f-^^- 

f;^jDx.Ml> 7jcJf£ lMfeiMTMM (2 4. 8ml) T?t»ftlU S^f^^iD 

n*;PA) -Cfflftl LUM-fk-fr* (1. 12g, 4 1%) SrHflcfc LT#7c 0 
[0 14 3] 

1 H — NM R (400 MHz, CDCls) <J : 1 . 40-1. 43 (3H, m), 4. 3 
8-4. 43 (2 H, m) , 7. 51-7. 54 ( 1 H, m) , 7. 62 ( 1 H, s), 
7. 89-7. 93 ( 1 H, m) , 8. 18 (1 H, d, J = 8. 0Hz), 8. 73 ( 
1H, d, J = 4 . 4Hz) . 
MS (EI) m/ z : 2 2 1 (M + ) . 
[0 14 4] 

[##«4] l- (6 y^-'y- 3 - try y/io -5- (2 -try ^;v) -iH-t'5 

[0 14 5] 
[ftl5] 




[0 14 6] 

1) 5-tFD^fy-l- (6 h^r->- 3 - tfV v;V) -5 - (2-t'Uv» -4 
, 5 - Fn- l H — tf 9 y— ;v— 3 - # ;v^>^^c-f-;v^^ -r;v 

##M3C7)4- (2-tfV> ? ;V) -2, 4-^t^V7*^>ixf;VxXf;V (1. 1 
0 g ) 2«5-HF7yV-2-^Kyf'Jyy (0. 692g) <D^^ J 

-)V (2 2ml) »«C* 1 4#roJn*fc*«tL;fco *«*a*ffi«*L*C#&*L;fc3S 

*^;i/*5A^07F^77^- (b^xy-7-bF>) tilL5-t Fn^fy- 1 - 

( 6 - ^ h * v - 3 - tr y y ;v) - 5 - ( 2 - tf y v*/) - 4 , 5-ytKn-iH-tf 

7V*-^-3-*;i'*>|if^fJl' (0. 5 7 5 g, 3 4%) Ltfito 
[0 14 7] 

1 H — NM R (4 0 0MHz, CDCls) * : 1. 37-1. 40 (3H, m) , 3. 4 
7-3. 64 (2H, m) , 3. 81 (3H, s) , 4. 3 5 - 4. 4 0 (2 H, m) , 

6. 57-6. 59 ( 1 H, m) , 6. 85 ( 1 H, m) , 7. 34-7. 38 (1H, 
m) , 7. 4 5 - 7. 4 8 ( 1 H, m) , 7. 5 2 - 7. 5 9 (2 H, m) , 7. 79- 

7. 83 (1H, m) , 8. 5 5 - 8. 5 7 ( 1 H, m) . 
[0 14 8] 

2) l- (6 hdr->- 3 -if y -5 - (2-tfy^;v) - 1 H- tf 9 v*-;v- 

±155 - Fn^y- l - (6 h 3 - Vf U v?;V) -5 - (2-K"'Jy» - 

4, 5-yH Fn-lH-H°7V-;V-3-*;V**Vtxf ;vx7>f ;V (0. 5 4 6 g) 
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J -;V (1 1ml) itC, ffiM ( 0 . 4 5 6 ml) £*[]X- 4 mmMWkMffi Ltz Q 

v'iJ*W5A^nvh^77^ - (^^f ^>-E^^^^;V) tilLl- (6-^h 
^fy-s-t^jy^) -5- (2-t 0i ;v;v) - l R-^y 3 

;^f^ (0. 5 1 6 g, 100%) LT#to 
[0 14 9] 

1 H — NM R (400MHz, CDC 1 3) 511. 43 (3H, t, J = 7. 2Hz), 
3. 95 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz), 6. 7 6 - 6. 7 8 ( 
1H, m) , 7. 2 2 - 7. 2 8 (2 H, m) , 7. 3 5 - 7. 3 7 ( 1 H, m) , 7. 
66-7. 71 ( 2 H, m) , 8. 11 (1H, m), 8. 52-8. 54 ( 1 H, m) 

MS (FAB) m/z : 3 2 5 (M + H) + . 
[0 15 0] 

3) mmit^m 

Jiiai- (6 h^v - 3 -tf V v;i/) -5 - (2-H°Vv;V) - 1 H - t° 7 V*- ;V 
- 3 - ^^^'^^-i-^^^t-^ (0. 4 3 8 g) <r>*9J—fy (8. 8ml) v# - ffc^ ^ 
ifiT? 1 &5&fcafcft?- 1 U >y ( 3 . 3 8ml) Srinx. 4 ^K^Lfeo KJ&WSr 

«HTW*L#<btLfc^^ Hgti7Ki#» (3. 3 8ml) Srinx.^^ *tffcBfe 

*UIjlft^% (0. 3 4 4 g, 8 6%) LXfttZo 
[0151] 

1 H — NM R (400MHz, DMSO-de) S : 3 . 89 (3 H, s), 6. 89 (l 
H, d, J =8. 8Hz) , 7. 33-7. 37 (2 H,m), 7. 67-7. 73 (2 
H, m) , 7. 8 5 - 7. 8 9 (1 H, m) , 8. 14 (1H, d, J = 2. 4Hz) , 
8. 44-8. 46 ( 1 H, m) , 13. 06 ( 1 H, br). 
MS (FAB) m/z 12 9 7 (M+H) + . 
[0 15 2] 

[##$)5] 1- (6 h^r->- 3 *J)V) - 5 - V s. 1 H - tf 9 V- /U- 

3 -#;wi?;y^ 

[0 15 3] 
[ft 1 6 ] 




[0 15 4] 

l) l- (6 —* h^v- 3 -ifu v^v) - 5 -7x-^- i H-^°9 y"-;v- 3 - # ;v 

T-tr F7i;> (9. 85g) ON, N - V * A T 5 K (8 0ml) 

0°C-C6 0 %7jc«ft+ 1 V * A (6. 5 6g) tiDx. 3 0^f4WLfc o 
^>W.i/^)V (2 3. 9 7 g) ON, N-y^fWJVA75F (8 0ml) SfS* 1 0 

^wtiSTisaT 1 3 mmmwLtzo kjbwlk i m&Mm (nomi) srtinxjjefei: 
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m^^^TJ^ (2 2. 9 6 g, HAth) titftiLtf/;,, £*iJ£Lt*itiH-£ - 1 
% <>X<DKBlzl&L?z 0 '&htitzA--7 3-~)\<-2, 4-yt^vyr/|xf;Vx^7 
(2 0 0 ml) i:?IIU ##^2W5-tF7vV-2-^ f^yf'J 
y> (11. 3 9 g) ^J)Di4»ilILf;o £<$1^ R^M^MJET^* L# <b 
iifcifi^ •> 'J * 7 A ^ o y f ^'7 7 ^ - tiSLl- 
(6 h^rv- 3 v;V) - 5-7J-JV- 1 H- tf^V-^- 3 -*>HJ*>i|i 

f;vxxf;> (16. 3 7 g, 6 1%) ^^^^LTtffCo 
[0 15 5] 

1 H — NMR (400MHz, CDC 1 3) S ! 1. 42 (3H, t, J = 7. 0Hz) , 
3. 93 (3H, s) , 4. 45 (2H, q, J=7. 0Hz), 6. 73 (1H, d, 
J = 8. 8Hz), 7. 04 (1H, s) , 7. 19-7. 26 (2H, m) , 7. 30 
-7. 37 (3 H, m) , 7. 57 ( 1 H, dd, J = 8 . 8, 2. 6Hz), 8. 11 

(1H, d, 1 = 2. 6Hz) . 
MS (E S I ) m/z I 3 2 4 (M+H) + . 
[0 15 6] 

2) l»fl^rtJ 

±IB1- (6-^ b^v-3 -\£V Vfr) -5-7x-;u-lH-t°77-;V-3-* 

(16. 3 7 g) (DttrS-fr (2 5 0ml) } &fflLK, 1 ^StK 

@Mk7" h v <y^7kmm c 1 2 6 m 1 ) £*px. 3 ofrmmwvtz 0 rj£v««j±t^*l 
mi) £ m k mtt l > i^m^- ^ ^ * m m m l , * n ±m.?K -e *fe$Nfc&7k 

ftOI^ h V ^^T^jftL/io atSU^. W^MEET^^L^I®^^ (13. 8 8 g, 9 
2 %) *m&£ LT#/; 0 
[0 15 7] 

1 H-NMR (400MHz, CDC 1 3 ) 5:3. 94 ( 3 H, s), 6. 75 (1H, 
d, J = 8. 8Hz), 7. 10 (1H, s) , 7. 21-7. 27 (2 H, m) , 7. 
32-7. 39 ( 3 H, m) , 7. 58 (1H, dd, J = 8 . 8, 2. 6Hz), 8. 
12 (1H, d, J = 2. 6Hz) . 
MS (ESI) m/z : 2 9 6 (M+H) + . 
[0158] 

6 ] 3 - K 9 vV kf V y > i^mm 
[0 15 9] 
[ftl7] 




NHNH 2 • 2HC1 



[0 16 0] 

3-75;t°'Jy7 (5. 1 5 g) <Dmmm (54ml) Ilt+h'^A ( 

4. 2 8 g) © 7 Xv#$C (2 0ml) 0 - 5 3 0 7>7HtT^T"U 5 
#L£ 0 ^£>££J£?££, it-ffc^X (II) 2 7Xfn% (4 3. 6 8 g) ©IIS (3 0ml 
) 0 - l 0 tt 1 H#ngWciSTU HfcO. 5HWL^ C f 

ioia#^v^^^^-T-;vx^^ MffiT^^ LTSM^^ (16 
. 3 8 g, /tilft) £t#/c 0 
[0161] 

1 H-NMR (400MHz, DMSO-de) § I 7 . 93 (1H, dd, J = 8 . 8, 

5. 6Hz), 8. 09 (1H, dd, J = 8. 8, 2. 7Hz), 8. 43 ( 1 H, d 
, J = 5. 6Hz), 8. 51 (1H, d-like, J = 2. 7Hz). 

MS (E S I ) m/z : 1 0 9 (M) + . 
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[0 16 2] 

[##$J7] 1- (5 h*ris- 2 -try -5-7x-^-lH- If 9 V*— — 

3 - 

[0163] 
[ftl8] 




[0164] 

1) 5-75;-2-^nnifiJy> 
2-^nn-5--hnt?'Jy> (2 Og) <D3- ? J —JU (160ml) <h Tfc ( 4 0 m 

1) M&mm~Wki£M (lml) tetiaz., &ffi.-cm%ffc (7 0. 5g) f^Lfoii, 
9 0°C-C 1 BffWLfco hifcjfiU #ifci&lfc***flETS*L*# 

(15. 2 g, 9 4%) *[D#i: LT#/; 0 
[0 16 5] 

1 H — NMR (400MHz, CDC 1 3) 8:3. 71 (2H, br s) , 6. 96 ( 
1H, dd, J = 8. 3, 2. 9Hz), 7. 08 (1H, d, J = 8. 3Hz), 7. 
85 (1H, d, J = 2 . 9Hz) . 
LC-MSm/z : 1 2 9 (M+H) + . 
[0 16 6] 

2) 5-7^^y-2-^not''Jy> 

±|B 5-7^-2-?nnif'Jy/ ( 1 8 g ) O 7 - ;V (360ml) 4 
8 96 -f h 5 7;v^-n(5^It7Xv#it (4 0. 5ml) £#nx-. -5tMT, t e 

rt-W (2 3. 5ml) «rj*Tlfe. 2 0^FII#L/: o RlStCy'xf ;vx-r;v 
*Jjnx.4 f fffl**i*3R U Sati" 4 i 1 6 - 7 n n li 'J y y - 3 - y 7 / - 7 A f F 7 7 
;v * n 5 Bfcffi ( 3 2 g , 56*69) *#^o - <o V 7'/-^Ai6 ( 3 2 g ) <£>&&7kl£m ( 
16 0ml) iI^C9 0 t CJ-C#fiL4 5#IWifc#Lfco RJ5&*flfc*$*EE 
TS*t#^tLfc^^W^^;i/i:7X*7JDxML7to ^TflWI*^ IStfn£&*©ASfc 

^nntTUv> (lOg, 4 2%) JI#^Lt#/; 0 
[0 16 7] 

1 H — NMR (400MHz, CDC 1 3 ) 8:2. 33 (3H, s), 7. 34 (1H, 
d, J = 8. 8 H z) , 7. 47 (1H, dd, J = 8 . 8, 2. 9Hz), 8. 21 ( 
1H, d, J = 2. 9 H z) . 
LC-MSm/z : 172 (M + H)\ 
[0 16 8] 

3 ) 2-?nn-5-HFn^ylf'Jy> 

±15 5 -T4r hdrv-2-^nnt:iJv> (lOg) <0*9 S-fr (200ml) 
SfflLUWJ* (4 0 Omg) £#11x^^2 0B|«#U;o acS»JSE«r«JET®* 
L#^/«v'J*^^av^*77^- (f^jc^;v) tiIL2-^nn-5 
-fc Kn^rvtT' J v> (6. 8 6 g, 9 1%) *lflcfe LTftto 
[0 16 9] 

1 H — NMR (4 0 0MHz, DMSO-de) S : 7. 24 (1H, dd, J = 8. 8, 
2. 9Hz) , 7. 29 (1H, d, J=8. 8Hz), 7. 91 (1H, d, J = 2. 
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9Hz), 10. 2 2 ( 1 H, br). 
LC-MSm/z : 1 3 0 (M + H) + . 
[0 17 0] 

4 ) 2-^ntt-5-^t^->fc?ijv> 

±B2-*nn-5-fc Kn^Vif'JW (1. 3 0 g) fca'Mb^^Ml. 25m 
1) CON, N-^^fJV*MT5 K (2 6ml) lii:, gfit2 8%t f 'J h 
+ yF-^^-^t (2. 0ml) «TL1. 5 0#F^m#Lfc o JSJfc&Kf&ftl&'ft 

h777J- (^y-y-W&Lx-f-fr) t«Hl2-^nn- 5-^ h^rvtf'J v> (1 
. 4 0 g, 9 8%) LT#t, 
[0171] 

'H-NMR (4 0 0MHz, CDC h) 8 I 3 . 85 (3H, s), 7. 17-7. 2 

5 (2H, m) , 8. 05 (1H, d, J = 2 . 9Hz) . 
LC-MSm/z : 144 (M + H) + . 

[0 17 2] 

5 ) 2 - t K 7 V J - 5 - p< h 3f v tf 0 V > 

_h|B2 -*nn- 5 -* h^vlfV v> (4. 0 g) ObK5^>-*ffi» (3 0ml 
) M£l 0 0°C-C2 4 L£o R(&»««:«ffiT«*LWe>tLfe»at; 

^ u u * ;v A t 1 sBJ&dcBfrft^ h 0 ^ A;fc^i£ : S:j&nx.3HfcL, *«Ji fctoWfclfcv v 
•7 A L o tt3U&> «tt & #ffiT&* L 2 - t K 9 *J J - 5 - ^ h * 2/ tf V ^ > ( 

7 0 5 mg, 18%) fcftMfcWjffc LTftfco 
LC-MSm/z : 1 4 0 (M + H) + . 
[0 17 3] 

6) 1- ( 5 h ^ v- 2 - tf 'J v;V) -5-7x-^-lH-lf9 , /-^-3-*/l' 

_h|B 2 - t K 7 vV - 5 - > h v tf 'J y > ( 7 0 5 m g ) t ##M 501) 02, 4 
--Jjr*cV- 4 --7 >fxf;Vi^rJl/ (1. 12g) <r>x-9J—fy (2 5m 

1) M£l 9B#K»^L^ 0 ^ifrflL Rj£»***JETS*L»e>tLfe5iattc»Bfc 

{^^-^-y -CilLl- (5-^h^v-2-tf 
'J y ;v) - 5 - 7 x-;v- 1 H - t" 7 y-JV - 3 - * ;v#>fxf ;vx^ r )V (7 0 5 m 
g, 4 3%) t7^77^kUftfco 
[0 17 4] 

'H-NMR (400MHz, CDC 1 s) £11. 42 (3H, t , J = 7. 1 Hz) , 
3. 88 (3H, s), 4. 45 (2H, q, J = 7. 1Hz), 7. 03 (1H, s) 
, 7. 22-7. 32 (6 H, m) , 7. 45 (1H, d, J = 6. 8Hz), 8. 05 

(1 H, d, J = 3. 1 H z) . 
LC-MSm/z : 3 2 4 (M+H) + . 
[0 17 5] 

7) mmit&m 

±|B1- (5 h^v- 2 -tfU v;V) -5-7x-jV-lH-t'7 7'-JV-3-* 
;V^>I^ + ;v^^ + ;V (7 0 0 mg) OffS-fr (7ml) RD f f>9KKn79> 
(7ml) ilti:. 1 MfeK®Hfc+ f'J7 AtM#^ ( 3 . 5ml) IrjJOiS^ 2 B#F^3f 
ffLf: 0 KJ£«7jcit+\ 1 (3. 6ml) fctmifc^ fotmk^fr 

Mx-t^l, til «r^5fiiA^tt?tfe^, iETjcw^^^^^A-e^L/vTo mm 

, »«t«r«JETS*U««'fk#W ( 6 0 2 mg, 9 4%) £HI#h LT#/:„ 
[0 17 6] 

1 H-NMR (400MHz, CDCls) 5:3. 89 (3H, s), 7. 09 (1H, 
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s) , 7. 23-7. 35 (6 H, m) , 7 . 46 ( 1 H, d, J = 6. 9 H z) , 8. 
08 (1H, d, J = 3. 1Hz) . 
LC-MSm/z : 2 9 6 (M+H) + . 
[0 17 7] 

[##00 8] 1- (5-^ f^y-2-f>Jy;V) -5 - (2-lfVv;V) -lH-fcT? 

y-^- 3 -*^/^>afc 

[0 17 8] 
[ftl9] 




[0 17 9] 

1) 5-7 i o^-2-tF7yVtf'Jy> 

2, 5 -y^n^&tfU >^ (10. Og) <^tf'Jv> (100ml) »»E^ iStt 
K5y>- 7jcfn% (10ml) SrjOPx.. 1 3BffliiilL/c 0 RJSS#*|E*riftJE 

-tK7yVk"'Jy> (7. 6 1 g, 96%) £HI#fc Ltftfc. 
[0 18 0] 

1 H — NM R (4 0 0MHz, DMSO-de) d : 6 . 67 (1H, d , J = 9. 0Hz 
) , 7. 55 (l H, d d, J=9. 0, 2. 4 Hz) , 7. 64 (1H, s) , 8. 0 

0 (1H, d, J = 2. 4Hz) . 
E I -MS m/z 118 8 (M + ) . 

[0181] 

2) 1- (5 -y'n^e- 2 -tf V y/iO - 5- (2 - tfy - 1 H- if 9 V-;v- 3 
-*)P#>Sif^T^ ±125 -7n^- 2 - H K9i?/ tf U v> (7. 1 2 g) 
i ##ffl 4 (75 4 - (2-if i ;y;v) -2, 4-yt^y^^^if;Vx7r;V (8. 3 
8 g) <r>z-9J-fr (12 6ml) MMW^MU^W (8. 67ml) fcflnx.. 1 2 B# 

jttVV*^*?A^n-7h^97'f- (^^r-9-^-I^m-^^^) tflL^t Fntf 
7 7-;v#^#/; 0 i«ytKnt°7V-Wx^y-jV (14 6ml) Mf&i^rS'e 
miim (4. 9ml) *inx., 3B#r^jE)P^MLfco KJS&K&ft£tg|3k3S"?- 1 

V -7 A 7 Jcv#^ fc SSxf ^ £ in x. frWL L , tiS * *S7jc^m tl'JvA Tf£jft L o ttSU 

-f^oi^-;v) tilLl- (5 -yn^- 2 -if V it A/) -5- (2-t°Vv^) -1 
H-lf 7 7*-^- 3 -7>;V^>m^^^^^-r;V ( 1 1 . 6g, 8 2%) t@#fcU# 

[0 18 2] 

1 H-NMR(400MHz, CDC 1 3) * : 1 . 42 (3H, t , 1 = 7. 2 H z) , 
4. 45 (2H, q, J = 7. 2Hz), 7. 20 (1H, s), 7. 2 3 - 7. 2 5 ( 

1 H, m) , 7. 49 (1H, dd, J = 7. 8, 0. 7Hz), 7. 72-7. 75 ( 
2H, m) , 7. 9 5 - 7. 9 7 ( 1 H, m) , 8. 26 ( 1 H, d, J=2. 2Hz) 

, 8. 45-8. 46 (1 H, m). 
E I -MSm/z I 3 7 3 (M + ) . 
[0 18 3] 
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3 ) IMS'ft^^ 

7 ;vW>#BI^:T, ^r&-e_tfE 1 - ( 5 - f u ^ - 2 - M V - 5 - ( 2 - tf U V 

)v) - l h-h°9 y'-;v- 3 -^^sKv^f^^^f^ (3. 00g)o^^/-;v( 
3 0ml) hHVxv (30ml) M^V#^^> tMJfA^F^vF ( 1 . 7 4 g ) 
**fc« (I) (0. 2 3 1 g) ££nx.4 7^^iDiiIL/:o SUSifcfcjjc (5 0 

m 1 ) 1 mm 3 0M»U: o KJfctfcl*^ » (10ml) , * 

; . jV _^on*W (l*j-10) ?I^#S£#0x«U ^lif IriiiSt h 'J •J'A 
t?K*Ufco ISUt, *JET»&*#*L*»ffr&* (1. 6 8 g, 7 1%) L 

[0 18 4] 

1 H-NMR (400MHz, DMSO-de) * : 4. 17 (3 H, s), 7. 56-8 
. 7 1 (8 H, m) , 13. 35 ( 1 H, s ) . 
FAB-MSm/z : 2 9 7 (M + H) + . 
[0 18 5] 

[##019] 1- (6 h*->- 3 -tfV ^y-A/) -5 - (2-t°Uv;V) - 1 H- 
tf 9 v'-;v- 3 -#;i"}?>@£ 

[0 18 6] 
Wfc 2 0] 




[0 18 7] 

Ate) 

1) 1- (6 no- 3 - H° U try — fr) -5 - (2-tfyv;W - 1 H-ti 9 
— 3 —% fi/x-XT 

3-^nn-6-tK7yVf'jr/> ( 1 . 5 9 g ) ##M 4 co 4 - (2-t°'Jy 
;V) -2, (2. 4 5 g) <7).x.^y-;i/ (6 0ml 

) 6 mm-hmm^^ ^?tcitt dmi) i mmummmLtz 

tffiSLl- (6-^nn-3-t''J^y-;V) -5- (2-^'Jy» - 
1 H - t° 7 V - - 3 - * ;v f ^ ^ ^ r ;v (1. 5 0 g, 4 1%) zmfetLX 

[0 18 8] 

1 H-NMR (400 MHz, CDC 1 3) d : 1 . 44 (3H, t, J = 7. 0Hz), 
4. 46 (2H, q, J = 7. 0Hz), 7. 23 (1H, s), 7. 2 4 - 7. 2 7 ( 
1 H, m) , 7. 62-7. 65 ( 1 H, m) , 7. 69 ( 1 H, d, J = 9. 0Hz) 
, 7. 76-7. 81 (1H, m), 8. 10 (1H, d, J = 9. 0Hz), 8. 40 
( 1 H, d, J = 4 . 6 H z) . 
LC-MSm/z : 3 3 0 (M+H) + . 
[0 18 9] 

2) 1- (6 -* 3 -tf V W-fr) - 5- (2-H°'Jv;V) -lH-t'7V*- 
;v- 3 -1JJI>#>W.* +;v^r.7* + ;i/ 

±151- (6-7nn-3-t"'Jfy-^) -5 - -1H-^9V'- 
3 -*^#>Bfti^^J.^T-A' (1. 50g) (4 5ml) fef&K 2 8 
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> df-> K — ^ ^ 7 (3ml) ^tJDx. 2 BliMilL^c ^tVik 

Ma*y'J*y;v^n-7h^77^- tllLi- (6- 

^ ]. 3 _tft; jryz.fr) -5 - (2-t°yv;v) - 1 H - v*-;v- 3 - # >ni* 
y^lt^-frx-TsT-K (4 8 0mg, 3 4%) lt#/: 0 
[0 19 0] 

1 H — NMR (400MHz, CDC 1 3) 513. 99 (3H, s), 4. 10 (3H, 
s) , 7. 15 ( 1 H, d, J = 9 . 3Hz), 7. 21-7. 23 ( 1 H, m) , 7. 
24 (1H, s) , 7. 58-7. 61 (1 H, m) , 7. 73-7. 78 ( 1 H, m) 
, 7. 93 (1H, d, J = 9 . 3Hz), 8. 40-8. 41 ( 1 H, m) . 
LC-MSm/z : 3 1 2 (M+H) + . 
[0191] 

3) mttt&m 

±IS1- (6-n*y-3-f'J^y-;V) -5- (2-K"'J-») -lH-tVv* 
3 - iJ )V^Z/M* f-JVx.T.y-fr (4 7 5 m g) / -;V (10ml) trl7 

HFn77> (10ml) mWLK, 1 flTETk^Ht-t" > V ^^Mt (3ml) Sriinx-^S. 
T"2 om^mWLtZo KI&mzfrftT lMfe&M-fr&fc (3 m 1) Mx-fM. RJSm 
(;^nn*iVA-^;-JV (10^1) SM«^JDx.^L, Mil SrteW^ ^ 
^>9A«L/;o M*^ffiT^*L^M^% (300mg, 66%) £ 

[0 19 2] 

1 H — NM R (400MHz, DMSO-de) S I 4. 04 (3H, s), 7. 32-7 
. 35 (1 H, m) , 7. 41 (1H, s), 7. 49 (1H, d, J = 9. 3 Hz) , 

7. 80-7. 82 ( 1 H, m) , 7. 87-7. 91 (1 H, m) , 7. 99 (1H, 
d, J = 9. 3Hz), 8. 35-8. 36 ( 1 H, m) . 

LC-MSm/z : 2 9 8 (M+H) + . 
[0193] 

Bm 

1) 4- (2-n°vy;v) -2, i-yt^rv/^^f^^t^ y;i/3*>#a^ 
T\ v ^ 7fy7 (5. OOg) ttl'J7An^yF (2. 29g) <D * 9 ; - 
;v (2 6ml) -^it^. ifit2-7-tf;vt"'Jyy (2. 5 6 g) tfM 9 S-fr (2 6 

mi) ^*irax.i 6 o o c-e4 5^r^WL/io ^rf&, mj&m~fc*ijn 

£ f - ;v a. - r- ;v -etfett*- L £ o TfcJf t'f&fni&'fb T > ^ - * A 7M#m t * n a * ;v A £ #n 

x.5H&u tsi ^ i7jcii t > >j >> a l 7^0 mm, mj±rmm^^^v4 - ( 

2-tf i ;^;V) -2, 4-yt^V7*^yi^f^^T;V (3. 4 4g, 7 9%) £@ 
[0 19 4] 

1 H — NM R (400MHz, CDC 1 s) d : 3. 94 (3H, s), 7. 54-7. 5 
0 (1H, m) , 7. 64 (1H, s) , 7. 9 3 - 7. 8 9 ( 1 H, m) , 8. 19- 

8. 16 (1H, m) , 8. 7 4 - 8. 7 2 ( 1 H, m) . 
E I -MSm/z 12 0 7 (M + ) . 

[0 19 5] 

2) 1- (6 -9 nn- 3 - t? V *?V-fr) -5- (2-t?V^;v) -lH-H7V'-;v 
- 3 -Jjfr^yW.* f-)^^T* 

iifB4- (2-tfVv;V) -2, 4 - y^^VT"^ >M£y f-Zl/J^xA' (4. 143 g 
) h 3 - ^ n n - 6 - 1 F 7 yV l; 'J ^ y > (2. 891g) (D* ? S-fr (100ml 

) mwi*i o 9wmi3mmmL?zo K^m-mmm (2m n srim*.. MK6mmijmm 
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EET@*L1- (6-^nn-3-f'J^^) -5- (2-t?Vv;V) -lH-t°7 
y-;v- 3 -*^**>i^f;v^fjv (3 . 1 6 9 g, 50%) LT^o 
[0196] 

1 H — NM R (400MHz, CDC 1 s) S : 4. 00 (3 H, s ) , 7. 24-7. 2 
8 (1H, m), 7. 24 (1H, s), 7. 64 (1H, dt, J = 7. 8, 1. 2H- 
z) , 7. 70 (1H, d, J = 9. 0 H z) , 7. 79 ( 1 H, t d, J = 7. 8, 1 
. 7 H z) , 8. 09 (1H, d, J = 9. 0Hz), 8. 38-8. 41 ( 1 H, m) 

ES I-MSm/z : 3 1 6 (M+H) + . 
[0 19 7] 

3) 1- (6 1 3 -t±'J m-fr) -5 - (2-tfV^;V) - 1 H — tf ^ V— 

;v- 3 -*;v^>@f^ ^;vji^t-;v 
±|B1- (6-^nn-3-tfU^y^;V) -5- (2-tfVv;l/) -1H-*?9V- 
3 -7j;V**:x^ f-;v^x-r;v (2 . 9 8 1 g) <D * 9 S -)\> (19 0ml) 
. m.UX-i~ h'j * A* h K ( 1 • 530g) 1 9 ^WL/to RlSfcfc 1 & 

^Mm&MWL (1 9ml) =^in£, MffiT^ 9 ; -^Z^^Lnbi-itzmm^kZink-TF 

mmw^miL, w^-^t-i- (6-^ i^v-3-tfv^v-^) -5- (2 - 

tf u v;v) - 1 H-t°9V-;v- 3 -*;i/>i?>^^f-;v^^x;v (2. 5 7 l g, 87% 

) zmfotLxntzo 

[0198] 

4) 

±|B1- (6 h^rv- 3 -tfU yV-fr) -5- (2-t°0v;v) -lH-^y 1 
3 -*;v^'>i^f;vx^rJV (2. 2 0 g) co^^7-;v (3 0ml) b-rYy 
E Fn77> (30ml) fl^i«^, giST? 1 m^7jc@Mb^- h U * A7jc?#$C (15ml 
) £Dnx.2. 5B#Km^L^o RJMKtWF. 1 m^m7K?#ft ( 1 5 m 1 ) t?uu 

(10MD m&mt&ztiaz-frWL^ m&mzte&mwrt- > v 

J|frffi«#&»#L»»fb#i|& (1. 4 2g, 4 7. 6%) *#7t 0 
[0 19 9] 

[###!] 10] 5- (4-y^fJVT5;7x^) -1- ( 6 - ^ h * V- 3 - \L V ^ 
*J-fr) - 1 H-tf 9 4 /-^- 3 
[0 2 0 0] 

[ft 2 i] 

/ 




[0 2 0 1 ] 

1) 4- (4-y7f;V75;7x-;v) -2, 4-yi + 77n®^f ;V 

4' -y^f;V7^7-bh7x/7 ( 1. 2 2 4 g) h 9 s a-V&LV t^-fr (1. 77 
1 g) l'J7A^!-^yK (1 8 Omg) £JB^T\ #f«9©Bg) <£> 1 ) fWJ 

#<7)^"ftt?4- (4-y^fJV75;7x^) -2, 4-yt^f77^^f^ 
(7 4 2 mg, 3 9%) tfflfrtLtftfco 
[0 2 0 2 ] 
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1 H — NM R (400 MHz, CDCls) 8:3. 10 (6H, s), 3. 93 (3H, 
s) , 6. 69 (2H, d, J =9. 0Hz), 7. 01 (1H, s) , 7. 92 (2H 
, d, J = 9. 0 H z) . 
ESI-MSm/z : 2 5 0 (M+H) + . 
[0 2 0 3 ] 

2) 1- (6 an- 3 - tfU — -5- (4-y>W^7x-^) -1 
H-tT^V-^- 3 -*;v*'>M^-^;v^^t-;v 

±|B4- (4-y^f)V7 5/7x^) -2, l-yt^V/^^f^fJV 
( 7 4 2 mg) t3-^nn-6-tK7yVt"'J^y / (4 7 3 mg) ( 
3 0ml) mWL*l 8^ttlfIL^o RJfci$«*$*JET§* M# P> tLTt^Sc 

7AT«L/:c »*ft*«ffiT«*L#fcfr;fc»**~>y *W7A^nv h 

sr?"7 4- uu*)]sA- * ; ^mULi- (6 an- 3 -fef U ^v — ;v 
) -5- (4-^W?;7x-^) — 1 H — tf 9 v"*— ;v — 3 — * ^ 4? f"^^ 
(6 7 9 mg, 6 3%) fcflHfcfc Lt#/:„ 
[0 2 0 4 ] 

1 H — NM R (400MHz, CDCls) 5:2. 98 (6H, s), 3. 98 (3 H, 
s) , 6. 65 (2H, d, J = 8. 8Hz), 6. 97 (1H, s), 7. 16 (2H 
, d, J = 8. 8Hz), 7. 62 (1H, d, J = 9. 0Hz), 7. 90 (1H, d 
, J = 9. 0 H z) . 

E S I -MSm/z : 3 5 8 (M+H) + . 
[0 2 0 5] 

3) mmt&m 

Jiffll- (6 -9 nn- 3 -ifU ?V=-)V) -5- ( 4 - S J * f-frT < J 7 x. - 
l H — v*-;v- 3 — fc/w^fSM^-^-^T-A' (679mg) co^^y-;v (50m 
1 ) SFifc^ tHJ7A^f^fyK (307rag) £#nx. 1 3 ftRftlffitiiftE L?z 0 KJBWi 
KtJc (2 0 5 /i 1) £ftn;L> Mi:6iMDiIIL^o RJS»**WETff*L 
fthtlt:ftteKfcbW&x-'?-fr*lJaZ.frft.V^ 1 MJfettBbfciffifc (3. 8ml) 

JETS* UlRJH'fk'frW ( 5 9 2 mg, 9 1%) tflfti: LT#fc, 
[0 2 0 6 ] 

1 H — NM R (400MHz, CDCls) 8:2. 97 (6H, s), 4. 16 (3H, 
s), 6. 64 (2H, d, J = 8 . 8Hz), 7. 01 (1H, s), 7. 07 (1H 
, d, J = 9. 0Hz), 7. 15 (2H, d, J = 8. 8Hz), 7. 60 (1H, d 
, J = 9 . 0 H z ) . 

E S I -MSm/z : 3 4 0 (M+H) + . 
[0 2 0 7] 

[##190 11] 1- (5-* -tfvv^V) -5 - (2 v;V) -1H- 

yf y 3 /I/jK^R 

[0 2 0 8] 
Hfc2 2] 




[0 2 0 9] 
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1 ) 5-^nn-2-t F5yVt?7^> 

7 5 / fc°7v>i P a 1 amidess co?jy£ (J. Org. Chem. , 29 
^, 2 4 9 1 - 2 4 9 21, 1 9 6 4 30 Lfc 5 - * n n - 2 - t Kn -> tf9 i> 

> ( 1 . 8 4 g) ^^v^b'J > (28ml) »tfcfciMff**m 1 3 0 *Ct? 6 fl#«3$ 
Ltzo ^mk, KJBWLKfcikt V ? n n > * > ^tn^^it U ^flU £te7KM+ h V * 
ATtlL^o ttSU$L METM^^*L#^tt^^zto^-^7-;v (l 4ml) mm 
K t K5y >-7M ; 0% ( 1 . 3 9ml) SrJn^MT? 1 5 0 ^l»t, 80^1 5 ft 

( i M i o ) jf^M * in x.#»t L , til * tf'J^A L o 

IETiimL5-^nn-2-t K7v/tf9v> (0. 3 2 5 g, 16 
%) £B#fc LTflfc, 
[0 2 10] 

1 H — NM R (400 MHz, DMSO-de) 5:4. 32 (2 H, br s) , 7. 9 

2 (1H, s), 7. 99 (1 H, s) , 8. 13 (1H, s). 
E I -MSm/z : 1 4 4 (M + ) . 

[0 2 11] 

2) l- (5-^nn-2-t'7^) -5- (2-tfVv;v) - l H - tf v v*-;v- 

3 - fc/i/sK^BM f;vx7t^ 

#f*J9©BS) «1) ©4- (2-tf0v;V) -2, 4-yt^777>t^f^ 
X x ;V (0. 4 1 4 g ) t ±|B 5-^nn-2-tK7yVlf7y> (0. 289g) * 
fflV^T, II 9 CO B ft) <D2) tmU<Dli&-e. 1- ( 5 - * n D - 2 - tf 9 M 

-5 - (2-t°0v^) - l H- tf^ 3 -*^jK>H^ f;vx^r;v (0. 2 6 

Og, 4 1%) tlflckfCHfc, 
[0 2 12] 

1 H — NM R (400MHz, CDC h) 5:4. 00 (3H, s), 7. 25-7. 2 

8 (2H, m) , 7. 59-7. 61 (1H, m) , 7. 77-7. 81 (1H, m) , 
8. 25 (1H, m) , 8. 39-8. 41 (1H, m) , 8. 8 4 - 8. 8 5 ( 1 H, 
m) . 

FAB-MSm/z : 316 (M + H) + . 
[0213] 

3) mmik&m 

JtSBl- (5-7nn-2-H'7y-;V) -5 - ( 2 - tf 0 v^v) 
- 3 -j^VaK^SM f^^^t^ ( 0 . 254g) (D* 9 J (5. lml) itC, 
tf'J7A^RyF ( 0 . 1 3 g ) ^IHHmit** Lfco * ( 5 . 1 

m i ) £jnx.gi&-e 1 o^m*^l^ 0 KtstRt 1 m^mkimwL (2 . 4imi),* 

, 3SlU r ^nn*^A*ijnx.5-«EL. ^T«J»*«JETS*LlR«'ffc#« (0. 2 3 7 g, 9 

9 %) £H#:t UftAo 

[0 2 14] 

1 H-NMR(400MHz, DMSO-de) 5:3. 98 (3H, s), 7. 29-7 
. 32 ( 1 H, m) , 7. 37 (1H, s), 7. 74-7. 87 (2 H, m) , 8. 1 
1 (1H, s), 8. 33-8. 34 (1H, m), 8. 52 (1H, s) , 13. 15 
( 1 H, b r s ) . 
FAB-MSm/z : 2 9 8 (M+H) + . 
[0 2 1 5] 

[##0112] 1- (6 -*3-)l>- 3 -IfU y/U) -5- (2-ti<jv;V) -lH~fcT9 
V— ;V - 3 - 77 ;V s}? > ^ jc-f - ;v jc t" ;i/ 
[0 2 16] 



miE# 2005-3026716 



#K 2 0 0 4 - 3 2 1 1 1 7 ^- v : 36/ 

Mfc 2 3] 




[0 2 17] 

1) 5-tF7-/V-2-^fiHi 0 'Jy> 

6 f-jv—al-y^ (5. 13g) Wy't^ft^/ (7 5ml) ^rU^ h'Jx 

f)V7^ y ( 5 . 7ml). y7x-JV*X*'J ;VTv K ( 8 . 8ml) #0* t e r t - 
7^ y _ ;]/ ( 7 . i m i ) fcjjn*., 100W19 ir«Lf: 0 &Jfc»*t*r« 

*7A;n'7^77^ - (jrDn*M-^^-^) -ell L 5 - (tert-^h 
Jfy*)V^;V) 75y-2-^fJVt°'Jv> (6. 7 9g, 8 7%) tfl#fcL"C|»fc 
o - <Dlk&m (5. 1 7 9 g) £ffl^T##f!)2 HafcO^&T 5 -fc K? vV - 2 
■^;H±°y^>- (0. 8 4g, 3 2%) tHftfcLtftfc, 
[0 2 18] 

1 H — NMR (400MHz, CDsOD) 8 \ 2 . 38 (3H, s) , 7. 06 (1H, 
d, J = 8. 3Hz), 7. 21 (1H, dd, J = 8. 3, 2. 5Hz), 7. 99 ( 
1H, d, J = 2. 5 H z) . 
LC-MSm/z : 1 2 4 (M + H) + . 
[0 2 19] 

2) «»fk£-» 

±IB5 - K5yV- 2 -^f-;HfV *J> (1. 2 0 g) h###04O4- ( 2 - fcT V 
v;V) -2, 4-yt^V7 , ^Vf^f;Vi^T;V (3. 4 8 g) £j£v>T, ##^U5<7) 

2) tmwt<7)^'&7:\ mmit&m (o. 4 5 9 g , 15%) *tstt%^LT#fc 0 

[0 2 2 0] 

1 H — NMR (400MHz, CDC 1 3) S I 1. 43 (3H, t like, J = 7. 
3Hz), 2. 60 (3H, s), 4. 46 (2H, q, J = 7. 3Hz), 7. 20- 
7. 50 (4 H, m) , 7. 67-7. 80 (2 H, m) , 8. 39 (1H, br), 8 
. 5 1 ( 1 H, b r ) . 
FAB-MSm/z 13 0 9 (M+H) \ 
[0 2 2 1 ] 

[###013] 1- (6 h**>- 3 - tf V y;v) -5- (3 -tfV ^V-fr) -1H 

[0 2 2 2 ] 
[<fc2 4] 




[0 2 2 3 ] 
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1) 4- (3 -tfV y*J—fr) - 2, 4-yi^V77>ip!f;^^TJV 
T;vn'>#H^;- 7 8 °C<^*PT. 3 -T-tf-^tT y yyy (2. 097 g) <7)x > 9 t 

FD77> (5 0ml) »tfc£l. OM-Uf-^A If* ( h V * V fr) TSKtf) 

rf7tFn77 >mWL (19ml) ZffiT L 1 SlWL/;o RJfStR^Va 7tv^ ^ 
;v (4. 055g) Wrf7tFn77> (35ml) v«£?&Tft> 0 t"P 2 B#W W 

Lfco RjS^lii^T^bWfetL^a^t^^yi^/i/^-T-^-etfc^lfe. Tics 

■cfg* l?zo mm, mm^ms.T^ l 4 - ( 3 - tr y - 2 , 4 - v 

•7^ >SM (2. 6 3g, 73%) SrHfrfcLT#/So 

[0 2 2 4 ] 

1 H — NM R (400MHz, CDC 1 3) 5:3. 97 (3 H, s ) , 7. 73 ( 1 H, 
d d, J = 8 . 5, 5. 1Hz) , 7. 96 (1H, s) , 8. 28 (1H, dd, J = 
8. 5, 1. 8Hz), 9. 38 (1H, dd, J = 5. 1, 1. 8Hz). 
E S I -MSm/z ! 2 0 9 (M+H) + . 
[0 2 2 5] 

2) 1- (6-^f^'>-3-f'Jy>) -5 - (3 - try — - 1 H — tf 9 V*— 

±IB4- (3 - tf y ^v~;V) -2, 4-y*^V^^f^f)V (1. 0 8 
6 g) <0*9 J-fr (10ml) mmz, #f«2tf)5-t F9yV-2 h^i/tTy 
(7 2 6 mg) ^inx. 4^FMfilL^ 0 ^^t, KJ£»#*i*ffiT§*M»fc*L 
^st*->y *^»i^n7 h^57-f - (SHxf^) "CJfiliSlLl- (6-^h^v 

-3-tfVv;v) -5- (3 - t°y - 1 H-tf 9 3 --bfrtfyWi**- 

JVxXf;V (3 0 9 mg, 19%) £B#fc LT#£ 0 
[0 2 2 6 ] 

1 H — NMR (400MHz, CDC 1 3) 5:3. 95 (3H, s) , 4. 00 (3 H, 
s), 6. 80 (1H, d, J = 8. 8Hz), 7. 43 (1H, s), 7. 51 (2H 
, d, J = 3 . 4 H z) , 7. 70 (1H, dd, J = 8. 8, 2. 7Hz), 8. 11 

(1H, d, J = 2. 7Hz), 9. 15 (1H, t, J = 3. 4Hz). 
ES I-MSm/z : 3 1 2 (M + H) + . 
[0 2 2 7] 

3) 

±iai- (6 -* 3 - try v;v) -5 - (3 - try -lH-t'^y 

3 -5&/UsJ?>9Mfl'-X-* , 7 L >l' (3 0 9 mg) <0*9J—fr (2 0ml) v^i'TR 
HHfc 'Jf — 7jcfP% (4 2mg) £;&nx.Tl 8B$Fh11JPI^M^L7 , So £<%1£> RJcflMft* 
fctET®* HRflMk-frW (3 2 2 mg, 364) «rT*^77Xt Lt#fc 0 
ESI-MSra/z : 298 (M + H) + . 
[0 2 2 8 ] 

[##0014] 5- (5 2 - try y/io -1- (6-^h^~>-3- 

t? y v^;v) — 1 h — 1° 9 y*- ;v - 3 - ii ;v >K 

[0 2 2 9 ] 
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Ut2 5] 




[ 0 2 3 0] 

1) 5 -*<>*Jn/**i/- 2 ->-^;VtfU 
3-tKn*'>-6-^f^^Vy> (10. 0 g) fc&Bt#U*A (3 8. 0) ©7 

•bh^bV;V (200ml) ^^"C'^t^V v;v ( 1 0 . 9ml) fcillx. 1 2 B# 

(g^i^;V-^^-9->) trffl^L 5 -'OyW^y- 2 -^^;VH°'J (4. 14 
g, 2 3%) ^MaT#/; 0 
[0 2 3 1 ] 

1 H-NMR (400MHz, CDC 1 3 ) 8 \ 2 . 48 (3H, s) , 5. 08 (2H, 
s) , 7. 05 (1H, d, J = 8. 5 Hz) , 7. 16 (1H, dd, J = 8. 5, 2 
. 9 Hz) , 7. 31-7. 43 (5H, m) , 8. 26 (1H, d, J = 2. 9Hz) 

E I -MS m/ z : 1 9 9 (M + ) . 
[0 2 3 2] 

2) 1- (5 -^>y>*^y- 2 - tf 'J v;V) ^^/> 

±155 v;V^-^r v- 2 tf V v > (4. 1 3 g) <D\*V*J> (8 3ml) 

mfcfc, m. : &^-r.m^^y o. 2 0 g) l^mummMLtzo kb 

, il^MET^Lf^tL/^SiN, 0-^f^tKn^^75>i£SjS (2. 
2 2 g) , l -xf-^- 3 - (3 - f;V7 5 tf;v) fc^sKSM 5 KfflSfcffi (4 

. 3 7 g) , Ml-tFoJry^>/f'J7/-iV (3. 0 8g) ^N, N-v^^;V 
^;VAT5 K (9 5ml) v#f£K^ MUT:- h 'J^fiVT^ > (6. 3 5ml) £inx. 6 1 

- (l^^x.5 L ;v-^^r-9->) till 5 - ^^y;i/t^ytf U 2 -fc^^BM 1 

^y^f)V75K (3. 75g, 6 6 96) £?E&» t Ltffco (FAB-MSm/z: 
2 7 3 (M+H) + . ) 

T < V (3 . 7 4 g) <DT h5HKD75> (75ml) y#fR^ 1 . 1 0M^ 

^7 A<Dv^;V:r.-ir;W§$[ ( 1 3 . 7ml) ^iT L 4 0 frmmW L?to RJBf&KTfct 

g^m^. ;i/ * in £ ml t , * tbvf a -es&i* l £ 0 atsu ^ sfjk * mj± 

^mULl- (5 2 - tf V >>;V) (1. 4 7 g, 4 7%) £ 

[0 2 3 3 ] 

1 H-NMR (400 MHz, CDC la) * : 2. 67 (3H, s), 5. 18 (2H, 
s), 7. 30-7. 45 (6 H, m) , 8. 03 (1H, d, J = 8. 8 Hz) , 8. 
39 (1H, d, J = 2 . 7Hz). 

ffiSE# 2005-3026716 



mm, 2004-321117 



*<-y : 39/ 



E I -MS m/ z I 2 2 7 (M + ) . 
[0 2 3 4 ] 

3) 4- ( 5 -^.y-J^t^ri/- 2 - If V V )V) -2, 4-^ + V^>Sxf^ 

T ^^y%m%~?, thV^AxhdfVK (0. 874g) <r>3^9 S-fr (1 5ml) 
SFifc^ ya^7|yxf^ (l. 7 5ml) fc±|Bl- ( 5 V^t* *>- 2 - tf V 
y > ( i . 4 6 g) y -;v (1 5ml) i§ifc*jtrax.^ire 7 R#n«£8M& 

, 6 ortl»IFIft»Lto £#Sk It:Ml:t>V-)Aih^VK (0. 8 7 
4 g) b^^^mV^)^ (1. 7 5ml) ^ii 6 0°Ct 1 BffWL/Co ^H£, R 

jS * \" tK *■ in v ^ ;v j. - t- ;v -efft ifs-fL 7XJi k £M : n &f t t > ^& - ? a tK?# i£ * n o 

g*L4- (5 -^>y>t^y- 2 -If 'J Vfr) -2, 4 - v * * V 7*^ ^Bfe-xf-^jr. 
^•r;v (1. 3 8 g, 6 6%) LT#/; 0 
[0 2 3 5] 

1 H-NMR (400 MHz, CDC h) * I 1 . 38-1. 42 (3 H, m) , 4. 3 
5-4. 42 (2H, m) , 5. 20 (2H, s) , 7. 3 5 - 7. 4 4 ( 6 H, m) , 
7. 59 (1H, s) , 8. 14 (1 H, d, J = 8. 8Hz), 8. 44 (1H, d, 
J = 2 . 7 H z ) . 
E I -MSm/z : 3 2 7 (M + ) . 
[0 2 3 6 ] 

4) 5- ( 5 y^t + y- 2 - tf V v;V) -1- ( 6 - * h v- 3 - If U v;V) 
- 1 H-tf 7V-;V- 3 - Hj^^OWt^-f-^^-^T-^ 

±124- (5-^>y>t^ry-2-t°'Jy;V) -2, 4 -yt*V7^ 
* x ;w ( 1 . 3 7 g ) t ###IJ 2 CO 5 - K 9 yV - 2 - ^ h ^ ~> tf V v > ( 0 . 6 9 9 
g ) <7)^ y (27ml) (0 . 9 5 8 ml) *SDx. 1 2 B#H;(ra&»5IE 

3=- v - 2 - if y v;v) - 1 - ( 6 - y h ^ v - 3 - tf v v;v) - 1 H - tf 7 V- ;v- 3 - 

(1. 5 o g, 83%) Sgfri L"C#fc 0 

[0 2 3 7] 

1 H-NMR (400MHz, CDC 1 3 ) * I 1. 42 (3H, t, 1 = 7. 1 H z ) , 
3. 95 (3H, s), 4. 45 (2H, q, J = 7. 1Hz), 5. 10 (2H, s) 
, 6. 76 (1H, d, J = 8. 8Hz), 7. 18-7. 42 (8 H, m) , 7. 66 
(1H, dd, J = 8. 8, 2. 7 H z) , 8. 10 (1H, d, J =2 . 7 H z) , 8 
. 28 (1H, d, J = 2 . 7Hz). 
FAB-MSm/z I 4 3 1 (M + H) + . 
[0 2 3 8] 

5) mmvck® 

5- (5 -s<>5?ju**i/- 2 -if y v^v) -1- (6 -y i^v- 3 -tf V v;v) - 
1 H-tf vV—fr— 3 -^;l/#>^Ji^-;V^J^r ;v (l. 4 9 g) <D^9^-)V (3 0m 
1) tff7tFD77> (3 0ml) Sfi-e 1 5R5fedtMMk^ 1 V 7 A (8 

. 6 5ml) *l)nz.9 OfrmmWLfza RJS»Jfc**ETS* U Wfc tLfe»atSr^cfc * 
od^jVAH L 1 SfettBMtft* ( 8 . 6 5ml) * x. M L 0 «r M&ffi 

mf- 1 y ^A-esg*L3to mm&, mm^^&rm^Lmm^m d. 2 7 g , 91% 

[0 2 3 9] 

1 H-NMR(400MHz, CDC 1 3 ) 8 \ 3. 95 (3H, s.) , 5. 11 (2H, 

s), 6. 75-6. 78 ( 1 H, m) , 7. 22-7. 41 (8H, m) , 7. 66 ( 

1H, dd, J = 8. 8, 2. 7Hz), 8. 11 (1H, dd, J = 2. 7, 0. 7H 
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z), 8. 30 (1H, d d, J = 2 . 7, 0. 7 H z ) . 
E I -MSm/z : 4 0 2 (M + ) . 
[0 2 4 0] 

[##$]15] 5- (3-y^W?/7i-JV) -1- (6 -* 1 3 -IfV v 

;v) -iH-t°7V-;i/-3-*;^f>i 
[0 2 4 1 ] 
[ft 2 6] 




[ 0 2 4 2 ] 

1) 5- (3-y^fJV75/7x-;V) -1- (6 h^rv- 3 - fcf V S^V) -1H 

- tf 9 v*-;v- 3 -^;v^>^^-f-;vi^.7^;v 

t>'J7Aif^f^F (1. 63 g) <Dz~9 S—n> (20ml) 1 - ( 3 - V* 

^-)VT 5 J 7 x.=.)V) - 1 -J^ j y ( i . 6 3 g) J - )V (20ml) v 

a7Syxf)V (3. 10ml) £jjnx. Sfit-lS|flWL/c„ M«f^l«5 

— t K 7 vV — 2 — ^ f^rvf'Jy >&Sfc£ ( 2 . 5 2 g ) £tn^ 1 4 H#ffl-N £ 3jn&&iffi 

L5- (3-y^fJV7 5;7x-]V) -1- (6 h ^rv-3 - tf V v;V) -1H- 
If 7 V - ^ - 3 - * ^ # ^ 1 ^ f ^ ^ ^ f ^ (3. 3 0 g, 9 0%) *»fcLT#it 

O 

[0 2 4 3 ] 

1 H-NMR (400MHz, CDC 1 3) S : 1 . 43 (3H, t, J = 7. 1Hz), 
2. 87 (6 H, s) , 3. 93 (3 H, s) , 4. 46 (2 H, q, J = 7. 1Hz) 
, 6. 50 (1 H, d, 1 = 7. 6 Hz) , 6. 54-6. 55 ( 1 H, m), 6. 69 
(1H, dd, J = 8. 3, 2. 4Hz), 6. 73 (1H, d, J = 8. 8Hz), 7 
. 03 (1H, s) , 7. 16 (1H, dd, J = 8. 1, 7. 8Hz), 7. 59 (1 
H, dd, J=8. 8, 2. 7Hz), 8. 15 (1H, d, J = 2. 7Hz). 
E S I -MSm/z : 3 6 7 (M+H) + . 
[0 2 4 4] 

2) ^Sjfc^i 

5 - (3 - f-;vr 5 y :7i-;i/) - i- ( 6 - ^ h 3 - tf v y/u) - 1 h- 

tT^y-^- 3 -#/l/sJ?>'Btxf-/l/.x;*T->U (3. 3 0 g) (D*?J~)\/ (7 0ml) V# 

1 &5fefcBMb?- 1 U "7 (22. 5ml) £inx.^&T? 3 B#M3Nf #L-fc c 

^faJH^SritWtL^S'fb^^f- b'J7Ai (1. 5 5 g, 4 7%) £#tc 0 * 

y-;^iET®*L, #^tL^s^7jc*inx. 1 m.%MM&&fc (22. 5 m 1 ) tm 
m^- f- & * *n x l „ »e * $s7jt ^ * v ? a l £ 0 aso w * me 

T^* UIMft^tJ ( 1 . 56g, 51%) ^7?)V7 7^tU#f; 0 
[0 2 4 5] 

1 H-NMR (4 0 0MHz, CDC 1 3) 8 \ 2. 88 (6H, s), 3. 94 (3H, 
s), 6. 50-6. 52 ( 1 H, m) , 6. 55-6. 56 ( 1 H, m) , 6. 71 ( 
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1H, dd, J = 8. 3, 2. 7Hz), 6. 74 (1H, d , J = 8. 8Hz), 7. 
09 (1H, s) , 7. 18 (1H, dd, J = 8. 3, 7. 8Hz), 7. 59 (1H 
, dd, J = 8. 8, 2. 7Hz), 8. 16 (1H, d, J = 2. 7Hz). 
E S I -MSm/z : 3 3 9 (M+H) + . 
[0 2 4 6 ] 

[###!] 16] 1- (6 b^y - 3 -UU ^>>'-;i/) -5- ( 4 - ^ 2 - tf 'J 

v;v) — l H — t? 9 v- ;v - 3 - * >^ 

[0 2 4 7] 
[lb 2 7] 




[0 2 4 8 ] 

1) l- (4 2 -if v y;v) :x^y> 

2 -7"D*- 4 - tf n y > (3. Og) ©yxf jVx-f;V (4 5ml) ifrftfc- 7 8 
°C<%£PT\ 1. 5 8Mn-WJffAO^t>»$ (17ml) ?:10WiT 
L2 O^FlWLTic RJMKN, N-ypif;V7-b^5 F (2. 5ml) &SIT^ Ifc 

tMseirv -> * a "ess* l^o asu^. M£»±tw* l# e> tL^a* v * 

*7A^OV^77^ (^^r^>-S^m^f-^) tilLl- (4 2 -tf 

i; v;v) .x^ y > (1. 64g, 70%) S-MftK £ U|fc. 
[0 2 4 9] 

1 H-NMR (4 0 0MHz, CDC h) 5:2. 38 (3H, s), 2. 66 (3H, 
s) , 7. 23 (1H, dd, J= 4. 8 8, 0. 8 6 Hz), 7. 81 ( 1 H, d, J 
= 0. 86Hz), 8. 48 (1H, d, J =4. 88Hz). 
[0 2 5 0] 

2) 4- (4 -jtV-A'— 2 -tf U v;v) -2, 4-^t^V7'^>txf ;vx^f ;V 

t h'J * Ax > dr v K ( 1 . 6 6 g) <T>x-9 J — )V (50ml) ?|$t:y^viyxf 
;v (3. 3ml) feSfflTin*. l 0#IW«#&. ±151- ( 4 2 - if V *JJU) 

2-?jy (1. 6 4 g) ^iOx.3 0^fWL/;o R^f&^JcSrflnx. yxf;vx-r ;V"C 
ifeiiM^ TKii * 1 pH2tL, li;^no*;^*iD£t frfc L , « 
8 * izKlfv i7* ^y^A -CK* L o M «r «J±^* L 4 - ( 4 - ^ - 2 

-tfi;v;V) - 2, 4-yt^V7r/|xf;Vx^r;V (2. 3 5g, 8 2%) fcffi-ffc 

[ 0 2 5 1 ] 

1 H-NMR (400MHz, CDC h) 5:1. 40 (3H, t, J = 7. 08Hz) 
, 2. 49 (3H, s), 4. 39 (2H, q, J = 7. 08Hz), 7. 38 (1H, 
d, J=4. 88Hz), 7. 47 (1H, br), 8. 01 (1H, s), 8. 60 ( 
1H, d, J = 4. 88Hz). 
ESI-MSm/z : 2 3 6 (M+H) + . 
[0 2 5 2 ] 

3) 1- (6 -9uu- 3 -try fit — fr) -5- ( 4 - * •*■>]/- 2 - M V V fr) -1H 
- if 9 V— ;v- 3 -*;v*>txf ^xxr^ 

±124- (4 2 -try -2, 4-yt^777>|xf;i/x^fJl' ( 
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#M 2 0 0 4 - 3 2 1 1 1 7 ^- v : 42/ 

2. 3 5 g ) t3-^nn-6-tF7yVt''Jy> (1. 9g) <£>.x* y - ;V (100 
m 1 ) 3 0 ^FIJnlllL^c (5ml) fcflnASJK 1 R#fffl2jn&iS 

M * te 7 K^m^ ^ * v * A t? ttm L o ff.SU ft, i« * fJt J±T^ *L'>V*^*9A 
^D7^*77^ - (^^Hj-y-^jE.^;v) tilLl- (6-^nn-3-f'J^ 
-5- (4 -* 2 - fc? V - 1 H - t° 7 7- JV- 3 - * ;V**>Sxf ;v 

J^-r^ (1. 19g, 3 5%) *T"=e^7 7* £ LT#£ 0 
[ 0 2 5 3 ] 

1 H — NM R (400 MHz, CDC Is) d I I. 43 (3H, t, J = 7 . 08Hz) 
, 2. 41 (3H, s) , 4. 48 (2H, q, J = 7. 0 8Hz) , 7. 07 (1H, 
m) , 7. 21 (1H, s) , 7. 47 (1H, s), 7. 70 (1H, d, J = 9. 0 
3Hz), 8. 09 (1H, d, J = 9. 03Hz), 8. 23 (1H, d, J = 5. 1 
3 H z ) . 

ESI-MSm/z : 3 4 4 (M+H) + . 
[ 0 2 5 4] 

4) mmit&b 

±151- (6 nn- 3 -feT'J VV=-)V) -5- (4-^fA'-2-t , 'J^) -1 
H- \L=7V-fr- 3 -*;V*'>txf;Vx^r;V (1. 1 9 g) <n*9J—fr (3 0ml 
) tb'Jf A^h4r->K (380mg) tSftTJnt 1 9. 5NfW«£#L^ 0 R 

m&wm.-* v v a -da* Lfco asiift, »«e*«jeets* limm^* ( 5 6 0 m g 
, 5 2 %) Lxntzo 

[0 2 5 5] 

1 H — NM R (400MHz, DMSO-de) 8 \ 2. 37 (3H, s), 4. 02 (3 
H, s), 7. 20 (1H, d, J =4. 88Hz), 7. 37 (1H, s) , 7. 46 
(1H, d, J = 9. 28Hz), 7. 72 (1H, s), 7. 96 (1H, d, J = 9 
. 28Hz), 8. 21 (1H, d, 4. 88Hz). 
E S I -MSm/z : 3 1 2 (M+H) + . 
[0 2 5 6] 

[##$117] 5- (4-y^f;V7^7x-;V) -1- (6 1 3 -If 'J ^ 

;v) - l H-tf 9 7*-^- 3 -■tr)i<y$>m. 
[ 0 2 5 7] 
Mb 2 8] 

/ 




[0 2 5 8 ] 

1) 5- (4-^W^7x-^) -1- (6 h *~>- 3 -tf U >^;v) -1H 
- tf -7 y- ;v - 3 - # ;v **yiif jvx^ f ;v 

tHJ^Axf^yK (l. 36g) ©x^;-^/ (50ml) i#S^ V ^ S^v^ 1 ?- 
;i/ (2. 72ml) t4' -y^f^7;/7-bl7x;> ( 1. 6 3 2 g) <75^? y" - 
;V (50ml) v#-^*JOxT 1 6 B#[?MllM?t Lfco ^<$ft> ##M 1 <0 5 - l£ V S 

-2-* h^^^vjy-mmm. (2. 102 g ) zm^x3mmiimmmLfz 0 ^mk, 
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^fjl/7 5/7x^) -1- (6 h^rv- 3 - fcf V >W - 1 H - tf 9 V- >W - 3 
-*^#>8lif^^f Jl/ (2. 134g, 5 8%) Lt#fc» 
[0 2 5 9 ] 

1 H — NM R (400MHz, CDC 1 s) 8 I 1 . 42 (3 H, t, J = 7. 1 H z) , 
2. 97 (6H, s) , 3. 94 (3H, s), 4. 45 (2H, q, J = 7. 1Hz) 
, 6. 62 (2H, d, J = 8. 8Hz), 6. 73 (1H, d, J=8. 8Hz), 6 
. 94 (1H, s) , 7. 06 (2H, d, J = 8. 8Hz), 7. 58 (1H, dd, 
J = 8. 8, 2. 7 Hz) , 8. 16 (1H, d, J = 2. 7Hz). 
E S I -MSm/z : 3 6 7 (M+H) + . 
[0 2 6 0] 

2) mmft&m 

±155- (4-y>W5;7x-^) -1- (6 1 ^rv- 3 - t? U -1 

H- tf9y*-;v- 3 (2. 1 3 4 g) £fflv^-c, l 5 

(7)2) fc ra#W^ffiT?««<fc^» ( 1. 7 7 7 g, 9 0%) tflflttLTttfc, 
[0 2 6 1 ] 

1 H — NMR (400MHz, CDC 1 3) 8 \ 2. 98 (6H, s) , 3. 96 (3H, 
s) , 6. 63 (2H, d, J=8. 8Hz), 6. 75 (1H, d, J = 8. 8Hz) 

, 6. 99 (1H, s) , 7. 07 (2H, d, J = 8. 8Hz) , 7. 58 (1H, d 
d, J = 8. 8, 2. 7Hz), 8. 18 (1H, d, J = 2. 7Hz). 
E S I -MSm/ z : 3 3 9 (M+H) + . 
[ 0 2 6 2 ] 

[##$!) 18] 5- (5-^>y>t ;) fy-2-H'Jy» -1- (3-^V'J)V) -1 
H- tf 7 7-;V- 3 -iJiU^yW. 
[0 2 6 3 ] 
U£2 9] 




[0 2 6 4] 

1 ) 3 - t K7yV kf'J V y 

3-T5ytf'Jv> (13. 0 g) tffiv>"C, ###02 fcRI«lO*fe-e3 -H K?yV 
tfVv> (12. 5g, 83%) *H#fcttftfco 
[0 2 6 5] 

1 H — NMR (4 0 OMH z, DMSO-de) £ I 4 . 02 (2H, br s), 6. 8 
9 (1H, br s), 7. 04-7. 12 (2H, m), 7. 76-7. 78 (1H, 
m) , 8 . 0 8 ( 1 H, m) . 
E I -MSm/z : 1 0 9 (M + ) . 
[0 2 6 6] 

2) 5- (5 -^WfritZ-i/- 2 -tfV vJV) -1- (3 ^;v) -lH-fcfvv* 
— 3 -*;v^'>iif-JVi^f;v 
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##$|14<7>3) <D4- ( 5 —*.Wfr1r* v- 2 - tf V v^) -2, 
^ >^ai^;i/jiy!«-r;v (7. 6 1 g) <h _LfB 3-b F9vVt! V V y (3. 0 4 g) £J1 
V>T, 1 4 04) £: |W]#<^y£-Tr 5 - ( 5 ^t^r v- 2 - t 0, J v;V) -1 

- (3 -tfV v^^) - 1 H - t° 5 V - 3 - A t^^^^^ (7. 3 8 g, 
7 9 %) LT#£ 0 
[0 2 6 7] 

1 H-NMR (400MHz, CDC 1 3) 8 \ I. 41-1. 44 (3 H, m), 4. 4 
3-4. 49 (2H, m) , 5. 10 (2H, s) , 7. 20 (1H, s) , 7. 25 ( 
1H, dd, J = 8. 8, 2. 9Hz), 7. 35-7. 41 (7 H, m) , 7. 82- 

7. 85 ( 1 H, m) , 8. 23 (1H, d, J = 2. 9Hz), 8. 52 ( 1 H, m) 
, 8. 59 (1H, dd, J = 4. 9, 1. 5Hz). 

F AB-MSm/z : 4 0 1 (M+H) + . 
[ 0 2 6 8] 

3) mmit&m 

±155- (5 -^>y;v^-drv- 2 - tfV - l- ( 3 - tf V -lH-fcf? 
y*-;v- 3 -#;w-K>f$a^;i/.x^x;v (5. 1 6 g) £Jiv^T, 1 4 5 ) <h 1WI 

(4. 6 1 g, 9 6%) *lfl:i:Uf!t 0 

[0 2 6 9] 

1 H-NMR (400MHz, DMSO-de) 5 15. 19 (2H, s), 7. 27-7 
. 28 (1H, m) , 7. 35-7. 54 (7 H, m) , 7. 70 (1H, d, J = 8. 
8Hz), 7. 78-7. 81 ( 1 H, m) , 8. 19 (1H, d, J = 2. 9Hz), 

8. 51 (1 H, d, J = 2. 4Hz), 8. 60-8. 61 (1 H, m) , 13. 10 
( 1 H, b r s ) . 

FAB-MSm/z 13 7 3 (M+H) + . 
[0 2 7 0] 

9] 1- ( 5 -^)V^-ir- 1 , 3, 4 -f-T v77-^- 2 -A ;V) -5- 
( 2 - tf ij - l H - 1° 9 V- ;v - 3 - * ;v*f >g| 

[0 2 7 1 ] 
Hb3 0] 




[0 2 7 2 ] 

1) 2-?nn-5-xf^f*-l, 3, 4-f7v77-^ 

m (0. 4 0g) ©lit (6 0ml) 0t;t2-7^-5-xf jVf 

1, 3, 4-f7y77-;V (4. 0 g) fcijnx^ - ORJ^^^M^^ > ') V A (1. 

8 8 g) <D7k (1 7 m 1 ) o < iJiTU 1 0^M«^^ ISt4^r»L 

•/tSUflL «IETiI^«* L# f> -> 'J * y ;^ 7 A ^ n v F 7 7 7 ^ - 

n*;VA) tiIL2-^nn-5-xf;vft-l, 3, 4 -f 7^77-^ ( 2 . 9 

9 g, 6 7%) ZMtmit LT#£o 

[0 2 7 3 ] 

'H-NMR (400MHz, CDC 1 s) 5 11. 44-1. 48 (3H, m) , 3. 3 
0 - 3 . 3 6 (2 H, m) . 
FAB-MSm/z 118 1 (M + H) + . 
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[0 2 7 4] 

2) 5-ifW-2-tK5^-l, 3, 4-^TvTV"-;V 
±fe2-^DO-5-xf^ft-l, 3, 4-f7y7V-iV (2. 9 8g) ©^^ 

(3 0ml) SaT?tK5y>-*ifDft (1 0ml) £#P;i 1 B#W;Mit 

«-fr#»*;bn;l#iftU #«»©»&**JEET«*L 5 -J-f-^f-*- 2 - K5vV - 
1, 3, 4 -f7y77-^ (2. 60g, 8 9%) SrH#fc LTftfc, 
[ 0 2 7 5] 

1 H-NMR(400MHz, CDC 1 3) 811. 39 (3H, t, J = 7. 3 H z) , 
3. 11 (2H, q, J = 7. 3 H z) , 4. 39 (2H, br s) . 
E I -MSm/z : 1 7 6 (M + ) . 
[ 0 2 7 6] 

3) 1- (5 -xfiVft- 1 , 3, 4-f7y'7V'-JV-2-^V) -5- (2-tfV 
v;v) - 1 H-tf 7 7-^- 3 

##f !) 9»BS) Ol) 04- ( 2 - tf 'J 5> /!/) - 2 , 4-yt^rV7^>i^ 
^t-;V (3. 0 4 g) t_b|B5 -.x*- /I/ 2 - t 1 , 3, 4-f7v77 

(2. 5 9 g) £fflv>-c, ##M9 0Bfe) «0 2) fc 1 - (5-if;v 
3, 4-f7^7V-/V-2-^V) -5- (2-H°Vv;V) -1H-1??V 
3 -^^^^m^f-^^^x^ (1. 4 1 g, 2 8%) LT#7t 0 
[0 2 7 7] 

1 H — NMR (400MHz, CDC 1 3 ) 8 1. 43-1. 47 (3H, m), 3. 2 
9-3. 34 (2H, m) , 3. 98 (3H, m) , 7. 20 (1H, m) , 7. 30- 

7. 33 ( 1 H, m) , 7. 63-7. 65 ( 1 H, m) , 7. 76-7. 81 (1H, 
m) , 8 . 5 6 - 8. 5 8 ( 1 H, m) . 

E I -MSm/z 13 4 7 (M + ) . 
[0 2 7 8] 

4) mmtt&m 

±E1- (5 1 , 3, 4-f7y77-JV-2-^iV) -5 - ( 2 - tf 
'Jy^) - 1 H- tf9 V-JU- 3 -fc/l/tfffBt* (0. 9 7 0 g) 

-;V (9. 7ml) hrf7tFn77>' (9. 7ml) ^^"C 1 fl^TK 

gSHfc-*- h V "7A (6. 98ml) fcj&Hx. 3 0 Lfco RtS«K 1 *l7Hi&m7jt« ( 

6. 98ml) ^nn*;VA-> ^ / -;WJ^Y#$££tJn;t7>i& U ^19Ul4>ilMBIE*afcBE 
T«*L«H8Mk^W (0. 9 2 9 g, 10 0%) ^@#tLT#/; 0 
[0 2 7 9] 

1 H-NMR (400MHz, DMSO-de) * : 1 . 38 (3H, t, J = 7. 3Hz 
), 3. 32 (2H, q, J = 7. 2Hz), 7. 37 (1H, s), 7. 40-7. 4 
3 (1H, m) , 7. 8 3 - 7. 8 5 ( 1 H, m) , 7. 9 0 - 7. 9 4 ( 1 H, m) , 

8. 50-8. 51 (1H, m), 13. 48 (1H, br s). 
E I -MSm/z 13 3 3 (M + ) . 

[0 2 8 0] 

2 0 ] 5- (4 -#;w^-f ;v- 2 - tfU v;v) -1- (6-^h^rv-3-tf 
V v;v) - 1 H - tf 7 V- JU - 3 -^^^v^Jif-^^^-r;^ 
[0 2 8 1 ] 



mtE# 2005-3026716 



#12 0 0 4- 



3 2 1117 



^-v! 46/ 



Ut3 1] 




[0 2 8 2 ] 

1 ) i - ( 6 - * b ^ v - 3 - tT y y/u) - 5 - ( 4 - J 2 - \f. u - l H - 

tfil6®2) 04- (4 2 -tfV S^) -2, 4-yt*V77>ti 

f^x^fiV (2. 8 3 g) fc##$|2 5 - H K7 vV - 2 h tf V v > (1. 
6 7 g) ^ffiv^T, ##f0 8 6O2) (6 h^r->- 3 - tf V v;V)_ 

-5 - (4 2 - tf u v;v) - 1 H - 1° 7 v - jv - 3 - * yfxf ;vxx r 

;V ( 1 . 6 6 g, 4 1%) LTftft. 
[0 2 8 3 ] 

1 H — NM R (400MHz, CDCls) 5:1. 43 (3H, t , J = 7. 2Hz), 
2. 34 (3H, s) , 3. 94 (3H, s), 4. 46 (2H, q, J = 7. 2Hz) 
, 6. 76 (1H, d, J = 8. 8Hz), 7. 05-7. 06 ( 1 H, m) , 7. 23 
-7. 24 (2 H, m) , 7. 66-7. 69 ( 1 H, m) , 8. 10 (1H, d, J = 

2. 8Hz), 8. 36 (1H, d, J=4. 8Hz). 
E I -MSm/z 13 3 8 (M + ) . 

[0 2 8 4] 

2) nmtt&m 

±|B1- (6 -* Y**s- 3 -bTU Vfr) -5- (4-^f;V-2-f'Jy;V) -1H 
-t'7V*-iV- 3 -5tiJl'#>|xf]l/x^f;v (0. 5 9 5 g) OtfVv^ (12ml) 

-mt^^y (o. 3 9 o g ) £irax.2 4^wsn«k*aEL)to m^— Bft 

(0. 3 9 0 g) *iDx.6WMIILfco ^?£t£> EUBULKfc £ ? n n 
A 4- lio x. L , 4 i^KlcS! tf'JvAt L o itSO ft, W * flftET® * b 

1 3 - (3 -y^fiVT? 7 7°n tf;w) #>1/jJ?SM 5 KtttBt* 

( 0 . 3 7 1 g ) , l-HKnafy^yv'f'JTV-^ ( 0 . 2 6 2 g ) „ Rtfl&ftT > 
^x>)A (0 . 4 7 1 g) CON, N-^^f;V*;VA7? K (12ml) 
hyjcf-;VT5> (1. 50ml) £jjnx. 1 4 R#Wfl£*£Lfc 0 fcftSfe^^^* 

^Mlb-^fe/ (0. 2 4 7 g, 3 8%) £feH#:t LT#/c 0 
[0 2 8 5] 

1 H-NMR (400MHz, CDCls) * : 1 . 43 (3H, t, J = 7. 2 H z) , 

3. 95 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz), 6. 7 6 - 6. 7 8 ( 
1H, m), 7. 33 (1H, s), 7. 54-7. 56 ( 1 H, m) , 7. 65-7. 
68 (1H, m) , 7. 8 5 - 7. 8 6 ( 1 H, m) , 8. 0 8 - 8. 0 9 ( 1 H, m) 

, 8. 61-8. 62(1 H, m). 
FAB-MSm/z : 3 6 8 (M+H) + . 
[0 2 8 6 ] 

[##M2 1] 3- (N-tert-7fJV) 7</7°nt:tyf il/x^rJV 
[0 2 8 7] 

2005-3026716 
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: 47/ 



[ft 3 2] 

y— CO.Me 

N — ' 

H 

[ 0 2 8 8] 

t e r t - 7'f;V7 5 > (1. 4ml) fc 7 *V f-;V ( 1 . 5ml) <£>?I^%£ 

7 0°C-C1 7BfMW*#L;fco fflm-tir-f^^roRjS^ftL^o 
[ 0 2 8 9] 

1 H — NMR (400 MHz, CDCh) 5 11. 10 (9H, s) , 2. 49 (2H, 
t, J = 6. 6Hz), 2. 82 (2H, t, J = 6. 6Hz), 3. 67 (3H, s) 

ESI -MSm/z : 1 6 0 (M+H) + . 
[0 2 9 0] 

[##f!l2 2] 1- h^rv-3-tf; V )V) -5 - (2-tl7V-;V) -1H- 

t? 9 v— 3 — # ;v*K>H 

[ 0 2 9 1 ] 
[ft 3 3] 




[0 2 9 2 ] 

1- (2-t'5y-;V) (l. 2 2 g) (7)fh7tKn77> (10m 

1) vM£- 7 8 °Cit*PT\ 1. OM-Vf-^Atf^ (f'J^f^>"J;v) T^Y<Dr-Y 

9tKn77>W (11. 0ml) 5 SfrTRWfc'ik, '>^7f^x^V (2. 0 

5mi) tirax., ^sfit-K 1 6 mm^mwL± 0 frj&mz 1 ( i i 

^^;v^tin£tttBL. ^-fe^fc«^^?«^«J±T@*L4 - (2-t°7v-;v) -2 
, 4 -*Jir*V~7* ym.^^^-^7-)^(Om.mW^ (l. 8 3g, 8 2%) *ia#:tL-c 
#7^0 ^OfiiSi (1. 58g) Ox^;-^ (20ml) #fWl<^5 
- k: K 7 vV - 2 - ^ h ^ v k: y *J (1. 50g) <n>x-9 S-1i> (80ml) M 

St$t; 1 'J xf;V7 5 > ( 1 . 9ml) %1]Uz.xm^L?zmWL*D\\Z- 1 9 B#WJn?&ili!K 
L/; 0 W.KKmm-WFn (5m 1) fctnx.1. 5 BPflJn&StSKLfco RlSifttS 

f£*t L £ o MSUiL i« £ «ffT^* L#f)Wc»v'J*^*7A^n-7f7*77 
^- (f^^^;v-^^^>) -eSlLi- (6 1 ^v- 3 - tf 'J y/i>) -5- (2 
-tf^v-^) - l H- tf 3 -*;u5K>^^^;v^^.x;v (1. 0 5 g, 4 5 

96) £lH£t LT#fc 0 %hth?zZ.(D 1 H- l£9V— 3 -*^^Vfxf ^/x^f ^ 

# ( i . o 5 g) (o*-9 j (30mi) SFtft^, i fl^Kmft-f 1 y * 2»frmt& ( i 

0 . 0ml) £flnx.gifi-C 1 6 B#^4t#L7Co R{S«tt 1 ^«7KvM (15ml) , 
«t*«JET«*L«H<fc'^*©ai»»» (0 . 8 8 3 g, 9 2%) tBfttUftft.t 
[0 2 9 3 ] 

[##M2 3] 1- (6 b^ry- 3 -try v;V) - 5- (l-^f^-lH-2-t: 

£B|E# 2005-3026716 



4f M 2004-321117 



^-v: 48/ 



[0 2 9 4] 
[ft 3 4] 




[ 0 2 9 5 ] 

I - (I -j^-ju- l H- 2 - tfmj ;v) - 1 y > ( 1 . 19ml) £fflv^ # 

#«2 2 tISI#W^fe-e«?S'fb^^«ttS&% (2. 5 7 g, fet) ^W77XiL 

[0 2 9 6 ] 

[##M2 4] 5- (4-y7/7x^V) -1- (3-tf'J^) -lH-tf^V-^ 
- 3 -#;v>t?>m 

1) 4- (4 -7*d^ -7 jt — ;v) -2, l-y^^vynlxfJl'X^T^ 
4-7'D€7^b7x;y (8. 5 0g) , va9|^f;V (11. 6ml) Itf't 

fiJ^Axf^yF^JiV^tfll 6©2) t IWtft^ft-T? 4 - (4-7*n^7x^;V) 
-2, 4 -yt^fVT"? >^oi-^;V^^x;V (10. 4g, 8 1%) £HK£fc LTtf^o 
[0 2 9 7] 

1 H — NM R (400 MHz, CDCls) 5:1. 40-1. 43 (3 H, m), 4. 3 
8-4. 43 (2H, m) , 7. 03 (1H, s) , 7. 6 3 - 7. 6 7 (2 H, m) , 
7 . 8 4 - 7. 8 7 ('2H, m) . 
FAB-MSm/z : 2 9 9, 3 0 1 (M+H) + . 
[0 2 9 8] 

2) 5- (4-7*n^7x-*) -1- (3-tfVv;V) - 1 H - fcf 9 V*- ^- 3 - * 

±154- (4-7'n^7xx;u) -2, 4-yt + 77 s ^>txf ;vx^r;V (7. 0 
0 g) 1 8 CO 1 ) c03-tF7yVt°'Jyy (2 . 5 5 g) £fflV^T. ##15!) 8 

(7)2) i[W|^tO>Vfe-e5- (4-7n^7i-JV) -1- (3-f'Jy» -lH-t°9 
3 -iJ )V^>m.^^^-^7-^ (3 . 83 g, 44%) ^i#iLt#/; 0 
[0 2 9 9] 

1 H — NMR (400MHz, CDCls) 8 I 1. 44 (3H, t, J = 7. 1Hz), 
4. 47 (2 H, q, J = 7. 1Hz), 7. 07-7. 10 (3H, m) , 7. 34- 
7. 38 ( 1 H, m) , 7. 47-7. 51 (2 H, m) , 7. 71-7. 74 (1H, 
m), 8. 57-8. 58 ( 1 H, m) , 8. 62 (1H, dd, J = 4. 8, 1. 6H 
z) . 

E I -MSm/ z I 3 7 1 , 3 7 3 (M + ) . 
[0 3 0 0] 

3) 5_ (4-y777x^jV) -1- (3 - tf U Vfr) - 1 H - M 7 V*- fr- 3 - * 

T^=f>M5CT, ±12 5- (4-7*n?7i-JV) -1- (3-f'Jy» -1H- 
H° 7 V- ;i/ - 3 - * ;V >fxf ;vx x f ^ (1. 5 0g) , V7^ftJE#& (0. 2 84 
g) SffTF^^fX (Hj7x->*77r/) aC^S^A (0) (0. 2 3 3 g) CON 
, N-^f)V*JH75 K (3 0ml) 1 OOtfl 8 8IF«b/:o I^, 2£ 

y7>ftll& (2. 3 5 g) Rffrhy^^ (HJ7x-W7r/) ^9^-7 
A (0) (1. 8 6 4 g) £iE#ntl 0 0ti:t3 0I^Ria#Lfco £<$^ KJ&ifcfc 2 

ffi|iE# 2005-3026716 
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^-v : 49/ 



jv*5A^D7^77^ (Hfxf;i/-^on^;VA) t*iIL5- (4-yT/7 
-i - (3-tTVv;i/) - 1 H- tfv 3 ( 

0. 4 6 0 g, 3 6%) ^7^7 7^tLt#/; 0 
[0 3 0 1 ] 

'H-NMR (4 0 0MHz, CDCls) 8 : 1 . 44 (3H, t, J = 7. 2Hz), 
4. 48 (2H, q, J = 7. 2Hz), 7. 16 (1H, s), 7. 3 3 - 7. 3 6 ( 
2 H, m) , 7. 39 (1H, dd, J = 8 . 2, 4. 8 H z) , 7. 64-7. 67 ( 
2H, m) , 7. 7 3 - 7. 7 6 ( 1 H, m) , 8. 56 (1H, d, J = 2. 4Hz) 
, 8. 66 (1H, dd, J =4. 8, 1. 6 H z) . 
E I -MSm/z : 3 1 8 (M + ) . 
[ 0 3 0 2 ] 

4) Mmit&m 

±BB5- (4-i/777x-;V) -1- - lH-lf77-^-3-* 

;v^>^^.-^;i'^^.7 : -;v ( 0 . 4 5 5 g) Ox h 9 Kn 7 9 > (9ml) H^^^. M 

a-e^caft'fb'jf-'^A— ^csffiw (6 6. omg) <7)7X (4. 5mi) mfcztinz- 8 o 

WLtzo RfismziMfemkTkmm (l. 6 5ml) ^oo*jVA-^;-;v (10 

wi) ia#*«*tni^^iftLfeo ^r«»»««:»mT«*Lti{*^» (o. 3 8 4 g , 

9 3 %) *mfct Lt#/;o 
[0 3 0 3] 

1 H-NMR (400MHz, DMSO-de) 8 17. 27 (1H, m), 7. 48-7 
. 55 (3H, m) , 7. 8 2 - 7. 8 7 (3 H, m) , 8. 56 (1H, d, 1 = 2. 
4Hz) , 8. 65-8. 66 (1H, m) , 13. 18 (1H, br s) . 
E I -MS m/z 12 9 0 (M + ) . 
[0 3 0 4] 

[##012 5] 5- (5 -?uu- 2 -try Vfr) -1- -lH-tf9 

V- )v - 3 - # & sj? > @t 

[0 3 0 5] 
[ft3 5] 



CI 




[0 3 0 6] 

1) 2 -7*n^- 5 -^nn tfy y> 
0 TCC 2 - T 5 J - 5 - 9 n o tf y v > ( 5 g ) ^ 4 7 % JUfcfc^Sfc^HK. (50ml) 
(12ml) li:i^ECSft:Iiiit H; *A (1 5 g) OtK (2 0m 

1 ) JS«E**T L 1 WFW*#Ufco RJtS«LK*»^^ h y -7 A (32g) <7>tK (80ml 
) IihSfxf;^j)Dx.^l> > V *AT|£»Lfco iSlt> i§ 

Stj|ET^*L2-7*nt-5-7nne'Jy> (6. 8 g, 9 1%) LT# 

[0 3 0 7] 

'H-NMR (4 0 0MHz, CDCls) 8 I 7 . 44 (1H, d, J=8. 42Hz) 
, 7. 5 4 (1 H, m) , 8. 3 6 (1 H, s) . 
[0 3 0 8 ] 
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^-v : 50/ 



2 ) 1 - (5-^on-2-t°'Jy;V) J- y~ / > 

2-yn€-5-^noif'Jy> (6. 8 g) ©yxf ;l/x-r^ (4 5ml) }#v&£r 
-78°C<^*PT, 1. 5 6M-n-yfiV'Jf ^A(0^^rt>ii (2 7ml) SriKT^ 
. N, N-v>fm^F (5ml) ^TL3 0f»U; o RJ»^«]Mk 

(^dr^>-|^^^;v) X-ffimLl- ( 5 - y~ nn- 2 - tf 'J v;v) -xy~y*>- ( 
3. 2 6 g, 5 9%) *mfa£ LXntZo 
[ 0 3 0 9] 

1 H — NM R (400 MHz, CDC Is) 8 I 2. 70 (3H, s) , 7. 80 (1H, 
dd, J = 8. 4 2, 2. 3 2 Hz), 8. 00 (1H, d, J = 8. 42Hz), 8. 
62 (1H, d, J = 2 . 32Hz). 
[0 3 10] 

3) 4- (5 nn- 2 - tTU v;v) -2, 4-yt^V7'r/|if J^Xr^ 

t F'ivA^ F^fv K (2. 2 6 g ) c7)x. ^ y - ;V (100ml) v p< 

(5g) *mz.5%-mmW^ Mfcl- (5-^nn-2-^'J^) (3 

. 2 6 g) tirax.ffi-c4 5^WL^c MtSM^7X^inx.v ? ^f-^^-r;v-e» 

^AT?fg«Lfco asm, M*«ET^*L4- (5-^0-2-^']^) - 
2, 4-^t + V^>g|if^fJV (4. 12g, 77%) *fl#fcltftfco 
[0311] 

1 H — NMR (400MHz, CDC Is) 5:1. 42 (3H, t, J = 7. 08Hz) 
, 4. 41 (2H, q, J = 7. 08Hz), 7. 64 (1H, s), 7. 87 (1H, 
dd, J = 8. 4 2, 2. 4 4 Hz), 8. 11 (1H, d, J = 8. 42Hz), 8. 
6 7 (1 H, d, J = 2. 4 4Hz) . 
ESI-MSm/z : 2 5 6 (M+H)\ 
[0 3 12] 

4) 5- (5-^nn-2-tf'J^;v) - l- (3-t"'Jy» — 1 H — t? v y — ;v — 3 

_L|B4- ( 5 - y- nn- 2 - tf V v;v) -2, 4-7^^77^ >g^xv-^;i/ Jiy; ( 

2 . 5 9 g ) ##f !) 18W1) ©3-tK7yVf'Jy> ( 1 . 2 g ) <£>^ ^ y - ;v ( 
10 0ml) (5ml) fcflUx. 16. 5 ^^Mlltfeo RJSftfc 

ft L/co aS0^> ?#«£«I±T^* L# <b *Lfc5*a* y'J*W7A?nv^* 7 7^ 
- (^^;-;v-^nn*K) tiIL5- ( 5 - * n n - 2 - fcT U ^/u) -1- (3 
-tf'Jy-;V) - l H-ti°9 v*-;v- 3 -*;v**>txf;vxxf;v (1. 5 g) SrWfco 
[0313] 

1 H — NMR (400 MHz, CDCls) 5 11. 43 (3H, t, J = 7. 08Hz) 
, 4. 46 (2H, q, J = 7. 08Hz), 7. 29 (1H, s), 7. 39 (1H, 
dd, J = 8. 3 0, 4. 8 8 Hz), 7. 42 (1H, d, J = 8. 30Hz), 7. 
71 (1H, dd, J = 8. 4 2, 2. 4 4 Hz), 7. 83 (1H, ddd, J = 8. 
4 2, 2. 4 4, 1. 5 9 Hz), 8. 41 ( 1 H, d, J = l. 59Hz), 8. 54 
(1H, d, J = 2. 44Hz), 8. 62 (1H, dd, J= 4. 8 8, 1. 5 9 Hz 
) . 

E S I -MSm/ z : 3 2 9 (M+H) + . 
[0 3 14] 

5) «»ft#» 

±IB5- (5 -y*nn- 2 -tfV >>';V) -1- (3-t"'Jy» -lH-tf7/->- 

3 -*J^'7|ifJViXt;V (5 0 0 m g) <7)^ 9 S—fr (1 0ml) h V V 
AifJfyF (573mg) ZMz., gfitl 7. 5 BtKtt^Lfco RJtS*t* 1 *56*9t 

tBSE# 2005-3026716 
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^-v: 51/ 



?«£$U±T^* 141^1^% ( 3 4 8 m g , 7 6%) LT#7to 
[0 3 15] 

1 H — NMR (4 0 0MHz, CD3OD/CDCI3) $ I 7. 30 (1H, s) , 7. 
33 (1H, s) , 7. 56 (1H, m) , 7. 84 (2H, m) , 8. 38 (1H, m 
) , 8. 5 7 (2 H, m) . 
ESI-MSm/z : 301 (M+H) + . 
[0316] 

[##f!l2 6] 1 -75 J - 1 U^y 9 yjj F h V 7 /l* * n ftBfcffl 

[0317] 
[ft 3 6] 




■TFA 



H 2 N CONH 2 
[0 3 18] 

l-7?/-l-y^n^-/j' (6. 45g) Of >7tKn75> (6 

0ml) v t e r t -7f^v*;V^t- h (12. 0 g) fc6 ^JfefcBMb?- h 

(9mi) &Jn 2 oi$tii«#Lfco RjS«t«maft*inix.ilift'ttfc 

ty^nn^r^ &JJIIX. L , «JS * iftTKM^ 7 * ~> * A L 0 ttSD ^ * 
fi*«ETS*L l-tert-7 h /l/tf-^T 5 7-1 * 

>Bfe**#fco (FAB-MSm/z 12 3 0 (M+H) + . ) 

# f> it * ;v ^' 7 i#<9 y 7 n n ^ ^ > (100ml) SFtKtc, 1-tKoJfy^y/ 
h'J77*-;V (10. 2 g) , 1 3 - (3 - ^f;V7 5 y 7°n tf/w) #/WjJ? 

5 F (14. 4 g) , 2 8%T>^6-T7X (5ml) , R^fVif^T? > (l 1 
ml) £Snx.^i&-ei 6B#F^«L7Co £U£$i^7jc£ v^nny * ^&ijnx5H&U « 

+ y*jV/f^iV75 7-l-y7n^7^7*;V^t5 K (2. 85g, 2 5%) =H# 
/Co (FAB-MSm/z : 2 2 9 (M+H) + . ) 

±fB#;V**3^5 K# (2 . 8 5g) O^nn^V (2 0ml) 
^-nf^m (4ml) ^l£4B|»L/;o RtS»«Sr«JETa*U*JiWb#» (2. 1 
6 g, 7 1%) £#fco 
FAB-MSm/z : 129 (M+H) + . 
[0 3 19] 

2 7] 3-75yfn'Jy7-l - ii Vfrs.XT*' Y V 7)Vtnft 

mm 

[0 3 2 0] 
Mb 3 7 ] 




•TFA 



[0 3 2 1 ] 

1) 3- (N-tert-7'f^y*^f-^) 7^fO'Jy7-l-*^*>^7 

t'oyy7-3-*^/^7|t e r t-7*f (1. 8 6 2 g) H'Jif 

ffiIE#2 005-3026716 
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;V7 5 > ( 1 . 3 9ml) n n * * > (20ml) MT^n^v 

( 1 . 4 3ml) fcinx-MiS-C 2 ^|g«#L^ 0 Rj£»*«r«EET«*b»e>*i.^ 

&?7.MM^ h V ^A«L/: 0 MSOfL »«t**ffiT«*L 3 - (N- t e r 
t -^h^v^;v^^;v) T 5 y t'n'J v>- 1 -*j^*^^y^r^ (2. 6 
7 6 g, 8 3%) *mfo£ LTftfc, 
[ 0 3 2 2 ] 

1 H — NMR (400MHz, CDC Is) 5 11. 44 (9H, s) , 1. 74-1. 8 
9 (1 H, b r m) , 2. 07-2. 19 (1H, br m), 3. 19-3. 31 ( 
1 H, b r m) , 3. 4 2 - 3. 5 3 (2 H, br m) , 3. 6 2 - 3. 7 0 ( 1 H 
, m) , 4. 13-4. 27 ( 1 H, br), 4. 52-4. 66 ( 1 H, br), 5. 
12 (2H, s) , 7. 25-7. 41 (5H, m) . 
[ 0 3 2 3 ] 

2) umft&to 

±12 3 - (N - t e r t - 7" V * v iJ ;v^-;v) 7^ t: n 'J y > - l —ij 
y (2. 676g) (OVjruu * jry (10ml) T — V — ^ (2 

ml) fch'J (8ml) 4rtnx.^iBT? 1 Bf»L/;o MffiTS 

*LIIft^ (2. 6 91g, 9 6%) ^fat#/:o 
[0 3 2 4 ] 

1 H — NMR (400MHz, DMSO-de) 5: 1. 89-2. 03 (1H, br m 
), 2. 12-2. 27 (1H, br m), 3. 29-3. 75 (5H, m), 3. 7 
8-3. 87 (1H, br), 5. 08 (2H, s), 7. 28-7. 43 (5H, m) 
, 8.05-8. 25 (3 H, br s). 
ES I-MSm/z : 2 2 1 (M+H) + . 
[ 0 3 2 5] 

28] 2 - (N-tert - 75/) T-fe 9 5 K 

[0 3 2 6 ] 
[ft 3 8] 

N— \ 

H CONH 2 

[0 3 2 7] 

t e r t -^7 5 > (0. 9 4 6 ml) CON, N-y7f^*J^7? K (8 ml 
) #«tt, *JfrTMBfe* V *A (9 9 3 mg) t7n^7-b^F (8 1 Omg) ON, 
N-y>fWA75 K (2ml) W^7inx.SS^2 Of^^WLfCo R{S«L*«tfft 
L> #fc»*fc*«JETS*U h^^>^*nx.«J±T*OT*U^«-ft^% (6 1 0 
mg, 7 9%) *i*tLt#fc 0 

[0 3 2 8] 

1 H-NMR(400MHz, CDC h) * : 1 . 19 (9H, s), 3. 24 (2H, 
s) . 

LC-MSm/z : 1 2 9 (M-H) + . 
[0 3 2 9] 

[##^i]2 9] 5- (4 -fc FnJfy^ 2 -If V ^/u) -1- (6->Kv- 3 

-If ij v;v) - 1 H-tf 5/-^- 3 -*>W^^Bft 
[0 3 3 0] 
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[<b3 9] 




[0 3 3 1 ] 

1) 2-7-fef;v-4-^f;vt°'Jy^ 

2 -7n^- 4 - V ^ (4 g) <£> v.x^;i/Ji- y- (6 0ml) Y#fi£^ - 7 8 °C 
J£*PT1. 5 8M-n-rf;WJf^A©A^f>ij| (2 2ml) £ 5 ^/MtT$jT 
L5W#t/: 0 RJ^m^, N, N-^W*^5K (3. 3ml) *iTLSS 
?14. 5ll»L/;o Rj£^7K«m^^£})nx^'$iU flllrfeXfttv^ 

(^^-9->-l1^^f-;v) -eW$£L 2 -r-trf-;v- 4 ^nfo vy ( 

1 . 8 6 g, 5 9%) Srffltfyfet Ltffco 
[0 3 3 2 ] 

1 H-NMR (400MHz, CDC 1 3) 5:2. 42 (3 H, s ) , 2. 72 (3H, 
s ) , 7. 29 (1H, dd, J = 4 . 94, 0. 67Hz), 7. 86 (IB, d, J 
= 0. 67Hz), 8. 54 (1H, d, J=4. 94Hz). 
[0 3 3 3 ] 

2) 4- (4 -* f-fr- 2 -tf'j v^;V) -2, 4 -y* + V^ ^.xf^VJi^T^V 
JiIB2 -T-bf-;V- 4 f-;vt°V v> (1. 8 6 g) tya^lyxf^ (3. 7 4 

ml) £fflv^T. ###Ui4<?>3) t|wi«^^ft-e4 - ( 4 - ^ 2 - tf V 5> ;v) - 

2, 4-yt^V/^>tif^x7;T;v (3. 8 2 g) LT#fc D 
[0 3 3 4] 

1 H-NMR (400MHz, CDC 1 3) § I 1 . 38 (3H, t, J = 7. 08Hz) 
, 2. 51 (3H, s), 4. 36 (2H, q, J = 7. 08Hz) , 7. 43 (2H, 
br), 8. 03 (1H, s) , 8. 65 (1H, d, J = 5. 01Hz). 
ESI-MSm/z : 2 3 6 (M+H) + . 
[ 0 3 3 5 ] 

3) 5- (4-jt J f-A'-2 -tfVv^lO -1- ( 6 -* h 3f V- 3 - fcf 'J v;V) -1H- 
t - 7 7*-^- 3 - * ;v^>M-^-f-^-i--^T-^ 

±SB4- (4 ^;v- 2 - H°'J P)V) -2, 4 - v^-^e V79 ( 

3. 8 2 g) £:##$J 1 O 5 YvVJ - 2 h ^rv'tf'J v^^gl^. ( 5 . lg) f 
J^y"-^ (7 0ml) Sffl&tl^ f'jxf^rr/ (3. 4ml) £inx 2 

?JI^«-er£?#-L 5 - ( 4 - ^ 2 - tf V v;V) -1- (6-^h^r v— 3 - tf 0 v* 

;v) - 1 H- tf y v*-;v- 3 -7j;v^>^^^;vx.^-r^^#/io £ zi&ET 

L# y 'J 7) ^ )V A 7 A 7 n v f t"9 7 (^^y-WpM^^) ~? 

«1L5- (4-^f;V-2-f'Jy» -1- (6 h^v- 3 - If U -1H 

- tf 7 v*-;v- 3 -7j;v^>^^;vx.^x;v^#, ^5«o@# b&t>*£ 1 . 2 0 g (2 6 
%) £#£ 0 
[0 3 3 6 ] 

1 H — NM R (400 MHz, CDC 1 3) d I 1 . 43 (3H, t, J = 7. 08Hz) 
, 2. 35 (3H, s) , 3. 94 (3H, s), 4. 45 (2H, q, J = 7. 08H 
z), 6. 75 (1H, dd, J = 8. 79, 0. 61Hz), 7. 05 (1H, ddd 
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, J = 5. 1 3, 1. 5 9, 0. 7 3 Hz), 7. 23 (1H, t, J = 0. 73Hz) 
, 7. 24 (1 H, s), 7. 67 (1H, dd, J = 2. 81, 8. 79Hz), 8. 
09 (1H, dd, J = 2. 81, 0. 49Hz), 8. 35 (1H, d, J = 0. 49 
, 5 . 1 3 H z) . 

E S I -MSm/z : 3 3 9 (M+H) + . 
[0 3 3 7] 

4) 5- (4 -*;v**^ry- 2 - \£V V fr) -1- ( 6 - ^ b * 3 - tf V ^;V) -1 
H — tf 9 v" — ^ — 3 -*;v^^lt^f-^-^^T-;v 

±IB5- (4 2 - try y/u) -1- (6 -J h^~>- 3 -tfy v^) -1H 

-tT7V-;v- 3 -^;v#>^J^^;V^^t-;V (7 7 4 mg) (7)t''Jy> (6ml) 
fc, ifit-rfft^l/V ( 1 . 7 7 g) «:Snx. 1 2 0t)t7 BM^L/Co RJtS 

, M*^I±T®*L5- (4-*M*'>-2-^'J^) -1- (6-^h^rv— 3 
-tfy-7;iO - 1 H - t° 7 v'- jv - 3 - A JV.f y^xf JVXX f (1. 1 4 g, Si) 

[0 3 3 8] 

1 H-NMR (400MHz, CDC 1 3) 8 \ 1 . 43 (3H, t, J = 7. 08Hz) 
, 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 08Hz), 6. 78 (1H, 
d, J = 8. 79Hz), 7. 36 (1H, s), 7. 70 (1H, dd, J = 2. 69 
, 8. 79Hz), 7. 84 (1H, dd, J = 4. 8 8, 1. 4 7 Hz), 8. 07 ( 
1H, s) , 8. 12 (1H, d, J = 2 . 69Hz), 8. 66 (1H, d, J = 4 . 
8 8 H z) . 

E S I -MSm/z : 3 6 9 (M+H) + . 
[0 3 3 9] 

5) 5- (4-tKD^y^fjV-2-E°)JvJV) -1- ( 6 - * h * */ - 3 - tf U v /I/ 
) - 1 H-tf 5y-iV- 3 -,*jV!K>lxfjVx^f;V 

±135- (4 -a/m?*^- 2 -tf y y/i/) -1- (6 3 -try v;v) - 

1 H- tf9 V— 3 -*JWf >"ixf^i7,r^ (1. 1 4 g) Ofb9tKD7?> 
(3 0ml) mm~, OV^mT^'^ y-mt^^^^^ (0. 9 5ml) ^tSTL^ 
fiT? 18.5 f$M8M$Lfc 0 KlSm^7jch7]cS^m ( 1 *t 2 ) I^|iS*xf;^iD£ 

^ * v * A L fc o »Jf£, 'W «r MJ±T^* U# ?> *Lfe»aE * "> V * ^ * 9 

2 - tf y v;v) - 1 - ( 6 - * h * *s— 3 - tf y y )\/) - 1 h - tf ? v~ ;v- 3 - 1> 

;l^f^fxf;vx^f;V (2 5 0 mg, 2 3%) *»tLt#/: 0 
[0 3 4 0] 

1 H-NMR (400MHz, CDC h) S : 1 . 42 (3H, t , J = 7. 08Hz) 
, 3. 94 (3H, s) , 4. 45 (2H, q, J = 7. 08Hz) , 4. 72 (2H, 
s), 6. 75 (1H, d, J = 8. 79Hz), 7. 22 (1H, ddd, J = 5. 0 
1, 1. 5 9, 0. 8 5 Hz), 7. 25 (1H, s), 7. 43 (1H, dd, J = l 
. 59, 0. 85Hz), 7. 67 (1H, dd, J = 2 . 69, 8. 79Hz), 8. 
08 (1H, dd, J = 2. 69, 0. 61Hz), 8. 45 (1H, dd, J = 0. 6 
1 , 5 . 0 1 H z ) . 

E S I -MSm/ z : 3 5 5 (M+H) + . 
[0 3 4 1 ] 

6) nmk&sfa 

±Ifi5- (4-tFn^y^fjl/-2-f'Jy;V) -1- ( 6 — > h v- 3 - tfy 9 J 
)p) - l H-tf9V-;v- 3 -7j;V5j?>^^;v^*'r;v (2 5 0mg) *ffiv^, ## 
Ml 6 604) fc rafll^^-cam-fk^-* (2 3 2 mg, 5ei) -e#fc 0 
EI— MSm/ z : 327 (M+H) + . 

ffif£# 2005-3026716 



#® 2004-321117 



^-v : 55/ 



[0 3 4 2] 

[##$13 0] 5- (4 -j&/w**>r ;v- 2 -tT y y/u) -l - ( 6 -> h ^ v- 3 - n° 

[0 3 4 3] 
Mb 4 0 ] 




[0 3 4 4] 

1) 1- (6 -tfV -5 - ( 4 - p< 2 - kf U -1H 

- tf 7 7*-^- 3 -*;p#>^^-?-;v^^t-;v 

2 9 o 2 ) co 4 - ( 4 - ^ 2 - tf v - 2 , >SSt*- 
(4. 4 6 g) fc 3 -9UU- 6 - H KvvV b?y jTV> (3. 6 g) £JB 
v^-C, ##M9coi) fcHM^tl- (6 -*nn- 3 -tfy -5- (4 

— ji^-JU- 2 - tf V v^v) - 1 H - t^V*-)!'- 3 - *Jl^f >x7f iV (1. 7 
9g, 2 7%) ^7^77^ t Ltttfc, 

[0 3 4 5] 

1 H — NMR (400MHz, CDC 1 3 ) 8 11. 43 (3 H, t, J = 7 . 08Hz) 
, 2. 41 (3H, s) , 4. 48 (2H, q, J = 7. 08Hz), 7. 07 (1H, 
m) , 7. 20 (1H, s) , 7. 47 (1H, s) , 7. 69 ( 1 H, d , J = 9. 0 
3Hz), 8. 08 (1H, d, J = 9. 03Hz), 8. 23 (1 H, d, J = 4. 8 
8 H z) . 

ESI-MSm/z : 3 4 4 (M+H)\ 
[0 3 4 6] 

2) 1- (6 y *y- 3 - try yy~)\<) -5- (4 2 -tf y yjv) -1 
H — tf 7 y— ^ - 3 - # 7V** yW.* f-frx-x t~ ;v 

±121- (6 nn- 3 - If U rV — fr) -5- (4-^f^-2-f'Jy>) -l 
H-tf7V , -;v-3-*Jl'>K^xf;vxXT;i' ( 6 0 0 mg) £fflv>T, ##1?!)9?)A 

m) tmu^^x-i- (6 h^v- 3 - try try-*) -5- (4-^;v 

-2-tfyv;V) - 1 H - tl 7 ;V - 3 - * ^ # f f ^ (4 5 5 mg, 8 

4 %) LTt#/Co 
[0 3 4 7] 

1 H — NMR (400MHz, CDC Is) 8 I 2. 40 (3H, s) , 3. 99 (3H, 
s), 4. 10 (3H, s), 7. 04 (1 H, m) , 7. 15 (1H, d, J = 9. 2 
8Hz), 7. 21 (1H, s) , 7. 44 (1H, s), 7. 93 ( 1 H, d, J = 9 
. 28Hz), 8. 24 (1H, d, 4. 88Hz). 
ES I-MSm/z : 3 2 6 (M+H) + . 
[0 3 4 8] 

3) 5- (4 -ijju^^y- 2 - try yiv) i- (6 > ^y- 3 - try ^v— ;v) 
l h- f7V*-^ - 3 

±IBi- (6 b^fv - 3 y yy~fr) -5 - (4 2 - try yju) - 

1 H-t°7V*-;V- 3 - *Jl^f>i^fi^^TJV (14 7mg) £JBv>-t\ 2 9 

(7)4) t IWItt^fe-C 5 - (4 -*/UsJ?*'>- 2 - tT y v;V) 1- (6-^hfrv-3- 
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ev^y-;v) - 1 H - li 7 /- ;v - 3 - * f ;vxx f (6 4mg, 4 0% 

) **#7to 

[0 3 4 9] 

1 H — NM R (400 MHz, DMSO-de) 5 13. 88 (3 H, s) , 4. 02 (3 
H, s) , 7. 49 (1H, d, J = 9. 28Hz) , 7.. 59 (1H, s) , 7. 75 

(1H, d, J = 5. 01Hz), 8. 01 (1H, d, J = 9. 28Hz), 8. 15 

(1H, s) , 8. 54 (1H, d, J = 5. 01Hz). 
E I -MSm/z I 3 5 6 (M + H) + . 
[ 0 3 5 0] 

4) mmit^m 

±15 5- (4 -#>HJ?3f*>- 2 - tfV y/U) -1- (6 f^y- 3 - tf U 
) - 1 H-H°7y-^-3-*;V^>f^f^x^f ^ (6 4mg) ON, N-v^f-;V 
*W7? K (3ml) fcifcK, MTtt-ffcT^-t-^A (14mg) , l-tKo^-> 
^>/HJ7V-JV (30mg) , l--^f-;v-3- ( 3 - V* f-^T 5 y/n * 
/UjJ?SM 5 K (4 1 mg) , 1 'Jxf;V7 5 * (7 5 M 1 ) ^jJDx. 1 9mmmWLtz 0 K 

j&fote7jtb*uu*n'j»*-mx. l , til * ^ ^ * -> * a -e jg« t o atBU 

A-^y-;V) "CffiiS Liift'pi (2 9mg, 4 5%) t Lt||/; 0 

[0 3 5 1 ] 

1 H — NMR (400MHz, CDCI3&CD3OD) S : 3. 98 (3H, s), 4. 
09 (3H, s) , 7. 38 (1H, d, J = 9. 28Hz), 7. 74 (1H, dd, 
J = l. 58, 5. 13Hz), 7. 81 (1H, s), 7. 99 (1H, d, J = 9. 
28Hz), 8. 13 (1H, s), 8. 50 (1H, d, J = 5. 1 3 H z) . 
[0 3 5 2 ] 

3 1] 5 — t F 7 yV - 2 - ^ f - ^ t° V y > 



[0 3 5 4] 

1) (6-^f;Vtf'Jy>-3-^^) *W?^tert-7f;Vx^f;v 

>M (21. 58g) Ol, 4 - y (300ml) WkWMWL 

ISt"f'JxfiV7^ (2 3. 0ml) „ y'7x^m*'J*7y F (3 5. 6 
ml) , Wtert-^;-* (3 0. 0ml) 1 8 Bt^MllLto 

5Rl<t:BD*c-Ctfcit^ Aft7X«^" h V ^ A -eft* L fee fltBUft, »flt*a*EETS*U 
iifc®i^yV^^*7A7Dv>7*77^- (^ nn*;VA-iixf;v) -CfflS^L 
(6 V 3 ->T /U) *JW\*r/|tert-7'f^fJV (2 8. 7g 

, 8 8%) *mVft Ltffco 



1 H — NMR (400MHz, CDCls) * I 1 . 54 (9H, s), 2. 49 (3H 
, s), 6. 52 (1H, br), 7. 09 (1H, d, J = 8. 6 Hz) , 7. 86 ( 
1H, br), 8. 29 (1H, d, J = 2. 7Hz). 
E I -MSm/z 12 0 8 (M) + . 
[0 3 5 6 ] 

2) wmt'km 

( 6 -* f-;Vtf V v>- 3 ->f ;V) *M^|tert-7*fiVx^T^ (2 8. 7 
g) fc, 0*C-C»^m (10 0ml) ^i:aL3 05-W#L/: o RjSftOrta* 



[0 3 5 3 ] 
[<fc4 1] 




[0 3 5 5 ] 
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0 - 5 °C izmWLtz * £ , i«|t F'^A (10. 5 1g) ©7)C (3 8ml) 3 
O^^ttTiW^ 1 5^WLf:o i«S:> jfiflS^X (II) ZL7.K» (1 
0 8. 7 g ) com» (54ml) SFftfcKJC&ifc^fia* 0 - 5 °C Lfc SJ, 50 

^•ra^tt riiSsT^ i f$wt*s# Lfco Rjeatortias: o - 1 o °c Lfc * * > rjeb* 

6 NTfcMMh^- h U AtMM (7 0 0ml) !:?np*;i/A-^;-)V (10 : l) 

0 jfc«fc*nn*/i/A-,**/-;i' (10:1) IMMfflL, 

m (7. 6 6g, 4 5%) *0#iUftfco 
[0 3 5 7] 

1 H-NMR (400MHz, DMSO-de) S : 2 . 29 (3 H, s) , 3. 97 ( 

2 H, b r) , 6. 66 (1H, br), 6. 94 (1H, d, J = 8. 3Hz), 7. 
05 (1H, dd, J = 3. 0, 8. 3Hz), 7. 98 (1H, d, J=3. 0Hz) 

ESI-MSm/z : 124 (M + H) + . 
[0 3 5 8 ] 

3 2] 3 - K 7 V J tf 'J v y 
[0 3 5 9] 
[ft 4 2] 




NHNH 2 



[0 3 6 0] 

5 0 C£lTt\ 3 - T 5 J tf U V > (13. 0 g ) Ojftffi^ (104ml) 
th'J^A (10. 5 g ) <7)7jc (3 9ml) 3 0 frWfrftXffiT^ 1 5 W 

l/co (in HTjc^nt? (i o 9 g) (D-mmk (5 9 m 1) mmz 

, iHU 0-10 °C^±PT 3 0 1 B#F H im# L?z Q mUXKfcm^ 6 N7Xm 

^th'^A*^ (7 9 6 ml) fcffiTU E£*:^^-*-^n*;l/A (1M 
1 0) m&&m*tia*-frWLL, »Hcoi«*MJ±T^*LTM^% (12. 5 g, 
8 3 96) &B#i: LTffft. 
[ 0 3 6 1 ] 

1 H-NMR (400 MHz, DMSO-de) 8:4. 02 (2H, br s) , 6. 
89 (1H, br s), 7. 04-7. 12 (2H, m), 7. 76-7. 78 (1H 
, m) , 8 . 0 8 ( 1 H, m) . 
E I -MSm/z : 109 (M + ) . 
[0 3 6 2 ] 

3 3] 2-tK5yVt'7y> 
[0 3 6 3 ] 
Mb 4 3] 




NHNH 2 



[0 3 6 4] 

2-?Dnn"7y> (10. 44g) cdjc^ y - ;v (6 5ml) Hi&tr HK7 

*j>-7btfam (2i. 8 o g) «ti 7H«SIL^o ^<$m. RJ&»«**J£ 
^«J±T@* U# *L^Hfl:^^^-9->*tgJn Lapfci-& t k xmmit^m ( 4 . 6 7 g 

, 4 7 %) &#fco 
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[0 3 6 5] 

1 H-NMR (4 0 0MHz, CDCls) 8 \ 7 . 89 (1H, d, J = 2. 7Hz) 
, 7. 99-8. 05 ( 1 H, m) , 8. 20 (1H, d, J = l. 5Hz) . 
ESI-MSm/z: 111 (M+H) + . 
[0 3 6 6 ] 
[##$J 3 4] 2-HK7yVt*V5y > 
[0 3 6 7] 
[>fb4 4] 




NHNH 2 



[0 3 6 8 ] 

2-^nnt°'J <y> (6. 0 0 g) (nz-ZJ-fy (60ml) IStC, ^fitt K 
^Vy—mm (2 0ml) &2JI3X.8 0M#Lf: o RjS«CW»««:«ffiT«*LW5) 
fltzmm^7}(. (34ml) SriJUx., tfmL^g|#:^^^LIIM^% (2. 3 0 g, 40 

96) fc#fco 

[0 3 6 9] 

1 H-NMR (4 0 0MHz, DMSO-de) 5:4. 12 (2H, s), 6. 57- 
6. 60 ( 1 H, m) , 8. 12 (1H, s) , 8. 30 (2 H, d, J = 4 . 9Hz) 

E I -MS m/ z : 1 1 0 (M + ) . 
[0 3 7 0] 

[##013 5] 5- (5 2 - bfU Vfr) -1- -lH-fcf? 

v*-;v- 3 

[0 3 7 1 ] 
Mb 4 5] 




[0 3 7 2 ] 

1) 1- (5-^fJV-2-t''Jy» 

2 — ^U^E — 5 — tf 3 V > (5. 0 g) O^xfJl/x-fJl' (10 0ml) - 
7 8WTn-WJff A (1. 5 8M«A^t>it, 2 4ml) 5#WC$* 
Tl^ 5fl-ilil*fLfc, Ria-C, RJStfcfcN, N->7f;V7^^K (3. 5ml) £ 

f^77^ - (^dr^>-f^jif-;i/) tilLl- (5 2 - tf U v;V) 
y*> (3. 4 3 g, 87%) *mW$Sh Ltftfco 
[0 3 7 3 ] 

1 H-NMR (4 0 0MHz, CDCls) 512. 42 (3H, s), 2. 71 (3H 
, s) , 7. 62 (1H, dd, J = l. 5 9, 7. 9 3 Hz), 7. 94 (1H, d, 
J = 7. 93Hz), 8. 50 (1H, s). 
[0 3 7 4] 

2) 4- ( 5 ^;V- 2 - tf V v;V) -2, 4-yt^V7*^>ixf;Vi^r;V 
tfij^AxfipyK (3. 5 g ) ox 3? y - ;v (60ml) mWL\~, *sa.*?Wi 
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yxf^ (7ml) SrfllT^ RJS*t= 1 - ( 5 - ^ 2 - If' ; (3 

. 4 3 g) <7)Ji^y-;v (4 0ml) i&iftfcflnx. 2 H#IW«#L;fco Rl&fcifcfc**: 

4- (5-^^-2-^';^) -2, 4-y**V^>'iif^fA' (6. 8 
g) «:S#i: LT#7fe 0 
[ 0 3 7 5] 

1 H-NMR (400 MHz, CDCls) 5 11. 40 (3H, t, J = 7. 08Hz 
) , 2. 47 (3H, s) , 4. 39 (2H, q, J = 7. 0 8Hz) , 7. 49 (1H 
, b r) , 7. 74 (1H, dd, J = l. 4 7, 8. 0 6 Hz), 8. 08 (1H, d 
, J=8. 06Hz), 8. 58 (1H, d , J = 0. 73Hz). 
E I -MSm/z 12 3 6 (M+H) + . 
[0 3 7 6 ] 

3) 5- (5-^f^-2-^>;^) -1- (2-tfVv;V) - 1 H-tf9 3 

4- (5 2 -t? U v;v) - 2, ;Vx^r^ (3. 
3 0g) ©x^;-)V (3 0ml) 2-tK7vVf'Jy> (2. Og) tgt 
m (2ml) £jJDx. 1 8B|fttiilL/; 0 g<£f£, RJEtSfc* n n *;VA tl^D«7K 

DD*jvA)t|gU 5- (5 -^/p- 2 - t°>; y;v) -1- (2-n°Vv;v) -1 
H- tf 9 V-fr- 3 -7j;v^>m^f-^^^x;v (1. 8 7 g) fcftfco 

[0 3 7 7] 

1 H-NMR (400 MHz, CDCls) * I 1 . 42 (3H, t, J = 7. 08Hz 
), 2. 33 (3H, s) , 4. 45 (2H, q, J = 7. 08Hz), 7. 20 (1H 
, s), 7. 25 (1H, m), 7. 33 (1H, d, J = 7. 93Hz), 7. 52 ( 
1H, d, J = 7 . 93Hz), 7. 76 ( 1 H, d, J = 8. 05Hz), 7. 85 ( 
1H, dd, J = 8. 0 5, 1. 8 4 Hz), 8. 28 (2H, s). 
E I -MSm/z 13 0 9 (M + H) + . 
[0 3 7 8] 

4) mw&m 

5- (5 2 - tf' J i?;v) - l- (2-t ,| Jy» - 1 H- tf9 3 - 
vM-i^V^^t-;!/ (1. 8 6 g) ©x^y- ;V (3 0ml) igWfcl', Sfitt h 

'J^xf^yF (830mg) ^ii2Bff«L/: 0 JEK* tPJ^Ax^yF ( 
7 0 0mg) OfrffiMWLtzo Kfism^k £ Vx-^frx.- -r>l/*fti*.a-fcU tJc 

Jl Id 1 N^tR^^Mi ( p H 4 ) L * n n jfr/l' A -CJfifcH Lfco *tS* fc&Tfcffic®^ 

nv^A^Kiufco mm, ii^iffiTg*Lm^ a. n g , 2igt- 

3 0 %) #7t 0 
[0 3 7 9] 

1 H-NMR (400MHz, CDCls) 8 \ 2. 36 (3H, s), 7. 23 (1 H 
, s) , 7. 29 (1 H, m) , 7. 37 (1H, d, J = 7. 93Hz), 7. 55 ( 
1H, d, J = 7. 93Hz), 7. 79 (1H, d, J = 8. 06Hz), 7. 86 ( 
1H, dt, J = 8. 0 6, 1. 8 3 Hz), 8. 27 (1H, ddd, J=4. 88, 
1. 8 3, 0. 8 6 Hz) , 8. 3 5 (1 H, s) . 
EI-MSm/z : 281 (M+H) + . 
[0 3 8 0] 

[##fU3 6] 5- (5 2 - -1- (3-tfV^^) -lH-f 

9 V— ;v- 3 - # 
[0 3 8 1 ] 
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[ft 4 6] 




[0 3 8 2 ] 

1) 5-^f;m'7y>-2-*;V*^SN-^ h + y-N-^f)V7^ K 
5-^f*t°7y>-2-*iV'f>'i (13. 0 g) , N, O-y^f )Hi Kn^fyJV 

T^ytiS (10. lg) , 1- (3-y7fJV7?/7 J nh 0 ;v) - 3 -at frtf 
9 J4 5 Vm$.iM. (19. 8g) , TkV 1 - 1: Fn^y^yy* f'J7V-;V (14. 0 g) 
<75N, N-y^fWW75F (13 0ml) »ifcfc % IrSt h 'Jxf ;i/7^ > (28 
. 9ml) &2rajl6 3f#IHI*#Lfco RJfe*Jw^cfcftBftif-^*lnix.fl-«L, 

tKWt- h u «>A-eie*ujto Msum, iffTil*§*L#?>tL^ii*y y *^>* 

7A^n7f^77^- (^\^-9-^-ftI^^^;v) tilL5-pif^t°7y>-2-* 
;v**>iN-> h + ->-N-^f;v75 F (12. 3 g, 7 2%) LT#fc 0 

[0 3 8 3 ] 

1 H-NMR (4 0 OMH z, CDC 1 3 ) 8 2 . 63 (3 H, s), 3. 41 (3H 
, s) , 3. 74 (3H, s) , 8. 46 (1H, s) , 8. 82 (1H, s). 
FAB-MSm/z 118 2 (M+H) + . 
[0 3 8 4] 

2) 1- ( 5 —* f-n/— 2 - tf =7 V— ;v) 

7;vn'yfi^T, ±|B 5 f-^fc? 9 2 -^jv^yfN-^ h^v-N-^-f- 
;VT 5 K (12. 2 g) cox h 7 K Kn 7 9 > (183ml) - 7 8 "CT'^iPT 

^f;HJf>7A (1. 02M©yxf;Vx-r^f, 72. 6ml) *2 O^WeiiT 
ft, I61C1 3 0 Lfco 0TCT% RJESiftC*fcf^Bft^-^>uS:Jn^*«Eb, 

*5A?n > 7^?7'f- (tt9t^^-^^-9-» tfflSLl- (5-^^;v-2-t° 
7-7-*) (7. 9g, 8 6%) LTfffc. 

[0 3 8 5 ] 

1 H-NMR (400MHz, CDC 1 3 ) 5:2. 66 (3H, s) , 2. 70 (3H 
, s), 8. 50 ( 1 H, m) , 9. 11 (1H, d, J = 1 . 5Hz). 
ESI -MSm/z : 137 (M + H) + . 
[0 3 8 6] 

3) 4- ( 5 -* f-;v- 2 - t?7 v-;v) -2, 4 -yt^fVy? yfxf ;1/xXt;V 
t;v^>#h^;t, 1- (5-^f*-2-t'7y-^) j y (7. 8 9 g) cr>7- 

h7tKn75V (118ml) ftfltfc, - 7 8t:T'Jf7A if* (h'J^ fJVy V ;v) 
75K (1. OMcDx h 7^ Kn7 7«, 6 3. 7ml) t2 05-HT?iTft, EK 
3 0#Htj£*£L:fco ^JS^^v^-^mv^f-^ (11. 8ml) «r«5T^ 1 0£-|M# 

L/to o°c-e3 oa-h, m^^ia-ei . smmmmk, KBrn^tv^-f-^^--^^^ 

**&fcttBfc?- f'JvA «L/;o »B(lft, MffiTM^* L4- (5-^f;v-2- 
tf^y-jl/) -2, 4-y*t^V7^yixfJl/x7rJV (4. 9 2g, 3 6%) £H{$ 

[0 3 8 7] 

1 H-NMR (400 MHz, CDC 1 3 ) § I 1 . 39-1. 43 (3H, m) , 2. 
69 (3H, s), 4. 38-4. 43 (2H, m), 7. 60 (1H, s), 8. 55 
(1H, m) , 9. 21 (1H, d, J = l. 2Hz) . 
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FAB-MSm/z : 237 (M+H) + . 
[0 3 8 8] 

4) 5- (5 2 -t?9 -l - (3-tf0v;v) - 1 H- tT 7 7-;v- 

±|B4- (5-p<^;i/-2-H 0 9>>'-^) -2, 4-yt^V/^yixfjVxXf;V 
(4. 9 1 g) t##M3 2©3 -t K9^V if V *J> (2. 2 7g) «x^;-;V (9 
8ml) #«E«: 4 0 ^HMMSiE L?to ( 5 . 95ml) fcjDx^ 

^WiP#fc«aC L fco KfcWLKmnMMJkmi- h V S fc * a n A £}jh 

tznT&*Z-9 S -fr (99ml) U RtSift£«£8fc ( 3 . 3ml) ^^Qx. 1 B#ffi 

I^y'J*^>*7An-7f7*7 7^ - (7^rF>-h^x7) «L5- ( 5 - ^ f- 
;u- 2 - tf^v-;!/) - l- (3-Hi;>;u) - l H- tf9 3 - ii )V^yW.^ 

fr^TsTfr (3. 1 6 g, 4 9%) 
[0 3 8 9 ] 

1 H-NMR (400MHz, CDCls) 5 : 1 . 42-1. 46 (3 H, m) , 2. 
58 (3 H, s) , 4. 45-4. 51 (2 H, m) , 7. 34 (1H, s) , 7. 38 
-7. 41 (1H, m) , 7. 83-7. 86 ( 1 H, m) , 8. 30-8. 31 (1H 
, m) , 8. 54 (1H, d, J = 2 . 4Hz), 8. 63 (1H, d, J = 1 . 5Hz 
) , 8 . 64 (1H, d, J = 1 . 5 H z ) . 
FAB-MSm/z : 3 10 (M+H) + . 
[0 3 9 0] 

5) mmft&m 

5- (5-^f^-2-t*7y-;V) -1- (3-tfVv;v) — 1 H — tf 9 V— ;V — 3 
-#;v#>^^+;vj^x;v (0. 6 0 g) fc 1 N&BMb?- ? (4. 85m 

1) £fflv^T. 1 4 (7) 5) fc ra»©^feT?aUH^» (0. 5 2 5 g, 9 6%) * 

[0 3 9 1 ] 

1 H-NMR (4 0 0 MH z, DMSO-de) 5:2. 50 (3H, s), 7. 5 0- 
7. 53 (2H, m) , 7. 8 4 - 7. 8 7 ( 1 H, m) , 8. 36 ( 1 H, s) , 8. 
58 (1H, d, J = 2. 4Hz), 8. 62-8. 64 ( 1 H, m) , 8. 92 (1H 
, d, J = l. 2Hz), 13. 17 (1H, br s). 
FAB-MSm/z : 2 8 2 (M + H) + . 
[0 3 9 2 ] 

3 7] 5 - ( 5 - > ^;V- 2 - tf U V fr) - 1 - ( 3 - \£ V - 1 H - \£*7 

3 

[0 3 9 3 ] 
[lb 4 7] 




[0 3 9 4] 

l) 5- (5 -^-+;v- 2 -tf V v;v) -1- (3-£°Vv;v) — 1 H — tf 9 V— ;v — 3 
- 7j ;i/ >j? >• @g j. f - ;v j. 7; X ;v 
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###03 502) ©4- (5 -*^/l>- 2 - tfV -2, 4-yt^V77>li 

f;Vx^fJV (3. 5 0 g) (7)^^y-;v (3 0ml) &MLK^ 3 2©3-tK5 

yV fef U v > ( 2 . 0 g ) fc (2ml) ^Dx.17. 5 HtKMM Lfco 

, Jft Kfi&ffl &Bfcfc* t>'J^A tRvM fc * n n * ;v A £ in x. L > MS * 

7A^n7^77-f- (^nn*w-^;-*) till 5 — (5-^-5^-2- 
t°'Jy;v) -1- (3 - tfV v^V) - 1 H - 7 7'- ;v - 3 - * ^>fxf ;vx^ f iV 
(2 . 5 1 g, 5 5%) *Wfco 
[0 3 9 5] 

1 H-NMR (4 0 0MHz, CDCla) 5 11. 43 (3H, t, J = 7. 14Hz 
), 2. 34 (3 H, s) , 4. 46 (2 H, q, J = 7. 1 4 H z) , 7. 24 (1H 
, s) , 7. 32 (1 H, d, J = 8. 1 2 H z) , 7. 37 (1H, d d, J = 8. 1 
2, 4. 82Hz), 7. 51 (1H, dd, J = 8. 12, 2. 08Hz), 7. 84 
(1H, dd, J = 8. 012, 1. 44Hz), 8. 30 (1H, s), 8. 51 (1 
H, d, J = 2. 56Hz), 8. 59 (1H, dd, J = 4. 83, 1. 34Hz). 
E S I -MSm/z : 3 0 9 (M+H) + . 

[ 0 3 9 6] 
2) «S<t^ 

±.12 5- (5 2 -IfU v;V) -1- (3-tT0v;V) - 1 H- lf97-^- 

3 -7j;v^^^^^;v^^x^ (2. 5 1 g) co.x.^y-;v (8 0ml) tF'J 
^AxfJpyK (1. 1 1 g) SrSffl*CJnx.l 9. 5Bf^»LfCo RlSMU'TRi^ 
f-;v^-^;v*tnx.^mL^o TfcJf K l N An x-^l^ L^nu*;VA£2jnx. 

(1 . 3 3 g, 5 8%) *#fco 
[0 3 9 7] 

1 H-NMR (400MHz, CDCI3/CD3 OD) 812. 38 (3H, s), 7 
. 26 (1H, s), 7. 45 (2H, m), 7. 68 (1H, br), 7. 85 (1H 
, ddd, J = 8 . 30, 2. 44, 1. 47Hz), 8. 30 (1H, s), 8. 52 
(1H, d, ] = 2. 56Hz), 8. 56 (1H, dd, J=4. 7 6, 1. 4 7 Hz 
) . 

ESI-MSm/z : 281 (M+H) + . 
[0 3 9 8] 

[Bfe] 

1) 4- ( 5 —* 2 - tf U vOl/) - 2, 4 - ysj-^f- 77^ >BM -f-;l/^^T-;V 
tWA^l^yF (4. 74g) ^ 7 (200ml) fefelZ, a. 

7fy7fiV (10. 4 g) fc^Px. 5fl-M«i^Lfeo RlSiKtC^aT?, ##00 3 5 Ol) 
co 1 — (5 2 -if v v;v) x.^y y (5. 9 3 g) fclrax. 5RfH9ii#Lfco R 

JSffi^fc i^f-^^-x^ftnx^i&U TfcJSfc 1 Nmm7Xi#?S^mttt Won 

*L4- ( 5 -y 2 - tf V -2, 4-yt^V7*^>l>f^f* (7 

. 3 1 g, 7 5%) *H#fcLTft.fc 0 
[0 3 9 9] 

1 H-NMR (4 0 0MH z, CDC 1 3 ) 5 I 2 . 46 (3H, s), 3. 92 (3H 
, s) , 7. 58 (1H, br), 7. 70 (1H, dd, J = 8. 0 6, 1. 8 3 Hz 
), 8. 08 (1H, d, J = 8. 06Hz), 8. 54 (1H, d, J = l. 22Hz 
) . 

[0 4 0 0] 

2) 5- (5 -y 2 -if u v;v) -1- (3-t°Vv;v) - 1 H- if 9 v*-;v- 3 

_h|fi4- (5 -J^JU- 2 -If 1; v;V) -2, 4-yt^V^^f^f^ ( 
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4 . Og) <D* * J -)V (250 ml) 3 2 <7) 3 - t F?yV fef V v > ( 

3. 0 g) (4ml) £#nx3. 5SlW»ilt^= KJ&SSfc*6*n£: 

tmLtzo m%m, mm^m&T^^Lnhi^tzmm^^ v ? a * n v f ^9 7 

^_ (^^;- ; v-^nn*)VA) -CflMRLS- ( 5 -> f-^- 2 - try y/i/) -1- ( 
3-t:°yy;v) - 1 H - tf 7 v*- ^- 3 - * f r ;v ( 3 . 24g, 61 

%) «r@#:i: LT#fc c 
[0 4 0 1 ] 

1 H-NMR (400MHz, CDCls) $ I 2 . 34 (3H, s) , 3. 99 (3H 
, s), 7. 27 (1 H, s), 7. 33 (1H, d, J = 8. 06Hz), 7. 37 ( 
1 H, ddd, J = 8. 1 8, 4. 7 6, 0. 7 3 Hz), 7. 53 (1H, ddd, J 
= 8. 0 6, 2. 2 0, 0. 7 3 Hz), 7. 84 (1H, ddd, J = 8. 18, 2. 
56, 1. 47Hz), 8. 30 (1H, d, J = l. 47Hz), 8. 50 (1H, d 
, J = 2. 32Hz), 8. 59 (1H, dd, J=4. 7 6, 1. 4 7 Hz). 
E S I -MSm/z : 2 9 5 (M + H) + . 
[0 4 0 2] 

3) mmt^m 

5- (5 2 - tfV i/;V) -1- (3-lf;vJV) -lH-t°7V-JV-3- 

s&^^VBfe^ fjvx^f iV ( 3 . 2 4 g) ©f h9K Kn79> (100ml) 
m.UX~ 1 N^taWb-^ h V "7 A7jc^m (16ml) SrfiDx 2 BfP^tt^ L£:o RJSfKte 1 Ni^ 

****ffiT«*L«»ffr&i» (2. Og, 6 5%) tl#tLt#fco 
[0 4 0 3] 

1 H-NMR (400 MHz, DMSO-de) 8 I 2 . 28 (3H, s), 7. 30 ( 
1H, s) , 7. 49 (1H, dd, J = 8. 18, 4. 76Hz), 7. 63 (1H, 
d, J = 8. 18Hz), 7. 70 (1H, dd, J = 8. 18, 1. 58Hz), 7. 
79 (1H, d, J = 8. 18Hz), 8. 24 (1H, s), 8. 49 (1H, d, J 
= 1. 56Hz), 8. 59 (1H, dd, J= 4. 7 6, 1. 5 9 Hz). 
ES I-MSm/z : 28 1 (M+H) + . 
[0 4 0 4] 

[##$13 8] 5- (5 nn- 2 - If V v;v) -1- (2-k?Vv;V) - lH-t'7 
v*-;v- 3 -#;v**>m 

[0 4 0 5] 
[-ft 4 8] 




[0 4 0 6] 

1) 5- (5-?nn-2-E°'Jy» -1- (2-H°Vv;V) - 1 H - \£ 9 V , -;v- 3 

#f«2 503) 04- ( 5 —9 nn- 2 - \£ y -2, 4-y*^V7*^>fx 
^-)VJU7,v-)V (2 . 2 3 g) k2-HK7^^yy> (1. 0 5 g) t£fflV>T, 
«37 OAft) fl> 1 ) fc 5- (5-^nn-2-tfy Vfr) - 1 - ( 2 - 

ifys^u) - l H- tf9v*-;v- 3 -7j;v?K>^^^;i/^^-r;v (1. 1 1 g, 5 3%) 

[0 4 0 7] 
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1 H-NMR (400 MHz, CDCls) * : 1 . 4 3 (3 H, t , J = 7. 08Hz 
) , 4. 46 (2H, q, J = 7. 08Hz), 7. 22 (1H, s) , 7. 29 (1H 
, ddd, J = 7. 2 0, 4. 8 8, 1 . 2 2 Hz), 7. 41 (1H, dd, J = 8. 
4 2, 0. 7 3 Hz), 7. 69 (1H, dd, J= 8. 4 2, 2. 4 4 Hz), 7. 8 
1 (1H, ddd, J = 8. 1 8, 1. 2 2, 0. 9 8 Hz), 7. 88 ( 1 H, ddt 
, J = 7. 20, 1. 83, 0. 86Hz), 8. 25 (1H, ddd, J =4. 88, 
1. 8 3, 0. 8 6 Hz), 8. 40 (1H, dd, J = 2. 4 4, 0. 7 3 Hz). 
ESI -MSm/z : 3 2 9 (M+H) + . 
[0 4 0 8] 

2) umw&m 

5- (5-^nn-2-t' , Jv» -1- (2-tfVv;V) - 1 H - tf 9 V—fr— 3 - 
^;i/sK>^f-;i/ai^-r^ (1. 1 1 g) ^Mv^##M3 02) t|Wj^O^ 

•&-C% SWMfr&W (9 3 9 mg, 9 2%) £H#fc Ltf/: 0 
[0 4 0 9] 

1 H-NMR (400 MHz, DMSO-de) 8 7 . 31 (1H, s), 7. 46 ( 
1H, s) , 7. 71 (2H, m) , 7. 99 (2H, m) , 8. 29 ( 1 H, s) , 8 
. 4 4 (1 H, s) . 

ES I-MSm/z : 3 0 1 (M+H) + . 
[0 4 10] 

[##$13 9] 5- (5-vT/-2-t°';^;V) -1- (2-tfVv;V) — 1 H — tf 9 
V-;v- 3 -fc/n^B* 

[0411] 
[ft 4 9] 



NO 




[0 4 12] 

1) 5- (5-^>y>t^v-2-fVyJV) -1- ( 2 - tf U v^) -lH-tf^V* 

— 3 -*;i/#^txf;vxxf;v 

tfil4©3) CD4- (5 2 -tf V -2, 

9 >|xfji/x^r^ (3 . 1 1 g) fc 2 - H K9^ tf V v> (1. 1 4 g) t*m^ 
T\ ##$18692) tl^»^^fe"e. 5- ( 5 -^Vy/l't + y- 2 -tf V v;V) - 1 - 

(2-tf'Jv;^) -lH-l^? x /-^-3-*^#V9fif)l'i^f/I' (2. 5 7 g, 6 
8 96) fcflMfcWfc U#f;„ 
[0413] 

1 H-NMR (400MHz, CDCls) * : 1. 42 (3H, t, J = 7. 2Hz) 
, 4. 45 (2H, q, J = 7. 1Hz), 5. 12 (1H, s), 7. 16 (1H, s 
), 7. 24-7. 28 (2 H, m) , 7. 35-7. 41 (6 H, m) , 7. 75 (1 
H, d, J = 8. 1Hz), 7. 82-7. 86 ( 1 H, m) , 8. 21 (1H, d, J 
= 2. 9Hz), 8. 28 (1H, d, J = 3. 7Hz). 
ESI -MSm/z : 4 0 1 (M+H) + . 
[0 4 14] 

2) 5- (5 - t Kndfv- 2 - v^V) -1- (2-tfiJv;v) - 1 H- tf9 > /-;V 

- 3 -*;V#>@t^^^^^7"^ 

5- ( 5 -^^ v- 2 - tf u s?;v) - l- (2-tfUv;v) -lH-tf^v*- 

*-3-*H*>lxf*xXr* (2. 5 7 g) <r>3-9 J —fr (3 0ml) hWWi^ 
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)V (30ml) U&m&K^ gf^-e 1 0 -JStll ( 1 . 5 0 g) «rl)P^7X«# 

2 -i£i;^;V) -1- (2-tf0v;v) - 1 H - 1" 7 v - ^ - 3 - * ;v >f xf ;vx^ 
(2. 0 6g, jfefift) *7^7r^fcU#t 0 
[0 4 15] 

1 H — NMR (400 MHz, CDCls) * : 1. 41 (3H, t , J = 7. 2Hz) 
, 4. 44 (2H, q, J = 7. 1Hz), 7. 05 (1H, dd, J = 8. 5, 2. 7 
Hz), 7. 11 (1H, s), 7. 21 (1H, d, J = 8. 8Hz), 7. 26-7 
. 28 (2 H, m) , 7. 71 (1H, d, J = 8. 1Hz), 7. 80-7. 83 (1 
H, m) , 7. 89 (1H, s) , 8. 26 (1H, d, J = 3. 9Hz) . 
ESI-MSm/z:311 (M+H) + . 
[0 4 16] 

3) 1- -5- (5 - h V 7)V-fru* ? y^)Vi^=- frt^-l/ — 2 - tf U 
v ;v) — l H — tf 9 V- ;v - 3 - # ;v >@£x.-+;v-x^ + ;v 

M*M$CT\ 5- (5 Kndpv- 2 -If V y;V) -1- (2-tfVv;V) -1H 

- t" 7 JV - 3 - A ;b;K>|xf JUX f )V (2. 0 0 g) ©y^nn^^^ (5 0m 
1 ) hWVs (13ml) 'MWLK, MM.~£ HJ7)V*n^ >BMfofcW ( 1 . 

3 0mi) zmz-%mmwLtzo Kmm*^zmgBm.^^mmh, & 

/;Sl^y'J*^H7A^n7f^77^ - (Sixf ^-^nn^;v^) -trttML 1 

- (2-t° i ;v;v) -5 - (5 - h V ~7;i/^-n^ ? y^;v*^;v;t ^f- v- 2 -fcf'J v+v) 

- l H — t° 7 V— ;V— 3 — # >^xf ;vx^f^ ( 2 . OOg, 7 0%) %l&m%Jt 

[0 4 17] 

1 H-NMR (400MHz, CDCls) 5 11. 43 (3H, t, J = 7. 1Hz) 
, 4. 47 (2H, q, J = 7. 1Hz), 7. 26-7. 31 (2 H, m) , 7. 59 
(1H, d, J = 8. 5Hz), 7. 67 (1H, dd, J = 8. 7, 2. 8Hz), 7 
. 86-7. 91 (2 H, m) , 8. 20 (1H, d, J = 5. 1Hz), 8. 42 (1 
H, d, J = 2. 7 H z) . 
ESI-MSm/z : 443 (M+H) + . 
[0 4 18] 

4) uMik&m 

'>7Vf^'Jn-7fwX (8. 1 5 g) tf>7^ (hU7x-;V*^7^>) 
(0) (11. 2 g) <D1, (7 0ml) IS»*2PIFI 

flnflfcaatu s^&i- (2-eu^;v) -5- (s-fnwn^^^^-^t 

^r->- 2 - If 'J - 1 H-t°9 3 -*^#>BSxfA'X^f ^ (2. OOg 

(||xf*-^nn*;^) tilt5- (5 -->77- 2 - t? V v^V) -1- (2- 
tfVv;V) - 1 H - t?7 - 3 - *;V**>txf;i/x7NfJV ( 9 5 0 m g , 46%) 

&MWfo£ LT#/; 0 ^<7>x. + ;i/a^f ;v# (9 4 Omg) Of f7tKn75> (20 
ml) tlk ( 5 m 1 ) ^iH-CTK^bU + ? A— #*D<» ( 1 2 4 m g) fcftl 

«#Lfco EJ&tiLK 1 Nmm7jc»^inx.mi4 L, ^nn*;U-^;-JV (10 : 
1) t^IL, h V 7At«L/:o «S0fL M«JET®*Ui 

M-ft^ (3 7 5 mg, 4 4%) £ y^^V r X t LT?#fc 0 
[0 4 19] 

1 H-NMR (400 MHz, DMSO-de) § : 7. 43-7. 48 (2H, m), 
7. 78 (1H, d, J = 8. 1Hz), 7. 89 (1H, d, J = 8. 3Hz), 8. 
04-8. 08 ( 1 H, m) , 8. 26-8. 30 ( 1 H, m) , 8. 36-8. 39 ( 
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1 H, m) , 8. 8 2 (1 H, s) . 
[0 4 2 0] 

[##00 4 0] 5- (5 -~>7y- 2 -tf V - l-7x-^-lH-^7^^- 

3 -tj;w-K>-M 
[0 4 2 1 ] 
Ift5 0] 



NG. 




[0 4 2 2] 

1) 5- ( 5 -^.y y>i*y- 2 - tf V V fr) — 1 - 7x-Jl/- 1 H — tf 9 ^ — 3 
— * )Wt71xf)l/X^fjV 

#tWl4©3) (7)4- (5-^>y;Vt^ry-2-t'iJy» -2, 
^ (3 . 1 4 g) t7x-^kF7^> (1. 16ml) t^fflv^T 

, ##$18^2) t IWtft^ffiT* 5 - (5-^>yiK^y-2-t°'Jy'^) -1-7^ 
-JK 1 H - t'7 V -JV- 3 - * ^**>fxf jvxx f (2. 9 5 g, 7 7%) ZW\W 

[0 4 2 3 ] 

1 H-NMR (400 MHz, CDCla) * I 1 . 41 (3 H, t, 1 = 7. 1Hz) 
, 4. 44 (2H, q, J = 7. 2Hz), 5. 10 (2H, s), 7. 09-7. 41 
( 1 3 H, m) , 8. 32 (1H, d, J = 2 . 7 H z) . 
[0 4 2 4] 

2) 5- (5-t Ko^y-2-tf'Jy;u) -l-7x-;V-lH-ti°7 , /-JV-3-* 

5- (5-^>^t^fy-2-t:'J^) -l-7x^;V-lH-t: , 7 > /-;>-3- 
7j;v^>m^-^^^^x;v (2. 8 3 g) co^y-;v (3 0ml) fcSSixf^ (30 
ml) mWLK, 10%A'7y7A-M (1. 5 0 g) &im£;fc*#H&Tf^Jt#L;fc 

0 KJSSift**aIU 5liI^«ET^*L, 5- (5 -t Fn^fy- 2 - tfV v;V) - 

1 -7xx^- 1 H- tf 9 v*-;v- 3 -tj;i/^>^^-^;vji^x;v ( 1 . 98g, 90% 
) Zmfct LT#/:. 

[0 4 2 5] 

1 H-NMR (400MHz, CDCls) * I 1 . 39 (3H, t, J = 7. 2Hz) 
, 4. 43 (2H, q, J = 7. 1Hz), 7. 05 (2H, d, J = 3. 7Hz), 7 
. 17 (1H, s), 7. 27-7. 30 (6 H, m) , 8. 05 (1H, s). 
ESI -MSm/z : 3 1 0 (M+H) + . 
[0 4 2 6 ] 

3) 1 - 7xxjV- 5 - ( 5 - F 'J 7 JVt ^ y^JV^xjVt^y - 2 - t°'J yJV) 
1 H- b"7V*-JV- 3 -*;V*>ixf ;Vi7,f)V 

5- (5-fc Kn + y-2 -tfvy;v) — 1 - 7xx;v- 1 H — tf 7 V — ;v — 3 — # ^ 
sKyfif-^fJl' (1. 9 8 g) fc 1 V y^Jruj 9 > X JV* >-MiS7k% (1. 2 9 
ml) h^m^t, ##$13 9<75 3) i: ftT" 1 -7xx;V- 5 - ( 5 - 1 V 7 )V 

jru * ^ y 7,)\>fr — )Vjr3c */— 2 - tfy v;v-) - l H — tf 7 V— ;v— 3 - *^#>Rxf- 
;y^^x;v (2. 6 0g, 9 2%) ^itttlT#f; 0 
[0 4 2 7] 

1 H-NMR (400 MHz, CDCls) S : 1. 43 (3H, t, J = 7. 1Hz) 
, 4. 46 (2H, q, J = 7. 2Hz), 7. 29-7. 43 (7 H, m) , 7. 57 
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(1H, dd, J = 8. 8, 2. 7Hz) , 8. 51 (1H, d, J = 2. 7Hz). 
[0 4 2 8] 

4) Mtt^tt 

vT^^fbh U n-y'^;V^X (7. 4 2 g) N -T V 7 * X ( f 'J 7x-JV*X7r/) 
/^y7A (0) (10. 17g) > Ml-7x-;i/-5- (5-h'J7;Vtn^^> 
T^j^t-J^^y- 2 - try - 1 H-tf 9 v*-^- 3 - * -r ;v 

(2. 5 9 g) £fflv^T. ##1MI3 9 0 4) i: iTOOTjSre 5 - ( 5 - *sT J - 2 - tf V 
v;v) - 1 -7^ — l H- tf 5 , /-J>- 3 -^;V5j<>^J.^;v^^-r^ (2. 70 8 

g) ^H#fcLTt#^ 0 i©v7/# (2. 6 8 g) tOfiMiV) ^— 7}c» (3 6 9 
mg) fcffl^t:, ##^113 9C04) t mt<^?7 'fe^llM-ft^ ( 9 5 1 m g , 5 6%) £ 
LT#£ G 

ESI-MSm/z : 291 (M+H) + . 
[0 4 2 9] 

[###14 1] 5- [5- (t e r t-7f^y*M-;V7 5/ ) -2-tfy>>~;V] - 
l - ( 3 - tf y y ;v) - l H - tf 9 - 3 - ij ;v*' 
[0 4 3 0] 
[<b 5 1 ] 




[0 4 3 1 ] 

1) 2 -T-fe 5 -T 5 y tfy vv 

5 - T 5 J - 2 - *sT y tf U v > (10. 1 3 g ) Of h9KKn7?> (200ml 
) »Jfcfc, MSt»BI^T\ *J^TT?*-ft:> f-fr-*?**/*? A (0. 9 3M©f h5tKn 
7 7VM, 2 0 0 ml) £2 5 ^WCiRT^ ^S"C 5 B#F^ft# Lfc 0 2M£T\ 
^I^DlMkT^^-^ATKit^^Jnx., Wfrmm (2 0ml) ^«Tt> lSt8 0^i 
«L7c 0 EJ&fofc%tifrT. Tfrmiti- f'J7A (2 0 g) <7)7X (10 0ml) »«L*»T 

ftBft^^*Snx.**L^o til *<&fn:£tt*T?«fc£^ *«ft>U7At^ 

- (y ? y -;v-y- nn*;vA) filL 2 -r-fef-;v- 5 -T 5 J tf y (7. 6 8 
g, 6 6%) LT#/; 0 
[0 4 3 2 ] 

1 H-NMR (400MHz, CDCls) 8 \ 2 . 64 (3H, s ) , 4. 00-4. 
30 (2H, br) , 6. 98 (1H, dd, J = 2. 7, 8. 5Hz), 7. 91 (1 
H, dd, J = 0. 5, 8. 5Hz), 8. 06 (1H, dd, J = 0. 5, 2. 7Hz 
) . 

E S I -MSm/z : 1 3 7 (M+H) + . 
[ 0 4 3 3 ] 

2) 2-T-fef-;V-5- (tert-7f^y*W-;V7?7) tfVv> 

2 -T-fef-Jl'- 5 -T ^ V tf y *J> (6. 3 0 g) 2:4- (y^W^) £°yv> 
(5. 65g) Oy'7nn^> (150ml) felC, tRJ^Tv- t e r t-T'b^y 
v#;V^-l (11. 1 Og) Oy^nn^^y (3 0ml) IlMJ)Bx.> iiatlH 
lflliJ£#Lfco *f ffl Lfe@#*«*«, »«t»**«JETS* L# t> tUcM£ v y 77 ^ 
^/7A70'7l7*77'f- (^;-^-7nn*)U) -efflSL2-7-tf^-5- ( 
tert-7Ry*;V«7?;) tf>Jv> (8. 0 4g, 7 3%) LT# 
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[0 4 3 4] 

1 H — NMR (400MHz, CDCla) S : 1. 54 (9 H, s) , 2. 68 (3H 
, s) , 6. 74 (1H, br s) , 8. 03 (1 H, d, J = 8. 5 Hz) , 8. 1 
1 (1H, dd, J = 8. 5, 2. 4Hz), 8. 46 (1H, dd, J = 2. 4, 0. 
5 H z ) . 

ESI -MSm/ z : 2 3 7 (M+H) + . 
[0 4 3 5] 

3) 4 - [5- (tert-^^y* )\,tf~)VT 5/) - 2 - tf V v;H - 2 , 4 - 5> 

t f'J ^Axf^i/ K (4 . 6 3 g) <7>^? y -;V (3 4 0 ml) ~> 
xf^ (9. 2ml) Srfinit^o ^ifi"t\ RJfctfcK 2 -T-fef-.ft'- 5 - (tert-Th 
^ry*;^fi)V7 5 7) t"'Jy> (8. 0 4 g) ©x^ /•-;!/ (6 0ml) 7#$t&7JEIX- 4 
5:frlM#iL 3 0»DiiSL/; o K&»&**EETS*U W&tLfcSftiiE 

7A^07 f^77^ - ^;-jl/-^nn*jH) tiit4 - [5 - (tert- 
7*l- J ry*JV*-^7 5/ ) - 2 - tf >J vOV'] -2, 4-y*^f77^>f xf JVx^r 
;V (1. 7 0g, 14. 8%) ZWlfct Ltftfco 
[ 0 4 3 6] 

1 H-NMR (4 0 0MHz, CDCls) ail. 41 (3H, t, J = 7. 1Hz) 
, 1. 55 (9H, s), 4. 40 (2H, q, J = 7. 1Hz), 6. 78 (1H, b 
r s) , 7. 59 (1H, s), 8. 14 (1H, d, J = 8. 8Hz), 8. 19 ( 
1H, dd, J = 8. 8, 2. 4Hz), 8. 51 (1H, d, J = 2. 4Hz). 
E S I -MSm/z : 3 3 7 (M+H) + . 
[0 4 3 7] 

4) 5- [5- (tert-71^y*J^-)V75/) -2-£°Vv;V] -4, 5-v 
HKn-5-thW-l- (3-t°Uv;V) — 1 H— t'7V-^- 3 -*)V#/Ix 

4- [5- (tert-7*f^y*Mx;V7>;) -2-^'Jy>] -2, 4-^* 
*rV-f9 (1. 5 9 g) t##M3 2 03 - t FyvV tfy v> (0 

. 5 2 g) <7)^y-;v (1 0 0m 1) 1 7 mmi3mM : MLtz 0 ggifrft, BU&M 

n^;i/A) tflL5- [5- ( t e r t - 7 1 * v # ;i/^-;VT 5 7 ) -2-\£Vi?A' 
] -4, 5-ytFn-5-tFn^y-i- (3-tfi;v;v) — 1 H — tf 9 v*— ;v — 3 

( 1 . 3 8 2 g, 68%) 4:7^77^^:1^0 

[0 4 3 8] 

1 H-NMR (400MHz, CDCls) 8 11. 40 (3H, t, J = 7. 1Hz) 
, 1. 53 (9H, s), 3. 47 (1H, d, J = 1 9. 0Hz), 3. 63 (1H, 
d, J = 19. 0Hz), 4. 39 (2H, q, J = 7. 1Hz), 6. 71 (1H, b 
r s) , 6. 78 (1H, s), 7. 06 (1H, ddd, J = 8. 3, 4. 6, 0. 
7Hz), 7. 35 (1H, d, J = 8. 8Hz), 7. 46 (1H, ddd, J = 8. 
3, 2. 7, 1. 5 H z) , 7. 98-8. 03 ( 1 H, m) , 8. 14 (1H, dd, 
J = 4. 6, 1. 5Hz), 8. 19 (1H, dd, J = 2. 7, 0. 7Hz), 8. 4 
9 (1H, dd, J = 2 . 7, 0. 5 H z) . 
ESI -MSm/z : 4 2 8 (M+H) + . 
[0 4 3 9] 

5) 5 - [5 - (tert-7F^y* ;Kfx;V7< J ) - 2 - tf V - 1 - (3 - 
tfij v;v) - 1 H-tf9y , -;v- 3 -*;v^>^^+;v-3i^ + ;v 

5- [5- (tert-7b*'>*M^7^) -2-tfVv;V] -4, 5-yt 
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Kn-5-tFn^y-l- ( 3 - tf V v^v) - 1 H - tf 9 V—fr- 3 - * ^^^Bfc^ 
;i/j.X-r;V ( 1 . 2 0 5 g) t 4 - (y^ f;V7 S / ) tf U v> (3 4 4 m g) <£N, N 
- v> f;^;i/A 75 K (30ml) fcifcfc^ Sftt? h V 5 > ( 1 . 96ml) 

fc* ny K (3 2 1 ft 1) ^n£4P|«L/:o ]&S»jR*«BETS 

tK«^- hu^A -cse* l /co wm, w * wets* u# e> ti-^as *: -> u * ^ * 

h?*77^ (^\^-9->-S^Jif-;V) -efSML 5 - [5- (tert-^ftvAW 
-^75^) -2-f I Jy>] -1- (3-tfVvJV) -lH-t"7y-;V-3-*;^f 
>fxf;vx^f;V ( 5 0 6 mg, 4 3%) LTWfco 
[0 4 4 0] 

1 H-NMR (400MHz, CDC1 3 ) 5 I 1 . 43 (3 H, t , J = 7. 1Hz) 
, 1. 52 (9 H, s) , 4. 46 (2 H, q, J = 7. 1Hz), 6. 59 ( 1 H, b 
r s) , 7. 23 (1H, s), 7. 36 (2H, ddd, J = 8. 1, 4. 6, 0. 
7Hz), 7. 38 (2H, d , J = 8. 1Hz), 7. 81 (1H, ddd, J = 8. 
1, 2. 4, 1. 5Hz), 8. 02-8. 08 (1H, br m), 8. 26 (1H, 
d, J=2. 7Hz), 8. 53 (1H, d, J = 2. 4Hz), 8. 59 (1H, dd 
, J = 4. 9, 1. 5Hz). 
ESI -MSm/z : 4 1 0 (M + H) + . 
[0 4 4 1 ] 

e) mmit^m 

5- [5- (tert-7^y*^^75y) -2-lf 1 ;^] -1- ( 3 - tT 
'Jy]V) - 1 H-H°7^/-^- 3 -*;v#>f xf ;Wi^r;i/ (5 0 5 mg) <r>^9 J — 
;V (20ml) gi&T? 1 N*®Mb^ h'J-7 ( 3 . 7ml) fcinix.;fc& 

, 1 0«-|BIin«fc»aELfeo £#8^ »«4r*ffiTS*L»&*Lfe5!iat^i:ff^Bfc^^^* 
in U 7XH * 5 % * x. y tti^mwc^mk. thiz 0 *f tti L M UIMlb^ 
(3 5 7mg, 7 5. 8%) £H#£ LT#fco 
[0 4 4 2 ] 

1 H-NMR (400 MHz, DMSO-de) * : 1 . 48 (9H, s), 7. 27 ( 
1H, s), 7. 50 (1H, dd, J = 8. 1, 4. 9Hz), 7. 65 (1H, d, 
J = 8. 5Hz), 7. 79 (1H, ddd, J = 8. 1, 2. 4, 1. 5Hz), 7. 
96 (1H, dd, J = 8. 8, 2. 4Hz), 8. 41 (1H, d, J=2. 4Hz) 
, 8. 50 (1H, d, J = 2 . 4Hz), 8. 60 (1H, dd, J=4. 9, 1. 2 
Hz) , 9. 7 1 (1 H, s) . 
ESI -MSm/z : 3 8 2 (M+H) + . 
[0 4 4 3] 

[###04 2] 5- (5 2 -\£y-J=-JV) -1- ( 6 - > 3 - tf 'J v;V 

) - 1 H-t^y-JV- 3 -TJ^^H 
[0 4 4 4] 
[4t 5 2 ] 




[0 4 4 5] 

1) 5- (5-^f;V-2-t°7yx;v) -1 
ML 9 v*-;v- 3 -7j;v>f?>^^.-f-;v^^x;v 



- (6 -p<+;v- 3 -try v;v) - 1 H- 
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##1?!) 3 6 CD 3 ) <DA- (5 -^^-^^y'J>- 2 -4 )V) -2, 
Rxf^x^f^ (4. 5 1 g) £##$13 105-t K7yV-2->f;V^'jy> ( 
2. 35g) (90ml) v#ff££ 8 0 ^MMsfEflx KJS^II^ ( 5 . 

4 6ml) *1BtL^ Sfcl 5^Ff^MS»KL7to MC> BU&ffc^iti&S* (3ml) 4: tax. 

> i «Fi«iin»*«lE L/io Rj»Ki^n«7kf?f + h y £ ^dwa 

(5 -> f-;v- 2 -tf7 v~;v) -1- ( 6 3 - tf V v^) -lH-tT^V- 

3 -7>;i/jK>m^^^^^T-;V (1. 7 2 g, 28%) Itttfco 
[0 4 4 6] 

1 H — NMR (400 MHz, CDCls) * : 1 . 44 (3H, t , J = 7. 1Hz) 

, 2. 58 (3 H, s) , 2. 62 (3H, s), 4. 48 (2H, q, J = 7. 1Hz 
) , 7. 25 (1 H, d, J = 8. 3Hz), 7. 34 ( 1 H, s) , 7. 73 (1 H, 
dd, J = 8. 3, 2. 7 Hz) , 8. 34 (1H, m) , 8. 40-8. 41 (1H, 
m) , 8. 59 (1 H, d, J = 1 . 5 H z) . 
FAB-MSm/z : 3 2 4 (M+H) + . 
[0 4 4 7] 

2) awHfr&ito 

5- (5 -Jf-Jls- 2 - fc?9 v-;v) -1- (6 -^^;v-3 -IfV >*>>V) -lH-tf 
9 3 -7>;V5iO^-i--9 1 -^J=-^.T-;v (1. 7 1 g) ©fh7tKn77> (3 4 m 

1) Sat?^ClMkV — 7kffi% (0. 2 4 4 g) C07)C (1 7ml) 

inx. 1 0 Ofl-iia^Lfco 1 N«Bfcjc»jft ( 5 . 8 2ml) ^Px^PtJL 7fc ( 

2 5 0ml) £;Dnx.fco ^ffiL7tm#:^Mi-^- i:i •> HlflMfe'&W ( 1 • 15g, 7 
4 %) £H#£: Ltftfco 

[0 4 4 8] 

1 H — NMR (400 MHz, DMSO-de) 3:2. 50-2. 53 (6H, m), 
7. 35 (1H, d, J = 8. 3Hz), 7. 48 (1 H, m) , 7. 72 (1H, dd 
, J =8. 3, 2. 4Hz) , 8. 39 (1 H, m) , 8. 42 (1H, d, J = 2. 4 
Hz), 8. 87 (1H, s), 13. 14 (1H, br s). 
FAB-MSm/z : 2 9 6 (M+H) + . 
[0 4 4 9] 

[##$14 3] 1- (6-^fJV-3-H''Jy'M -5- ( 1 f-fr- 1 H- tf n-;V 

-3--f;v) - l H - if 7 iv - 3 - * ;v*'>f 

[0 4 5 0] 
[ft 5 3 ] 




[0 4 5 1 ] 

1) 4- (l-^fJV-lH-fn-;v-3-^V) -2, 4-^^ + 7^^^^ 
X7f ^ 

3 -T-fe^;v- l l H-H°n-;i/ (5. 0 3 g) ^ 'Jf ^Atr7> (h'^f 
;VvV;V) 7? K (1. 0M^ff7tKn7 7>M, 4 5ml) My^9Sy^f 
/l> (9. 5 3 g) ##M3 6 O 3) |WJ#c07jf£t? 4 - 1 H- 

bfn-;V- 3 -4 ;V) - 2, + (6. 5 2g, 7 6% 
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[ 0 4 5 2 ] 

1 H-NMR (400 MHz, CDCls) S : 3. 7 2 (3 H, s) , 3. 91 (3H 
, s) , 6. 60-6. 66 (2 H, m) , 6. 70 (1 H, s) , 7. 37 (1H, s 

1 ike) . 
FAB-MSm/z : 210 (M+H) + . 
[ 0 4 5 3 ] 

2) 1- (6 -7^;V- 3 - tTV -5- (1 1 H-tfn-;V-3 - 4 JU 
) - l H-t°9v*-;v- 3 -*^*r>Bfe^f-^j.^T-A' 

4- ( 1 1 H-tfn-;i/- 3 -4)V) -2, 

7fJV (3. OOg) £##$13 l©5-fc K9V>'-2->f^^ 1 jy> (2. 00 g 
) © 7 * 7 - ;V (80ml) tl^20 3»m&nfttS% Ltzo S?fr4&, RtfrifcKBEm ( 3 . 
3ml) MLH^MlILfcc JKJS^«*i*ffiTW*t#ib*t^a 

s-m, i*»>'^^«Lf:c mm. »*£^TS*L#&*Lfc&aE*~>y 

-3-^°Uv;v) -5- ( 1 -7 1 H- tfn-;v- 3 -4 fr) -lH-tf9V"-;v 

-3-*;V#>^f^XfJV (2. 9 6g, 7 0%) £gK££ LT#/c 0 
[0 4 5 4] 

1 H-NMR (400MHz, CDCls) 8 I 2. 62 (3H, s), 3. 58 (3H 
, s), 3. 94 (3H, s), 5. 85-5. 92 ( 1 H, m) , 6. 41-6. 46 
(1 H, m) , 6. 48-6. 53 ( 1 H, m) , 6. 91 (1H, s like), 7 
. 23 (1H, d, J = 8. 1Hz), 7. 66-7. 74 ( 1 H, m) , 8. 53-8 
. 6 0 ( 1 H, m) . 

FAB-MSm/z : 2 9 7 (M+H) + . 
[0 4 5 5] 

3) nm\&m 

1- ( 6 -7 3 - fcf V 5>fl/) -5- ( 1 1 H- tfn-;V- 3 -4 ;V) 

- 1 H- n°9v*-;v- 3 -fc/usK^BM fjvx^fii' (2. 9 6 g) <D*9S — fr (2 5 
ml) (1 5ml) gia-eTfcSMfc'J f-f zMft% ( 0 . 4 7 5 g) 

fc^tU LI. 5 mmW.WVtzo RJD»aR*«EET9* L# tL/i3SaE* 1 N«[Bft*#«LT? 
^fPL, WmLfc|Sl#^amLIIM^% (1. 3 2g, 4 7%) 
[0 4 5 6] 

1 H-NMR (400MHz, DMSO-de) 8 \ 2 . 56 (3H, s), 3. 55 ( 
3H, s) , 5. 7 2 - 5. 7 6 ( 1 H, m) , 6. 6 5 - 6. 7 6 ( 2 H, m) , 6. 
87-6. 90 ( 1 H, m) , 7. 37-7. 44 (1H, m) , 7. 76-7. 81 ( 
1 H, m) , 8.4 4 - 8. 5 0 ( 1 H, m) . 
E S I -MSm/z 12 8 3 (M + H) + . 
[0 4 5 7] 

[##M4 4] 1- (6 -7 b^ry - 3 - try *J)V) -5- ( 4 - H° V 5 >>-;>) -1H 
- 1° 9 v- 3 - # 

[0 4 5 8 ] 
[ft 5 4 ] 




[0 4 5 9 ] 
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1) 4 -T-frf-;v- 2 -^^i*--^ t?v 5 *jy 

3, 3-y^f^7 , ^>-2-t> (2 5. 1 5 g) fcN, N-y'^f JV*iVA75 K 
y^f^T-b^-iV (12 6ml) ^M^^^ml 0 0°C^4 8 BfP^MW L ^ 
RJSl*I^^L7 , iW*^^ftBET^*L, #^>tL/c^a^^ 9J-fr (4 0 0 
ml) , ft^7 (28. 92g) S^ff'J^A^ R->F (15. 3 9 g) 
1 1 8^^»IILfco £<tiL I)0&il£lC 1 b 'J l^vF (10. 2 6 g) 

7X^T3^^b^^^ (17. 8ml) Z bfrm^ffiTfe. MUX 5mm%WL?z 0 K 

Sic, 3N^m*^tR (4 0 0 ml) £#nx.SrUT?l 5 HfWiJE^Lfco RJ&ifcfcRsBfei?- 

4 -T-fe^;V- 2 -tf-frf-lr \£ U 5 v > ( 2 6. 3 4g, 82%) LT#£ 0 
[0 4 6 0] 

1 H-NMR (400 MHz, CDC Is ) 8 : 2. 63 (3H, s), 2. 70 (3H 
, s) , 7. 51 (1H, d, J=4. 9Hz), 8. 74 (1H, d, J=4. 9Hz 
) . 

E S I -MSm/ z : 1 6 9 (M+H) + . 
[ 0 4 6 1 ] 

2) 4- (2-^f^f-t-4-t''J5y-^) -2, 4-yt^V7r/|^f^ 
•f ;v 

T )\s^>W-m%~T, 4-7-bf JV-2-^f;VftK°iJ5-y> (19 7mg) „ Uf9 
A \f.7s (>'J^f;Vy');V) 75 K ( 1 . 0 M<0 -f 1 9 KD7 7 1 . 4 0ml 

) ir/ya^^^f^ (2 7 6 mg) t^ffiv^T, 3 6 O 3 ) i: |Wj#C0^&T' 4 

- (2->f;Vft-4-f'J?y-;l/) -2, 4-yt^V7^>|^f)Vx^t;V ( 

2 9 4 mg, 9 8%) *mfct LTftfc, 
ESI -MSm/ z 1 2 5 5 (M+H) + . 

[ 0 4 6 2 ] 

3) 1- (6-> f^fy-3-^V v;v) -5- ( 2 - ^ - 4 - tf V 5 v~;V) 

- l H- tf 9 V"-;v- 3 -ft/i'jKvBM f-JViXfjv 

4- (2-^f;^t-4-t'U?y-;l') -2, 4-yt^V7^yi^fiV^f 
;v ( 2 9 4 m g ) t ##M 2 CO 5 - t: K 9 >>V - 2 - p< 1 * v V v > ( 1 6 1 m g ) £ 

m^x, ##tH 3 <D2) t mm^mx 1 - (6->f^y-3-H'j^) -5 - ( 

2 4 - tf y 5 v~;v) - l h- 3 -tj;w-k>@£^+;v.^t- 

;v (2 0 4 mg, 4 9%) ^Hf$tU#/; 0 
[0 4 6 3 ] 

1 H-NMR (400MHz, CDCls) § : 2 . 14 (3H, s), 3. 98 (3H 
, s) , 3. 99 (3H, s), 6. 83 (1H, d, J = 8. 8Hz), 7. 03 (1 
H, d, J = 5. 1Hz), 7. 45 (1H, s), 7. 63 (1H, dd, J = 8. 8 
, 2. 7Hz), 8. 16 (1H, d, J = 2. 7Hz), 8. 52 (1H, d, J = 5 
. 1 H z) . 

E S I -MSm/z 13 5 8 (M+H) + . 
[0 4 6 4] 

4) 1- (6 -* h^v- 3 - tfV Vfr) -5- (4-tfV5v-;V) -lH-tT9V- 

1- (6-^ h^rV-3-tTV v;V) - 5- ( 2 4 - tf 7 1 5 v-;V) - 
lH-^7 , /-A'-3-*WJ'K^^7-)l/ (19 8mg) <r>*9J — fy (2 5m 

l) M&c, (iifili, mmtx^xh^ i>(D%^tJ ^y-JK«Lt 

tin*., tf^fil 2 0°C-ei 6^W«#LJt 0 Mj£$uc* on*M 
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^57^ (^;-;i/-^nn*w) -^If^Ll- ( 6 V 3 - ifU Vfr 

) -5 - (4-t a 'J5y-;v) - 1 H - H° 7 V- JV - 3 - * JV f ^-^^ f ;V (1 

2 3mg, 7 1%) *l#iL-C#fc, 
[0 4 6 5] 

1 H-NMR (400 MHz, CDCls) 5 13. 98 (3 H, s) , 3. 99 (3H 
, s) , 6. 82 (1H, d, J = 8. 8Hz), 7. 34 ( 1 H, d, J = 5. 1Hz 
), 7. 48 (1H, s) , 7. 67 ( 1 H, dd, J = 8. 8, 2. 7Hz), 8. 1 
4 (1H, d, J = 2. 7Hz) , 8. 75 (1H, d, J = 5. 1Hz), 9. 11 ( 
1 H, s) . 

ESI-MSm/z : 312 (M+H) + . 
[0 4 6 6] 

5) mmk&® 

1- (6 h^rv- 3 -tT'J v^V) -5- (4-K"y?y^) - 1 H-t?9V-/l' 

- 3 -fc/Hi^SM (12 2mg) ^rffiv^X. #f^9©Bft) O 4 ) |W| 
«&<Wft^liMMfr&» ( 1 0 0 m g, 8 6%) £HH££: Lt#/: 0 

[0 4 6 7] 

1 H-NMR (400 MHz, CDCls) 8 \ 4 . 00 (3H, s), 6. 84 (1H 
, d, J = 8. 8Hz), 7. 37 (1H, dd, J = 5. 4, 1. 2Hz), 7. 51 
(1H, s) , 7. 67 (1H, dd, J = 8. 8, 2. 7Hz), 8. 16 (1H, d 
, J = 2. 7Hz), 8. 78 (1H, d, J = 5. 4Hz), 9. 12 (1H, d, J 

- 1 . 2 H z) . 

ESI-MSm/z : 298 (M+H) + . 
[0 4 6 8] 

[##$0 4 5 ] 5- (5-^^-2-^';^) -1- (2-£°9v-;V) -lH-t" 

7 - 3 

[0 4 6 9] 
[4fc 5 5 ] 




[0 4 7 0] 

1) 5- (5 2 -try v;v) -1- (2-^7^) - 1 H-tf9 v*-;v- 

##$11 3 3W2-tK7yVt"7y> ( 2 . 3 6 3 g ) ##f!l 3 5 <D 2 ) 04- (5 
2 - tf y - 2, 4-yt*V7^|xf)Vi^fiV (5. 0 4g) O 

^^y-;v (100ml) It^2B#flMlltfco RjEJ»[^ai«tBft (2. 6 

5ml) ML1 ^Hin«l«aEL/So RfBJfc* 1 N7_k@Mb+ 1 V 9 

^ftlfL ^nn*;VA-ejfitBL/io MKTfcJf * * n n A"Cfififfi U ^fr* 

ii/;ii^y'J*fJ^7A^nYh^77^- ( T -fe 1 y-^no^ji/A) tiIL5 
- ( 5 -* 2 - tf y v;v) -1- (2-t°7> ? -;i') -ih-h° 7 v-;v-3-* 

(1. 3 3 6 g, 22%) tTWT^fcU^fto 

[0 4 7 1 ] 

1 H-NMR (400 MHz, CDCls) 8 ! 1. 43 (3H, t, J = 6. 9Hz) 
, 2. 34 (3H, s) , 4. 47 (2H, q, J = 6. 9Hz), 7. 23 (1H, s 
), 7. 24-7. 30 (1H, m), 7. 46 (1H, d, J = 7. 9Hz), 7. 5 
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6 (1H, dd, J = 7. 9, 1. 5Hz), 8. 21 (1H, br s) , 8. 2 8- 
8. 32 (1H, m) , 8. 56 (1H, d, 1 = 2. 4 Hz) , 9. 02 (1H, d 
like, J = 1 . 5Hz). 
FAB-MSm/ z : 3 1 0 (M+H) + . 
[0 4 7 2 ] 

2) umc&m 

5- ( 5 -* ^-)V- 2 - tfV v^) -1- (2 - \£y-J=-)V) - 1 H- V"-;V- 3 
n/jK^afti^/l/i^r-^ (1. 470g) »ff7tFn77V (20ml) ^ ^ 

y -;v ( i o m i ) (5mi) m^w^, s^a-eyjcm'fb v * ^-ykmm ( o . 2 

2 2 g) ^»L2 . 5 H$W«M$L£ 0 1 Wgm&&i&*lJax.WL®. (p H 5 - 6 

) t L> ^nn*;K-^;-^ (1 52* 1) 7^*#«})n;L^ U IE^tKS*^^ 
n A - > 9 J - ;v ( 1 5 1 ) IMItttffi U ^M/c^Wf ^r*ft«m^ h V 
^A-CfcjftLfco »«E**JETS*L««'fb-&'» (1. 3 1 5 g, 9 8%) &@ 

Ufffc. 
[0 4 7 3] 

1 H-NMR (400MHz, CDCh) £12. 35 (3H, s), 7. 26 (1H 
, s), 7. 48 (1H, d, J = 8. 1Hz), 7. 58 (1H, d, J = 8. 1, 1 
. 0Hz),8. 24 (1H, br s) , 8. 29 (1H, t like, J = 2. 4 
Hz), 8. 58 (1H, d, J =2. 4Hz), 9. 04 (1H, s like). 
F AB-MSm/z : 2 8 2 (M+H) + . 
[0 4 7 4] 

[##190 4 6 ] 1- (6-n^f->-3-f'Jy;V) -5- ( 1 H - \£ n - ;V- 2 - 4 JU 
) - 1 H - tf 9 V- ^ - 3 - 7J ;VjK ^Sfe 
[0 4 7 5] 
[<fc5 6] 




[0 4 7 6] 

tHJvAxf^yF (1. 63g) <7)^ / (20ml) ift^ 7R<^T~>^ ? 

(3. 10ml) hi - [1- (7x-MJV*-JV) - 1 H - fcf U 2 
--f;v] (2. 4 9 g) SrinxMilt?5i*iai«^Lfeo iOKJ&tRt-, # 

mm l(7)5-tK7y7-2-^ F^rvtiV i> (2. 52g) t J - to (2 

0ml) ^Jn^l4. 5PlF B lJDlIit/:o RtS»«*«ET«*U»e>ftfc3« 
^^^i^;vt|^nRm7jc*^- h 'J * A Tfcigifcfcijn U J5 £ 7jcJf £ Wflk*- f-fri? 

#e>tLfe3Sat*'> V *W?A^D7 h^7"7^ - (S^^;v-^-9->) -CJfiMftL 
1- (6-^ b^y-3-t°'JyiV) -5- [1- (7x-;w;v*-;v) -lH-tfn 
2 --T;v] - 1 H-tT9V*-;V- 3 - *>#>SS^^r^ (3 . 2 8 g, 7 
2%) fcflMfcWfc LTWfc 0 ^(7)^^;u^Xx;V# (3. 2 8 g) <D^/-;V (2 2m 

i ) mm~. i N7xm<bt- a 7 jcv» c 2 2 m 1 ) *unx.MT? 2 s wiuiLfco r 

(Siftfc: 1 N«»7K»*S:Jn^^CfcH#*«flSlL*«'fl:^» (1. 4 0g, 6 8%) £@ 
[0 4 7 7] 

1 H-NMR (400 MHz, DMSO-de) S : 3 . 94 (3H, s) , 5. 49- 
5. 51 (Iff, m) , 5. 98-6. 00 (1 H, m), 6. 87-6. 89 (1 H, 
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m) , 6. 98 (1H, dd, J = 8. 8, 0. 5Hz) , 7. 08 (1H, s) , 7. 
80 (1H, dd, J = 8. 8, 2. 7Hz), 8. 25 (1H, dd, J = 2. 7, 0 
. 5Hz) ,11.39 (1H, br s). 
ESI-MSm/z : 285 (M+H) + . 
[0 4 7 8] 

[##00 4 7] 5- (5 -^f-;v- 2 -try -1- (3 - try yy-ju) - 1 h- 

[0 4 7 9] 
Hfc 5 7 ] 




[0 4 8 0] 

1) l- (6 nn- 3 -try ^v-;v) -5 - ( 5 - * -^a-- 2 - tf U v;V) -1H 

3-^nn-6-tK7yVt°'J^'y> (3. 4 4 g) £ 3 5 <D 2 ) <D 4 - ( 5 

2 - tfy -2, 4 - > t V 7'^ yfxf jvx^ r (5. 5 6 g ) <D 

x-? y -;v (60ml) #fSC Mia-cjft&m ( l . 2ml) 1 1 6 i$ffl2ni&SiifC 

LI - (6-^nn-3-tf'J^^) -5 - (5-^f^-2-t: l JyJV) - 1 H- 
t'7V v ^- 3 -AiHylifJ^^T^ (4. 4 8 g, 55%) £#*r 0 
[0 4 8 1 ] 

1 H-NMR (400 MHz, CDCls) * I 1 . 43 (3H, t, J = 7. 0Hz) 
, 2. 34 (3H, s) , 4. 46 (2H, q, J = 7. 0Hz), 7. 19 ( 1 H, s 
), 7. 51 (1H, d, J = 7. 8Hz), 7. 57 (1H, dd, J = l. 0, 7. 
8Hz), 7. 68 (1H, d, J = 9 . 0Hz), 8. 08 (1H, d, J = 9. OH 
z) , 8. 2 1 ( 1 H, d, J = 1. 0 H z) . 
FAB-MSm/z : 3 4 4 (M+H) + . 
[0 4 8 2 ] 

2) 5- (5-^^^-2-try yjv) - l- (3 - tf y yy—*/) -lH-tr^v'-^ 

1- (6 -9UU- 3 -tfy try=-)V) -5- (5 ^;v- 2 -try v;V) - 1 H- 
H 0 7 y-;i/- 3 - *;v#>|xfjvxxt* (2. 5 8 g) y (70ml) : M 

mz., ififlO%^9^A-R* (1. 2 7 g) fc^t7>^-vA (2. 6 1 5g 
) ^»L7 5 °C-C 1 fSWSE^Lfco S^ts ^»E#*»Bll Litifci&i&fclftJEETS?* L 

^fc^fc^^fc^A^^tfeifrU te 7 jc«+ h y 7Atm U^o ».3UflL v#«^r 
?JtiET^* L# e y 'J * * 5 A ^ n v > ^7^- (^ ^y-;v-^nn 

*;VA) t?ffi«L5- (5-^f^-2-f'Jy» -1- ( 3 - tT y ?y=.)\>) -1H 
- \£?v*-)V- 3 -*^)}J>ixfJl'X^f)l' ( 1 • 1 2 6 g, 4 9%) 4:@#tU# 

fco 

[0 4 8 3 ] 

1 H-NMR (4 0 0MHz, CDCls) * : 1. 43 (3H, t, J = 7. 1Hz) 
, 2. 32 (3H, s) , 4. 47 (2H, q, J = 7. 1Hz), 7. 21 ( 1 H, s 
), 7. 51 (1H, d like, J = 8. 0Hz), 7. 55-7. 61 (1H, m 
), 7. 66 (1H, dd, J =4. 9, 8. 5Hz), 8. 07-8. 13 (1H, m 
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) , 8. 19 (1H, br), 9. 12 (1H, d d , J = 2. 5, 4. 9 H z) . 
ESI -MSm/z : 3 1 0 (M + H) + . 
[0 4 8 4] 

3) «»ft;#to 

5- (5 2 - try v;v) -1- (3-trv^v-;v) - 1 h- tr^-/-^- 

3 -^W-K^-^^-^t^V (1. 1 2 6 g) <7)fF7tFn77> (20ml) . ^ 
37 y - ;V (1 0 m 1 ) Rtf* (20ml) mm~, g.Ul?&8Mk 0 "f - * A ->jC» ( 0 . 
1 7 3 g ) L 2 . 5 HHilffLfc, KJfcifcfc 1 NttHfc*C»ifc*fin*.BM4 ( p H 5 ) 

U ?dd*m-^^-* (153tl) ^iraiML?to lEte**** dd*;va 
(l 5*fi) tftfflU ^*fct*im«»t h 'J ^^CTKftL* 

0 »3U&, -M^iJ±T^*L«^tl (0. 6 8 8 g, 6 9%) Ltff: 0 

[0 4 8 5 ] 

1 H-NMR (400MHz, DMSO-de) 5:2. 27 (3 H, s), 7. 37 ( 
1 H, s like), 7. 67-7. 79 (2H, m), 7. 97 (1H, dd, J = 
4. 6, 8. 3Hz), 8. 08 (1H, d, J = 8. 3Hz), 8. 14 (1H, br 

s) , 9. 2 9 (1 H, d, J = 4. 6 H z) . 
E S I -MSm/z : 2 8 2 (M+H) "'" . 
[0 4 8 6 ] 

[##004 8] 1- (6-^ ^v-3-trV v;v) -5- 
) - 1 H-H°9 V-;^- 3 -a/HFJ'Bfe 
[0 4 8 7] 
Mb 5 8 ] 




[0 4 8 8] 

1) 1- (6 3 -try i^V) -5 - ( 1 H-tTu-;v- l ;v) - 1 H- 

tr^y-^- 3 -*;^^>^Ji'f-;v^^T-;i' 

tHJ^AiF^-yK (3. 40g) cotert - y"f-)V^ J-)]sJL-f-)V (3 0ml) 
mmwLK^ m.UX^sz.vm.Vx-T-fr (6. 79ml) < hinx., 60°C-C10^ 

TO&Lfco RJStfcKT* b - > V ;V (2. 6 1 m 1 ) &*9>o < *) hjjnx. 4 BSHMMSfE 
Lfzo ^C7tm#:*Ml3tL 1 -*/T J - 3 -J. 3 -**V- 1 -~7°n^ 

>-2-t-;Vtf'J')Al (6. 17g, 7 5 %) *mfc£ Ltftfc, ##00 2 <£> 5 - 
kF7y7-2-^Ryf'Jy> (5. OOg) <7}^ 7 - ;1/ (100ml) 
lMSR-x^y-^ifft (3 6. 0ml) 2:_hSBl -V7V-3 -J-h*->- 3 
V - 1 - y'n^y - 2 -t-^t PJ 7A£ (5. 8 6 g) £3lx. 1 6 ftmftl&JtflE Lfc 

* L# ^ tifcil^ y 'J * 7-'iV * 7 A ^ n v >7 7 7 ^ - (fttxf ^-A+t^) Trffi 
lL5-7<;-l - ( 6 - ^ 1 v - 3 - t° y v;v) -lH-h°7V-;v-3-* 

(5. 0 9g, 5 4%) Lt#/; 0 £ O 5 - T 5 7 9 V- 

( 2 . 6 2 g ) tf>ftm (5 0ml) i&fltfc, 2 , 5->VF^->tF7tKn77^ 
( 1 . 9 4ml) £ #Px. 3 ftliqftlJft&aC L^o RJEfe#iBIE*«ffiT«* U# <b ti/i 

f^5 7^- (^iif jb-Adffy) tiiii- (6 i ^~>- 3 - try v;v) - 
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5- (1 H-tfn-;u- l -4 fr) - 1 H- \£y\T-)V- 3 -*;v#>ixf ;vxxfJV 
(2. 92g, 9 3%) £HI#£: LXntZo 
[ 0 4 8 9 ] 

1 H-NMR (4 0 0MHz, CDCls) 8 11. 43 (3H, t, 1 = 7. 1Hz) 
, 3. 94 (3H, s) , 4. 46 (2H, q, J = 7. 2Hz), 6. 28-6. 30 
(2H, m) , 6. 6 4 - 6. 6 5 (2 H, m) , 6. 72 (1H, d, J = 9. 3Hz 
), 6. 92 (1H, s) , 7. 42 (1H, dd, J = 8. 8, 2. 7Hz), 8. 0 

0 (1H, d, J = 2. 4 H z) . 

E S I -MSm/ z : 3 1 3 (M+H) + . 

[0 4 9 0] 
2) |R|Iltl=rtJ 

1- (6 3 - tfy v;V) -5 - ( 1 H- \£u~-)V- 1 ->f ;v) — 1 H — k? 

y-/~)V- 3 -1j )V^y^.^~f-)V^.^7-)V (2. 9 1 g) Oi^;-Jl' (3 0ml) fcr- 
F5tKn75> (15ml) rl^MK, 1 NTKSMbf" h'J7 A 7 Jc}#?ft (15. 0ml 

ft (2. 9 6g, fcift) *@fttLt^„ 
[0 4 9 1 ] 

1 H-NMR (400MHz, DMSO-de) 8 13. 87 (3H, s), 6. 2 1- 
6. 22 (2H, m) , 6. 8 8 - 6. 9 0 (3 H, m) , 7. 02 (1H, s) , 7. 
61 (1H, dd, J = 8. 9, 2. 8Hz), 8. 00 (1H, d, 1=2. 7Hz) 

ESI - MSm/ z I 2 8 5 (M+H) + . 
[0 4 9 2 ] 

[###0 4 9 ] 5- (5-* h^v-2-H" 1 ; Vfr) -1- ( 6 f;V- 3 - tf V 
) - 1 H- tf9V'-^- 3 
[0 4 9 3 ] 
[it 5 9 ] 




[0 4 9 4] 

1 ) 5 h V v> - 2 -7J W>f£N-^ h^y-N-^f;V7 5 K 

7;1/^>#I^T, 7fclrffc+ h V *A (5 5 % in oil, 12. 6g) ©v^f 
WH + yF (100ml) 0 "Ci^PT 5 - H Kn ^ v- 2 - > f;l/ tf 'J v 

> (3 0. 0 g) O^mW^rfK (2 0 0 ml) ?M£ 2 0 ^Wj-T^Tlsu 
3 5fl-W*#L:fco raa-C, Rl£ifcK:3'Hfc.*f->l' (18. Oml) 4:1 5^^1ttiT 

b'j-jA Lfco m$m> mmrmm*^ u 5 h * v- 2 - ^ 

'Jy> (18. 7g) *#fc 0 ^ (18. 7 g) (18 7ml) ft 

iftfc: % (33. 7 g) £ftnx.6 2^fK»I1L/:o MJS^^i: 

«W*U 5-> h^rv^V v^-2-^;V^>m (1 9. 1 g) *%?z 0 Wbtltzm 
*f$jlft (19. lg) , N, O-y^fiVt Fn^fyJ? VffiSfcS (16. 3 g) , 3 - 
(3 - V* f;V7 5 7 tf;l/) - l -if ; FMI (3 2. lg) , 

l-HKn^y^>V*F'J7V-JV (2 2. 6 g) (DV?uu*fy (2 5 0 ml) MM 
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otT^Vif^rr/ (4 6. 6mi) Mu-?i4$%m 

(tf=l|.x?-;l/- y- UD*JI/A) T-fflM L 5 — ^ f^yt°'Jy>-2-* /l/tf? - ^ h 

^y-N-^fiVT? F (1 5. 3 g, 5 1%) t t"C#/to 

[0 4 9 5] 

1 H-NMR (400MHz, CDCls) 5 13. 44 (3H, s) , 3. 79-3. 
84 (3H, m) , 3. 91 (3H, s) , 7. 24-7. 28 (1H, m), 7. 75 

(1H, d, J = 8. 5 Hz) , 8. 30 (1H, d, J = 2. 9 H z) . 
FAB-MSm/z : 19 7 (M + H) + . 
[0 4 9 6] 

2 ) 1 - ( 5 - * h * is M ] ) v > - 2 - >f /U) 9 J y 

T )V rf/'lti^T, 5 - h 3f is tf U v > - 2 - * ^*>^N - > h^y-N-pif ;V 
TUMI 5. 3 g) fc^-r/HJf-^A (0. 9 8M«yif^i-f;^t, 8 7. 5 
ml) t^ffiV^X, ##15!) 3 6 O 2) R«W^T? 1 - ( 5 - * Y * v tf V v V - 2 - 
xf;w) (5. 4 1 g, 46%) MifcLtffco 

[0 4 9 7] 

1 H-NMR (40 OMH z, CDCls) <5 : 2 . 69 (3H, s) , 3. 94 (3H 
, s), 7. 27 (1 H, d d, J = 8. 5, 2. 9 Hz) , 8. 06 (1H, d, J = 
8. 5Hz), 8. 34 (1H, d, J = 2. 9Hz). 
FAB-MSm/z: 152 (M+H) + . 
[0 4 9 8] 

3) 4- (5-^ h^v- 2 - tfy >?;V) -2, 4-y*^f77 , ^Sif^r^ 
r;V^^#ffl^;T> th'J'JAxh^J/K (4. 8 6 g) <75J^y--;V (5 4ml) v# 

•m~, Ifityavlyxfji- (9. 70ml) SriD*.*:^ RJ&fSfc 1 - ( 5 - * h * 

v tf v v y - 2 - 4 ;v) ^ y- y > (5. 40g) <dz-9 ; - ;v ( 5 4 m 1 ) ?#Y&£?ST L 

iL/: 0 asm, »ffiT***#* L4 - ( 5 - * b * v - 2 - tf 'J v )V) - 2 , 4 - 
t^V^>Sxf^f^ (5. lOg, 5 7%) fcH-fci: Lt#/c 0 
[0 4 9 9] 

1 H-NMR (400MHz, CDCls) B I I. 39-1. 43 (3H, m), 3. 
96 (3H, s) , 4. 37-4. 42 (2 H, m) , 7. 31 (1H, dd, J = 8. 
8, 2. 9 H z) , 7. 60 (1H, s), 8. 16 (1H, d, J=8. 8Hz), 8 
. 38 (1H, d, J = 2. 9 H z) . 
E I -MSm/z ! 2 5 1 (M + ) . 
[0 5 0 0 ] 

4) 5- (5 -* l^~>- 2 -try v;i/) -l - (6 3 -tfy v;v) -ih- 

tf 9 V*— fr— 3 -*Jl/f>ixf jl/X7xfiV 

4- ( 5 —* h v- 2 - try v;V) -2, 4 - v * ^ V 7*9 yfxf;Vx^ x ^ (4 
. 7 9 g ) ###fl 3 1^5-t K7yV-2-^f;vt°'J^> (2. 3 5g) <D*-9 S 

-;v (96mi) i b# mMkmrntit, m&mmwL ( 5 . 47ml) ^tin^. hi: 

6 3 B#Ffl»M^ L>to RiSifcKl&tfn&l***?- h '1 * * n n *;v A 

( 5 - * h ^ v - 2 - tf y v;v) - l- ( 6 - ^ 3 - tf y v;V) — 1 H — tf 9 y- 

;v- 3 -*;V^>^jc^;vjl^-t;V ( 1 . 4 9 g, 2 3%) Lt#/: 0 
[0 5 0 1 ] 

1 H-NMR (400 MHz, CDCls) * I 1 . 4 1-1. 44 (3H, m), 2. 
59 (3H, s), 3. 86 (3H, s) , 4. 43-4. 48 (2 H, m) , 7. 16 
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-7. 34 (4H, m) , 7. 71-7. 73 (1 H, m) , 8. 19 (1H, d, J = 

2. 8Hz), 8. 38 (1H, d, J = 2. 4Hz). 
FAB-MSm/z : 3 3 9 (M+H) + . 

[0 5 0 2 ] 

5) SUgft^ 

5- ( 5 h 2 - tf'J -1- ( 6 3 - tT V vOV) — 1 H — tf 

7 7 , -iV-3-*JV**>Sxf^til' (1. 4 8 g) £fflV>T, 9 O B &) <D 

4) bmm<z>-%&-?mmk&® (o. 9 7o g , 71%) ^@#tLt#7t 0 

[0 5 0 3 ] 

1 H-NMR (400MHz, DMSO-de) 8 \ 2 . 53 (3 H, s) , 3. 84 ( 
3H, m) , 7. 23 (1H, m) , 7. 34 ( 1 H, d, J = 8. 5Hz) , 7. 45 
-7. 48 (1 H, m) , 7. 63-7. 67 (2 H, m) , 8. 16 (1H, d, J = 

3. 2 H z) , 8. 37 ( 1 H, d, J = 2. 7Hz), 13. 03 (1H, br s) 

FAB-MSra/z : 3 1 1 (M+H) + . 
[0 5 0 4] 

[##^J5 0] 5- (5-^;V- 2 -tf V -1- (2 - fcf 1 j ^ ~J=-)V) -1H- 

t° 9 V ;v - 3 - * )V >M 
[0 5 0 5 ] 
[it 6 0] 




[0 5 0 6 ] 

1) 5- (5 2 -tf V -1- (2 - tTU 5 -iH-tf9v*-;v 
- 3 

#fi3 5 2) (7)4- (5-^f-;V-2-H°0 -2, 4 - yi^rV/^ >lxf 

;yjr.x r ^ ( 2 . 1 4 g ) t ##M 3 4t02-tK5y7ii'J5y> ( 1 . 0 0 g ) 
9 J -)V (43ml) mmWLK. WBlVWSL ( 2 . 60ml) * iNk 1 6 B#^M?l?>t L 
fco ^Yik. Wk&M (2. 9ml) SrtnxJEt*l 1 OfrmtiatkMifoLfco &fc$t> KfcWL 

(7-tf>-h^>) tilts- (5 2 - tfy -1- ( 

2-t°'J^y-;V) - 1 H- tf 3 -^jH'yfxf jVx^riV (l. 2 2g, 

4 3 %) U#f: 0 
[0 5 0 7] 

1 H-NMR (4 0 OMH z, CDCls) 8 I 1 . 42 (3H, t, J = 7. 2Hz) 

, 2. 34 (3H, s), 4. 45 (2H, q, 1 = 7. 2 H z) , 7. 22 (1H, s 
), 7. 29-7. 31 (1 H, m) , 7. 44 (1H, d, J = 8. 1 H z) , 7. 5 
4 (1H, dd, J = 8. 1, 2. 2 H z) , 8. 21-8. 22 ( 1 H, m) , 8. 7 

2 (2 H, d, J = 4. 9 H z) . 

E S I -MSm/ z I 3 0 9 (M + ) . 
[0 5 0 8] 

2) Mft£4fe 

5- (5 2 -fcf'j - l- (2 -ey s- v-;v) - l H- v*-;v- 

3 -*;v^>ixf;vx^f;i' (1. 2 1 g) »t h 9 t KD7 y > (24ml) tMfc 
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„ ^WefcmtV A— ( 0 . 181g) «i (12ml) ilt^IT L 3 R#H3 

tmufco Rjsatt, iN^m7XM(4. 30 mi) *ipx.**ou 7K^^-^- 

^nn*)H (1**10) »'fr»«*Jnx.#»LU fll©gI*iteTg*L#^ii/: 

fc"e«»ffr&''» (1 . 0 1 g, 9 2%) ilfittl 

[0 5 0 9 ] 

1 H-NMR (400MHz, DMSO-de) 8 \ 2 . 2 7 (3H, s) , 7. 31 ( 
1 H, s) , 7. 61-7. 72 (3 H, m) , 8. 11 (1 H, s) , 8. 86 (2H 
, d, J = 4. 9 H z) , 1 3. 1 1 (1 H, b r s) . 
E S I -MSm/z : 2 8 1 (M + ) . 
[0 5 10] 

[##W5 1] 1- (6 -* l^v - 3 - IfU y 9 J-fr) -5- (2-tf9v-;V) -1 
H-tf9V"-^- 3 
[0511] 

[lb 6 i] 




[0512] 

1) 1- (6 -*nn- 3 - tf V y*J~fr) -5 - (2-t°9v-;V) -lH-tf^V- 
;v- 3 -*;v^>^^ ■f-fr^xf- n* 

- 7 8°C^*PT\ 1 - (2 -tf - 1 -^^y > (6. 1 0 g) Ox f5tK 

uyyy (5 0ml) Ml:, 'J?-* A If* (h y y-f-^vy ;v) 75K (1. OMOr 
h?tKn7?>'** 1 55. 0ml) »£4 5OT#Uo M^yi^iy^ 
f-;v (8. 8 5g) ^iil O^PIlfft, i^Clfii:IL^#e2. 5R#W&fci$L;fc 

0 RS^v^f-;V^-x^7)c&jjn;i^mU ^cJitc 1 W&mfc&WL (5 5ml) *m 

, «Jf£^fr^fi7WMf- h ij ^ A-cftflfcLfeo *SU^> «ffiTill^*U- (2 
-tf^v-;!/) -2, 4-yt^77^S^f^r^ (10. Og, 9 6%) &@ 

#tu#fco iw7^7i^f;vx7fWfi»Si (6. 2 7 g) o^y-;v ( 

15 0ml) MC, 3 on- 6 K9vV tfy (4. 3 5 g) Mx. 1 

8 . 5 ^MltL/:c Mfc, RtDft^aiam (0. 750ml) £ in it 2 B#H«5t 

*tL7to RjSm^ra^^^^f^nRi^x*^ h y ^ A7Xv#^^t)nx.^L, 

y-;i/£Jn£, 1 - (6 -*nn- 3 -tfy y 9 J-fr) -5- (2- 

\£^V=-Jl/) - 1 H-t°7 3 -7j;V^>@t^ f^^f^ (5. 7 4g, 60% 

) ^@#at#/: 0 

[0 5 13] 

1 H-NMR (400MHz, CDCls) 5:4. 02 (3H, s), 7. 33 (1H 
, s) , 7. 72 (1H, d, J=9. 3Hz), 8. 16 (1H, d, J = 9. 0Hz 
) , 8. 42 (1H, dd, J = 2. 4, 1. 5Hz), 8. 57 (1H, d, J = 2. 
7Hz) , 8. 9 0 (1H, d, J = l. 5Hz) . 

E S I -MSm/z : 3 1 7 [ (M+H) + , 3 5 CI] , 319 [ (M+H) + , 3 7 
CI]. 

[0 5 14] 

2) mmit^m 
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1- (6-^nn-3-li 0, Jfy-;V) -5- (2-tf9v-;v) -lH-H^V-Jl' 
- 3 -JDV^yW.* (6. 25g) o^?;-^ (50ml) fcf ^7tF 

n77> (10 0ml) mmmz.^ liaft HJ^A^f^yF ( l . 60g) 
BirWLf:c It, RJaJifcfc 1 N7KMiti- Y V *7 ATKiM (4 0. 0ml) fcjjnx. 1 9 

th'JfA L fc„ ilSIt, ^ETil * L# <b tLfcSiat >* * y* - )\< t v xf 
;vji-x;v^*nx, 4C/J#«,lLII^i (4. 3 7g, 7 4%) ^SftLT 

[0 5 15] 

1 H-NMR (400MHz, DMSO-de) 5:4. 04 (3 H, s) , 7. 51 ( 
1H, d, J = 9. 3Hz), 7. 55 (1H, s), 8. 06 (1H, d, J = 9. 3 
Hz), 8. 49 (1H, dd, J = 2. 4, 1. 5Hz), 8. 62 (1H, d, J = 
2. 4Hz), 9. 07 (1H, d, J = l. 5Hz). 
ESI -MSm/z : 2 9 9 (M+H) + . 
[0 5 16] 

52] 5- ( 5 - 7;V*u - 2 - tf U v;v) - 1 - ( 3 - fcf 0 v - 1 H - fcf 
9 V—fr — 3-77 ;VsJ?>& 
[0 5 17] 
Ub6 2] 




[0 5 18] 

1) 5- (5-7?;-2-t"'Jy;V) -1- (3-fcfV^;V) - 1 H - fcf 9 V- ;V- 3 
-A;v^>txf;vx^r;v 

##00 4 1(04) O 5 - [ 5 - (tert-7f^y*^-;V7^) - 2 - kf 'J v 
;v] -4, 5—/t Kn-5-t KDdpy-1- ( 3 - V - 1 H - tf 9 V—fr- 

3 -7j;v**>^^^;v^^x;v (l. 2 o 5 g) o^y-;v (3 0ml) §SC, ifiM. 
m ( 0 . 5 9ml) £ Jnx. 1 4 B#P B WnMifL Lfco RJ£»*E*:«JEETS* M# 

A-e^L/Co f«SiJm> ?II^?)tlET^* L# ft^»SS* y '1* 5 A 7 n v f 7' 
9-74- (^^7-JV-7nn*;VA) till, 5- ( 5 - 7 5 y - 2 - fcf V v;v) - 
l- (3-tfVv^v) - l H- fc°7 v'-;v- 3 -7j;v^>Sl^^;v-^7.7";v (6 0 9 mg 

, 6 9%) «!glfcU#fco 
[0 5 19] 

1 H-NMR (400MHz, CDCls) 511. 42 (3H, t, J = 7. 1Hz) 
, 3. 85 (2H, br s) , 4. 45 (2H, q, J = 7. 1Hz), 6. 95 (1 
H, dd, J = 8. 5, 2. 9Hz), 7. 15 (1H, s), 7. 20 (1H, d, J 
= 8. 5Hz), 7. 35 (1H, ddd, J = 8 .. 3, 4. 9, 0. 7 Hz) , 7. 8 
4 (1H, ddd, J = 8 . 3, 2. 7, 1. 5Hz), 7. 93 ( 1 H , dd, J = 2 
. 9, 0. 5Hz), 8. 53 ( 1 H, dd, J = 2. 4, 0. 5Hz), 8. 57 (1 
H, dd, J=4. 9, 1. 5Hz). 
ESI -MSm/z : 3 1 0 (M+H) + . 
[0 5 2 0] 

2) 5- (5 -7)Vtu- 2 - tf V v;i/) -1- (3-tfVv;V) - 1 H - tf 9 v*-;v- 
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3 -*;v*'>|xf;i/xxf ^ 

5- (5-75/-2-^'J S J)V) - 1 - -lH-t'7 V"- ;V- 3 - 

jJM^IxfjVxXrJV (6 0 4 mg) <nz~* J —)\/ (3 0ml) iSSfcH, 4 2%ff 
57Hn*^| (1 5ml) *fln*.;fco RE* KOt^TIIfif ^ (1 5%^* 
3. 9ml) *DDxt2 0 5"B«#L3to afeftC^f^-f ^ (2 0 

omi) t*^>- Y\z.xv^)\<^-T)\'*m%^m&w}fcMo*%tz 0 z.<Dm;\km 

\zY)Vz-y (5 0ml) lliiDlI«L/;o £0£i#«}$I±T^* L 

l/co atB0&, v«^Mi±TW* l# ^ ti&mm.* -> >; * 

?DV^*77^- (^^r-9->-I^^-^;V) -e*f$^L5- ( 5 -7)V*U- 2 - tf 1 J *J 
)V) -1- (3-fiJy>) - 1 H-t^V-iV-S-A^'fVf xf ^xxf (2 8 
2mg, 4 6%) *mi*t Lt#7to 
[0 5 2 1 ] 

1 H-NMR (400MHz, CDCls) S \ 1 . 42 (3H, t, J = 7. 1Hz) 
, 3. 85 (2 H, br s) , 4. 45 (2H, q, J = 7. 1 H z) , 6. 95 (1 
H, dd, J = 8. 5, 2. 9Hz), 7. 15 (1H, s), 7. 20 (1H, d, J 
= 8. 5Hz), 7. 35 (1H, ddd, J = 8. 3, 4. 9, 0. 7Hz), 7. 8 

4 (1H, ddd, J = 8. 3, 2. 7, 1. 5Hz), 7. 93 (1H, dd, J = 2 
. 9, 0. 5Hz), 8. 53 (1H, dd, J = 2. 4, 0. 5Hz), 8. 57 (1 
H, dd, J = 4. 9, 1. 5Hz). 

ESI -MSm/z : 3 1 3 (M+H) + . 
[ 0 5 2 2 ] 

3) mmt&m 

5- (5 -yji/*u- 2 -if V y;v) -l - (3-t''Jy^) — l H — tf ^ V— ;v — 3 
- 77 jv^'yfxf jl/X^rJV (2 8 2 mg) co^^y-;v (10ml) ilsll^ l^t 1 
NlkWtiki- Y l ) V A7jC?M ( 2 . 7ml) £iOx. 2 Bf Rg&# Lfz 0 Mi^ffiT^* 
L#^tL^,^lC7jct 1 N«7jc^m (2. 7ml) £in£T#rffl1-£II#£iSPDtU H 
Sft^ifc (2 4 9 mg) &l#Ut#/;o 
[0 5 2 3 ] 

1 H-NMR (400MHz, DMSO-de) d I 7 . 38 (1H, s), 7. 50 ( 
1H, dd, J = 8. 3, 4. 9Hz) , 7. 7 8 - 7. 9 0 (3 H, m) , 8. 41 ( 
1H, d, J = 2. 2Hz), 8. 53 (1H, d, J = 2. 4Hz), 8. 62 (1H 
, dd, J = 4 . 9, 1. 2 H z) . 
E S I -MSm/z : 2 8 5 (M+H) + . 
[0 5 2 4] 

[##0115 3] 1- (6 h^v- 3 -tTU i^;V) -5- (4 h^f y- 2 - y 
;v) -lH-t'7V-^-3-*)V**>S 
[0 5 2 5] 
[ft 6 3 ] 



OMe 




[0 5 2 6 ] 

l ) 4 - ^ h 3=- v tf y y > - 2 - * h 'j ;v 

h^r'>tf U yV-N-t*y F (8. Og) OT-fel 
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- h U ;V (16 0ml) h y ^fJV7 $ > ( 1 7 . 8ml) ^rJPx.> h'J^ 
y'JiVy7-K (2 4. 1ml) fciftT L2 0 frmffiWfe. Mfc 1 4 B|F B lMISL^o 

114-^ b^yt:'Jy>-2-*;^f-f'J;V (1. 57g, 1 8 %) LT# 

/to 

[0 5 2 7] 

1 H-NMR (400 MHz, CDCls) 8 : 3. 91 (3H, s) , 7. 00-7. 

02 (l H, m) , 7. 22 ( 1 H, d, J=2. 4 Hz) , 8. 51 (1H, d, J = 
6. 0 H z) . 

E I -MSm/z : 1 3 4 (M + ) . 
[0 5 2 8] 

2 ) i - ( 4 - ^ 1 * v - 2 - tf y v ;v) * y ^ 

T;V3->#|H^T, 4 h dpv' tf y *J>- 2 -li))/7$=. y y ;v (1. 5 6 g) Orh 
7tKU77> (3 1ml) mWil". - 7 8 °C\ZX9kit* ^ )VT ? ? A (0. 9 3M 
©ff7tFn7 7>i«, 13. 8ml) fcfiST L 1 5 L7to Ottl 5^1 

h y >7A-e^L/io «SU^ M*MM*b#e>tLfc^^*vy ^>*7^nv 
h^77^- (^^r^y-I^^^;l-) tilLl- (4 h +y- 2 - tf y .x. 
(1. 3 0g, 7 3%) *@#iUHfco 
[0 5 2 9 ] 

1 H-NMR (400 MHz, CDCls) <5 : 2 . 72 (3H, s), 3. 91 (3H 
, s), 6. 97-6. 99 ( 1 H, m) , 7. 57-7. 58 ( 1 H, m) , 8. 48 

- 8 . 5 0 ( 1 H, m) . 

ESI -MSm/z : 152 (M + H) + . 
[0 5 3 0] 

3) 4- (4-^ f^fy-2-tf'Jy^) -2, 4 - ; Jt* V ~7 9 

1- (4_^j>drv-2-H°yy;V) (1. 28g) tL^d ( 2 

. 30ml) t£JSV>T. ##$13 t|WJ#0^1?4 - ( 4 - ^ h * v - 2 - tf y V )V) 
-2, 4-^t^V7*^>'tif^T;V (0. 7 1 3 g, 33%) *Mfat Lt#/: 

o 

[ 0 5 3 1 ] 

1 H-NMR (400MHz, CDC 1 3 ) $ : 1. 39-1. 43 (3 H, m) , 3. 
96 (3H, s) , 4. 3 7 - 4. 4 2 (2 H, m) , 7. 0 3 - 7. 0 5 ( 1 H, m) 
, 7. 72 (1H, d, J = 2. 8Hz), 8. 02 (1H, s), 8. 50 (1H, d 
, J = 5 . 6 H z ) . 
ESI -MSm/z 1251 (M + ) . 
[0 5 3 2 ] 

4) 1- (6 h^rv- 3 -tfy 9 Jfr) -5- (4-^Ky-2-t''Jy» -1H 

- 3 - #;W1?>@£ji-f-;v:r.XT-;V 

4- (4 1 3r v- 2 - t° 'J v;V) -2, (0 
. 6 9 1 g ) t ##M 2^)5-tF7y7-2-/l-^yli , Jy> (0. 383g) t £ 
ffl^t, ##M4t^»0^1- (6 3 - bfy v^) -5- (4-^h 
+ y-2-t°'Jy^) - 1 H-H'77*-^- 3 - AJV^'/fif J^Xf^ (0. 473 
g, 4 9%) ^@#tLT#f; 0 
[0 5 3 3 ] 

1 H-NMR (400 MHz, CDCls) § I 1 . 41-1. 44 (3 H, m) , 3. 
82 (3H, s), 3. 95 (3H, s), 4. 43-4. 48 (2 H, m), 6. 75 
-6. 78 (2 H, m) , 6. 89 (1H, d, J = 2 . 4Hz), 7. 25 (1H, s 
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), 7. 68 (1H, dd, J = 8. 8, 2. 4Hz), 8. 11 (1H, d, J=2. 
4Hz), 8. 33 (1 H, d, J = 5. 6 H z) . 
FAB-MSm/z : 3 5 5 (M+H) + . 
[0 5 3 4 ] 

5) nmvc&m 

1- (6 -* h^rv- 3 - tf V Vfr) -5- (4 -* Y **y- 2 - tf'J v;V) - 1 H- 
tfv 3 -*il'**>'|ifiH^fJl' (0. 4 1 6 g) <n*9s—)\/ (6. 3 m 1 

) fc^b9tKn79> (6. 3ml) Ifit 1 N7jt@Mb+ h V Ajfc»«t 

( 2 . 2 3ml) fcflnx. 5 ftPlWL/; 0 RJ&ifcK 1 N*Bfc*t#ifc ( 2 . 23ml) * in 
x.r+jfn^ 7Kfc^nn^;i/A=Srijnx.T^fSL7to tK® *r * n n T? 2 UltttB 

% (0. 3 5 3 g, 9 2%) *l#iUttfc, 
[ 0 5 3 5 ] 

1 H-NMR (400 MHz, DMSO-de) 8:3. 86 (3H, s), 3. 89 ( 
3H, s) , 6. 88 (1H, d, J = 8. 8Hz), 6. 93 (1H, dd, J = 5. 
6, 2. 4Hz), 7. 29 (1H, d, J = 2. 4 H z) , 7. 37 (1H, s) , 7 
. 69-7. 72 (1H, m) , 8. 14 (1H, d, J = 2. 8Hz), 8. 24 (1 
H, d, J = 5. 6Hz), 13. 05 (1H, br). 
FAB-MSm/z:327 (M+H) + . 
[0 5 3 6] 

[##M5 4] 1- (6 h^~>- 3 -t°V -5- ( 4 - * 2 - tT 'J 

) - 1 H- tf 9 3 -fc/HtfS'Bfe 

[0 5 3 7] 
[-ffc 6 4 ] 




[ 0 5 3 8] 

1) 4 -f-znf U P>- 2 -%)Vtf~ Y ij JU 
4-^f^t°'Jy>-N-t^ryK (6. OOg) *fflv>t, #fi5 3Wl) tWlW. 

cD^St 4 - ^ f ;V tf 'J y > - 2 - * - f 'J ;V ( 4 . 6 5g, 7 2%) *S^tU 

[0 5 3 9 ] 

1 H-NMR (400MHz, CDCls) 3:2. 44 (3H, s), 7. 33-7. 
35 (1H, m) , 7. 53 (1H, s), 8. 57 (1H, d, J =4. 8Hz). 

E I -MSm/z : 1 1 8 (M + ) . 
[0 5 4 0] 

2 ) 1 - ( 4 - * •f-A'— 2 - tf U v ;V) J. * / > 

±|fi4 f-;i/tfV v>- 2 -rfr/l/jtf- h U ;v (4 . 4 6 g) £fflv>T, ##1?iJ 5 3 O 

2 ) t mm.<D-frmx~ 1 - ( a - * 2 - tr v v;v) ^ * y > ( 4 . 3 8 g , 8 6%) 

[0 5 4 1 ] 

1 H-NMR(400MHz, CDCls) 5:2. 43 (3H, s), 2. 72 (3H 
, s), 7. 28-7. 29 ( 1 H, m) , 7. 87 (1 H, m) , 8. 54 (1H, d 
, J = 5. 2 H z) . 
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E I -MSm/z : 1 3 5 (M + ) . 
[0 5 4 2 ] 

3) 4- ( 4 — ^ -f-A/— 2 — tf V v^) -2, 4-y't J rV7'^ yffcx.?-)]/^*-? 
tb'Jf Axfdr^F (2. 22g) <7)jh * 7 (22ml) v ^ ^fyxf 

;V (4. 4 2ml) SriJPx. 1 O^lWf, ±151- (4 - ^f - 2 -t°'J yJV) x.* 
y> (2. 2 0 g) ©x^;-^ (2 2ml) »IS*Sll;i£ifi"C 2 0 £-Wtt# Ltz 0 EU& 
m \z 7X * ia x. v f - ;v j. - t- ;v -CifclSM^ tK® Kl&ffl^f t 7 > •=& - ? a tM# % t?nn* 

L 4 — (4 2 - tf; =J)V) -2, 4-yt^V77>fxf^xxriV (2. 

8 4 g, 7 4%) frffiVimt LT#7t 0 

[0 5 4 3 ] 

1 H-NMR (400MHz, CDCls) ail. 41 (3 H, t , J = 7. 2Hz) 
, 2. 47 (3 H, s), 4. 40 (2 H, q, 1 = 7. 2Hz), 7. 34-7. 35 
(1 H, m) , 7. 52 (1H, br), 8. 01 ( 1 H, s) , 8. 57 (1H, d, 
J = 5. 2 H z) . 

E I -MSm/z 12 3 5 (M + ) . 
[0 5 4 4] 

4) 1- (6-^ >^ry-3-ti'Jy;i/) -5 - ( 4 - * *■/!/- 2 - tf U v;V) -1H- 
tf 9 V— 3-77 

±154- (4 2 -If U S?;v) -2, 4-yt^V7n|xf.)Vx^f^ ( 
2. 8 3 g) h#f i 2 © 5 - t K7 vV - 2 - ^ f t° 'J y > (1. 6 7 g) £JlV> 
T\ 8©2) lWJ*OyVft-e 1 - ( 6 - * 1 / - 3 - fcf 0 v ;V) - 5 - ( 4 - * 

2 - tf V v;v) - l H - i; 7 V- ;v - 3 - * ;v # > t x f ;v x ^ f ;v (l. 66 g 
, 4 1 %) fcBfltfc bT#fc 0 
[0 5 4 5] 

1 H-NMR (400MHz, CDCls) 8 : 1. 43 (3H, t, J = 7. 2Hz) 
, 2. 34 (3H, s) , 3. 94 (3H, s), 4. 46 (2H, q, 1 = 7. 2Hz 
), 6. 76 (1H, d, J = 8 . 8Hz), 7. 05-7. 06 ( 1 H, m) , 7. 2 
3-7. 24 (2H, m) , 7. 6 6 - 7. 6 9 ( 1 H, m) , 8. 10 (1H, d, J 
= 2. 8Hz), 8. 36 (1H, d, J = 4. 8Hz). 
E I -MSm/z : 3 3 8 (M + ) . 
[0 5 4 6 ] 

5) nmit^m 

±K1- (6-^ b*'>-3-^'J^) -5- (4-^f^-2-H"'Jy» If 9"/ 

3 -7>;v#>^^f-;v^^x;v (l. 0 4 g) ^ffl^t, ##$1 9 <£> B y£) tf>4) 

t n^umx-mmit-km (o. 94 4 g , 99%) ^@ftLt#/;„ 

[0 5 4 7] 

1 H-NMR (400MHz, DMSO-de) 8 12. 43 (3H, s), 3. 89 ( 
3H, s ) , 6. 87 (1H, d, J = 8. 8Hz), 7. 17-7. 19 ( 1 H, m) 
, 7. 30 (1H, s), 7. 59 (1H, s), 7. 68-7. 71 (1 H, m) , 8 
. 13 (1 H, d, 1 = 2. 8Hz), 8. 27-8. 30 ( 1 H, m) , 13. 04 ( 
1 H, b r ) . 

E I -MSm/z : 3 1 0 (M + ) . 
[0 5 4 8] 

[##015 5] 5- (6-^ h^v-3-tfV Vfr) -1- (3-tfVv;V) -lH-tf 

9 V- ;v- 3 

[0 5 4 9] 
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[^6 5] 




[0 5 5 0] 

1) 3 -T-b^- 6 -* h^rvtTV 

6-* h^ry^af ^t^f JVxXrJV (20. 07g) <D * 9 J ~)V (200ml) 
»ffcfc, MUX- 1 N7kmik+ 1 V ? A7K?#?fl (14 0ml) Sr«Jn L 1 6 B#ra#M$Lfco 
RJife«t»«t4:*JBET«*L»t>*Lfe5»aEH 1 N in (p H 4) If 

tfJLfcH#*aMfcL6-> f^y^3f>f (1 5. 12g, 8 2%) fcftfc (E S I - 
MSm/z : 1 5 4 (M+H) + ) 0 ft hilt: 6 F^y-af^l (15. Og) « 
iS?uu*?> (6 0 0ml) igtfcC IStN, O-y^f Fn^y;V75>Si 
4(11. 5 g) „ 1- (3 -y'^f^T 5 y \d)V) - 3 fr&y A X 
tS (4 1. Og), l-tKn^y^V^b'JTV-^ (14. 5 g ) h V xf^ 
757 (54ml) SrJnx. 1 6 B#fTO#L7t 0 ^fSf&^Tfct v * n n ^ * >- Srinx.^ftL 

nv^*77^ - (7^f>-^nn*;H) T~mWk L 6 - ;* h ^ v- a f- >HN - ^ h 
Jfy-N-^f^7 5F (19. 2g, £M*fc%tLT#£: (ESI-MSm/ 

z : 1 97 (M+H) + ) „ i©6-^ h Jfy-3f7BlN->i h v - N - ^ fiV7 5 
K (19. 2 1 g) Ox l7tFn77> (4 0 0ml) MlC, - 7 8 °C<tiPT^ 
'Jf7A (0. 9 8M©yxf;vx-f;vit, 13 5ml) & 3 0 #W?i*T1&, JEfc 

U *Ji*3l^a6^^JV-eWmL. ^^^7c*#S*^n^m7jc-e^#L, fifi7jc«im^ 

x., ffiffiLfcB#&»3tL«»ffrfrW (10. 8 6 g, 7 3%) £#?c 0 
[0 5 5 1 ] 

1 H-NMR (400MHz, CDCls) § I 2. 57 (3 H, s), 4. 01 (3H 
, s) , 6. 79 (1H, d, J = 8. 8 Hz) , 8. 14 (1H, d d, 1 = 2. 5, 
8. 8 H z) , 8. 78 (1H, d, J = 2. 5Hz). 
ESI-MSm/z : 15 2 (M+H) + . 
[0 5 5 2 ] 

2) 4- (6 h3f->- 3 - tfV v;V) -2, + 
[Aft] 

3 -T-b^;V- 6 v> (0. 3 0 9 g) tya^ty^fJV (0. 4 8 
4g) (D* 9 7 - ;V (15ml) ^ia-e+ h'J9A^ h + ->K (0. 229g) 

«r«inLl. 5ffiWL, SC, 4 5 0 CTr2 0|f|»L/; o *fffiLfeH#S: 

ttiLML/;o IK*it^nn*fl/At?}|iittm #;b*fc#«Ji **Stfn£akfc-eifei£ 
L> feRMx f'J7A Lfco *BU^ »«t*«£ET«* L 4 - ( 6 - ^ h - 

3-tfV-^;V) -2, 4-yt^77^^f;Vx7f;V (0. 2 9 4 g, 61%) £ 

[0 5 5 3 ] 

1 H-NMR (400MHz, CDCls) 5:3. 94 (3H, s), 4. 03 (3H 

, s), 6. 83 (1H, d like, J = 8. 8Hz), 7. 00 (1H, s), 8 

. 15 (1H, dd, J = 8. 8, 2. 5Hz), 8. 84 (1H, d, J = 2. 5Hz 
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) • 

ESI -MSm/ z : 2 3 8 (M+H) + . 
[B&] 

3-7tfJV-6->^yf'Jy> (0. 3 2 1 g) ON, N-'^fWA75K 
( 6 . 0ml) mm-, 0 'CT'Tlc^b^ b'^A (55%, 0 . 1 8 5 g ) L 2 5 

^WLfCo RJftifc£, 0tt->a^fy^f;V (0. 4 9 8 g) *$&bll 1 R#IW 

PL/;. v^^;v-x--r;v^inx.^U> * l N*Sfcdc#^BEtt ( 

pH4) fcL, ft||xf^-eitijL/; 0 H^7KJf £Ii*^^"?»tBU 

- ( 6 h * v- 3 - tf 0 v;i/) -2, 4-yt^V7 , ^^f;V«r;V (0. 5 

0 4 g, femv *mfet Lxntzo 

[0 5 5 4] 

3) 5- (6 -* v 3 - try -1- (3-try>?;v) - 1 h- tr9v*-;v- 

4- (6 h^v- 3 -tf y >OV) - 2, 4-yt^rV7^Sif)VxXfiV (6 
. 8 0 g) CD* $> S -;V (12 0ml) ill:, ^^##0!) 3 2 <D 3 - H K5vV tfy 
v> (3. 4 5g) »L3 0»iai^o (6. 5ml) £«] 
LI 4WMIILfco EJSmW*«J±T^*L#^tL^a££^7K^^nn 
*;vA^Jnx/i^ 1 N7jc@Mk+ 1- 'J * AyK^^f^fnL^L-^o UK, 7Wf£^nn 

*f>-^nn*^) -Cifil5- (6 -* h^rv-3 - tT>j Vfr) -1- (3-feT'J 
- l H - t° 7 /- iv - 3 - * f ;vxx r ;v (4. 5 3g, 5 1%) *tb 

[0 5 5 5] 

1 H-NMR (4 0 0MHz, CDCls) 8 13. 99 (3H, s), 4. 03 (3H 
, s) , 6. 71 (1H, d, J=8. 5Hz), 7. 06 (1H, s), 7. 32-7 
. 35 (2H, m) , 7. 7 2 - 7. 8 0 ( 1 H, m) , 8. 09 (1H, d, J = 8. 
5Hz), 8. 58 (1H, d, J = 2. 4Hz), 8. 62 (1H, dd, J = 2. 4 
, 4 . 8 H z ) . 

FAB-MSm/z : 3 1 1 (M+H) + . 
[0 5 5 6 ] 

4) mwAfrk® 

5- (6 h 3 - try v;v) - l- (3-t°Vv^) — l H — tr 9 V — ;v — 3 

-5!iW , /i^f^fA' (4 . 8 9 g) <Dv- b?tKn79> (30ml) „ 

-;V (15ml) ». ^ (30ml) Y#i&K. gi&T?3fcaSHt y + <7 A-7X^D^J ( 0 . 73 

0 g ) fcffiJn Ll. 5 P#TO#L^ 0 RJSj*«t*«ffiT«* U# <b *Lfe58iaE* 1 NUMtK 
Wemi± ( p H 6 - 5 ) tU ^tB LfcH#*»JRLl*»ffc£-» ( 3 . 2 7 8 g , 7 0 
%) ^f/: D 

[0 5 5 7] 

1 H-NMR (400MHz, DMSO-de) S I 3 . 86 (3H, s), 6. 83 ( 
1H, d, J = 8 . 8 H z) , 7. 16 (1H, s), 7. 52-7. 60 (2 H, m) 

, 7. 83-7. 91 (1H, m), 8. 17 (1H, d, J = 2. 4Hz), 8. 58 
(1H, d, J = 2. 4Hz) , 8. 64 (1H, dd, J=4. 9, 1. 5Hz) . 
ESI-MSm/z : 297 (M+H) + . 
[0 5 5 8] 

[##08 5 6 ] 5- (6 -* Y**s- 3 -tf y -1- (2-tf'J^;V) -lH-tf 

=7 V- ;v - 3 - * ;v # 

[0 5 5 9] 
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[0 5 6 0] 

1) 5- (6 -* 3 - tf U -1- (2-^° , ;v;V) - 1 H - tf 7 
3 - tj;^" >-®t^ fi^^r^V 

tffl 5 5 (02) <D 4 — ( 6 1 3 - tf U -2, 4 V:/* >Bfe 

^fjkxXr^V ( 0. 8 5 9 g) t2-kK7yVt*Uy> (0. 6 2 8 g) fc£JBv>T 
, 55W3) |W|«0^ft-e 5 - ( 6 - ^ 1 * v - 3 - fcf 'J v ;V) - 1 - ( 2 - tf 

V — 1 H-t'7 v /-*- 3 - AJl'#>'S^fJ 1/I ^T> (0. 4 6 4 g, 4 1%) 

[0 5 6 1 ] 

1 H-NMR (40 OMH z, CDCls) 8:3. 95 (3 H, s) , 3. 98 (3H 
, s) , 6. 70 ( 1 H, d like, J = 8. 6Hz), 7. 01 ( 1 H, s), 7 
. 25-7. 35 ( 1 H, m) , 7. 46 (1H, dd, J = 8. 6, 2. 4Hz), 7 
. 73 (1H, d like, J = 8. OHz), 7. 81-7. 88 (1H, m), 8 
. 12 (1H, d like, J = 2 . OHz), 8. 32-8. 36 (1H, m). 
E S I -MSm/z : 3 1 1 (M+H) + . 
[0 5 6 2 ] 

2) mmtis-m 

5- (6 -* -ify y;v) -1- (2-t?v^;v) - 1 h- fc?7V*-;v- 3 

- fc^jjOgM (o. 4 6 4 g) fc^cMft-fk 1 ; f-^ A— *^JW (70. 2mg 

) £fflV>T, #f«5 504) (0. 133g, 2 9%) £@ 

[0 5 6 3 ] 

1 H-NMR (4 0 OMH z, DMSO-de) 8 '. 3 . 85 (3H, s), 6. 79 ( 
1H, d, J = 8. 5Hz), 7. 11 (1H, s ) , 7. 46-7. 57 (2 H, m) 
, 7. 77 (1H, d, J = 8. 1Hz), 8. 07 (1H, dt, J = 8. 1, 2. 0 
Hz), 8. 14 (1H, d, J=2. 4Hz), 8. 34-8. 37 ( 1 H, m) . 
E S I -MSm/z : 2 9 7 (M+H) + . 
[0 5 6 4] 

[##W5 7] 5- [5- (tert-/l^y*JV^7S;) - 2 - fc?9 i*-^] 
-1- (3-t°'jv;v) - l H- tf? v'-;v- 3 -J])V7$>W. 

[0 5 6 5] 
Hb6 7] 




N 



[0 5 6 6 ] 

1) 5- (5-*;^>y-2-tf7-/-JV) -1- ( 3 - tf V v;v) -1H-^9V- 
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3 6©4) CD 5 - ( 5 - * - 2 - tf 9 v - )V) - 1 - ( 3 - tf U v;V) - 1 
H- tf ?7-^- 3 -A^vKxfA'X^f^ (2. 5 5 g) 60 tf V i? > (5 1ml) 
itt, gi&T?— Bfrft-te V y (3. 6 6 g) fcflllx., 6 7tF B lMIiLfcc R 
t£ifcfc>Jcfc ?nn*w *Jnx.#ifcU #«**&*«Bfc?- b V9A-e«j|Lft, IBUt 
, «ffiTi«^^*L#e>tt^ia#^> ? ^.^;V^--r^-t:i^i#-L 5 - ( 5 
2-ii°9v-;v) - l- (3-t°Vv;v) - l H-t"7V-iV - 3 jvx 
^t-;v (2. 5 1 g, 9 0%) *#fco 
[ 0 5 6 7] 

1 H-NMR (400MHz, DMSO-de) 5 11. 34-1. 37 (3 H, m) , 
4. 36-4. 41 (2 H, m) , 7. 54 ( 1 H, d d, J = 8. 2, 4. 8Hz), 
7. 84 ( 1 H, s), 7. 92-7. 94 ( 1 H, m) , 8. 65-8. 68 (2 H, 
m) , 8. 90-8. 91 ( 1 H, m) , 9. 24-9. 25 ( 1 H, m) . 
FAB-MSm/z : 340 (M+H) + . 
[0 5 6 8] 

2) 5 - [5 - (tert -7*K'>*JV*-;V7? /) - 2 -t^y^iV] - 1 - (3 

- tf V - 1 H - tf 7 V"- ;v - 3 - # ;v sj?>^.x.^;i/.x.;* -r ;v 

5- (5 -#;na**->- 2 -If 9 V — fr) -1- (3-tfyy;v) - 1 H- tf y V-;V 
-3-*H*>|xf^tJV (5. 34g) Ol, 4-yt^rt> (10 7ml) I 
iBifcfc, ISt h 0 xf jV7 5 > (2. 4 1ml) , V 7 x * * y ;v r S> K (3. 
7 3ml) Stlf tert-y^-JV (3. 31ml) £ jJDx. 1 0 0 2 0 frmmW L 
/Co £<$"f£> ^ «ETg* L# ^ ti^gt ^ y 'J * * 7 A ^ n v f ^* 7 7 ^ 

- (f^fxf;V-^nn*;VA) "CII14L5- [5- (t e r t-7f*y*JV*-;V7 
^y) - 2 - tf 9-7- ;v] - l- (3-tf;v;v) - i h- tf y v*-;v- 3 

aL^;VjL^7-;v (4. 6 3 g, 7 2%) LT#ft 0 
[ 0 5 6 9 ] 

1 H-NMR (400MHz, CDCla) 511. 42-1. 46 (3H, m), 1. 
53 (9H, s) , 4. 4 5 - 4. 5 0 (2 H, m) , 7. 29 ( 1 H, d, J = 0. 5 
Hz), 7. 37-7. 44 (2 H, m) , 7. 82-7. 85 (1H, m), 8. 35 
-8. 36 (1H, m), 8. 56 (1H, d, 1 = 2. 4Hz), 8. 63 (1H, d 
d, J = 4. 9, 1. 2Hz), 9. 13 (1H, d, J = l. 2Hz). 
E S I -MSm/z : 4 1 1 (M+H) + . 
[0 5 7 0] 

3) mmt&m 

5 - [5 - (tert-y^'>» ;V7 5 7 ) - 2 - tf y v - 1 - ( 3 - 

If'JyjV) - 1 H - If 7 7 - iV - 3 - * ;i/#yixf ;vx7^f il/ (0. 3 3 6 g) <D * ? 
7 - ;V (6. 7ml) tT h ?H Kn79y (6. 7ml) itHHRffl ifct, ^ffit? 1 NtK 
IMtT" h'J7 AyjcvM ( 2 . 0 5ml) £Jn;i 3 l*W*#L^o RJSftC 1 N&SbfcigFifc 
(2. 0 5ml) 4rSnx.tf jfPL, 7jc<t7 ^-^-?on*W (lStlO) fcfln&frfc 
U ^r«MlO#iSE*«JBETS*L«H'fb'&W (0. 2 8 6 g, 9 1%) tffl#fcU#A 

o 

[ 0 5 7 1 ] 

1 H-NMR (4 0 0MH z, DMSO-de) 511. 47 (9H, s), 7. 45 ( 
1H, s) , 7. 51 (1H, dd, J = 8. 2, 4. 8Hz), 7. 8 3 - 7. 8 6 ( 
1 H, m) , 8. 57 (1H, d, J = 2 . 4Hz), 8. 61-8. 62 ( 1 H, m) 
, 8. 68 (1 H, m) , 8. 81 (1 H, m) , 10. 38 (1H, s), 13. 13 

( 1 H, b r s ) . 
E I -MSm/z : 3 8 2 (M + ) . 
[0 5 7 2 ] 

[##^!)5 8] 5- (4 - >f;V- 2 -tf U =J)V) -1- (3-t°'Jv;v) -lH-fcf9 
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[ 0 5 7 3 ] 
[<k 6 8 ] 




[0 5 7 4] 

1) 5- (4 2 -tfV v;v) -l - (3-^'Jy» — 1 H-tf7 ;v — 3 

#f i 5 4 © 3 ) <7)4- (4-^f;i'-2-f'Jy» -2, 4-yt^vr^>fx 
fjvx^r^ (1. 7 0g) t##!3 2©3-tF7yVt"'Jy> (1. 2 g) t £JB 
v^T, #fi3 5 03) fc|WJ*0^l!-5- ( 4 - * 2 - tf U -1- (3- 

tfVv;V) - 1 H- t:9Y*-;V- 3 - A^# , /Hxf^fJl' (1. 2 7 g, 57%) 

[0 5 7 5] 

1 H-NMR (400MHz, CDCls) * I 1 . 44 (3 H, t , J = 7. 08Hz 
) , 2. 37 (3H, s) , 4. 46 (2H, q, J = 7. 08Hz), 7. 07 (1H 
, s) , 7. 28 (2H, m) , 7. 37 ( 1 H, m) , 7. 86 (1H, m) , 8 . 3 

2 (1H, s) , 8. 52 (1 H, s) , 8. 60 (1 H, m) . 
ESI -MSm/z : 3 0 9 (M+H) + . 

[0 5 7 6 ] 

2) mmit^m 

5- (4 2 - tr y -1- (3 - tfu y;v) - l h- tf9 3 - 

#;v*K>i^f-;v^*:r;v ( l . 2 7 g) l N7]cgMk+ h V ( 6 . 18ml 

) tltm^X, ###8 5 3(7)5) rafilO^fe-etR^b^lfc (3 7 5 mg, 32%) 
[0 5 7 7] 

1 H-NMR (4 0 0MHz, DMSO-de) 8 '. 2 . 34 (3H, s) , 7. 18 ( 
1H, d, J = 5. 01Hz), 7. 35 ( 1 H, s) , 7. 49 ( 1 H, dd, J = 8 
. 18, 4. 76Hz), 7. 66 (1H, s), 7. 79 ( 1 H, ddd, J = 8. 1 
8, 2. 4 4, 1. 3 4 Hz), 8. 23 ( 1 H, d, J = 5. 01Hz), 8. 49 ( 
1H, d, J = 2 . 4 4Hz), 8. 59 (1H, dd, J=4. 76, 1. 34Hz) 

ESI -MSm/z : 2 8 1 (M+H) + . 
[0 5 7 8] 

[##015 9] 5- [5- (tert-/f^y*^f-;V7^) -2-tfV> ? ;V] - 
l- (2-ti7v-;v) - l H-t°9 v"-;v- 3 -iDV^yWt. 

[0 5 7 9] 
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[4k 6 9] 




[0 5 8 0] 

1) 5- [5- (tert-rf^->*w-;v7^) -2-t± 0i ;^;v] -1- (2- 

tf9>?-;L/) - l H- M^V—fr— 3 Wtx-'f-frx. 

###04 103) <7)4- [5- (tert-7f+y*;v*-^7^) - 2 - tf V i? 
;V] -2, 4-yt^V7^^txf;vx^f^ ( 1. 0 0 9 g) t##W3 3«2-t 
F7vVf7y> (3 3 0mg) <7)J.?/-;V (3 0ml) 8 8WmiJmMmLtz 

y-iV-^nn*W) tiIL5- [5- (t e r t-7'^y*H-)l'75;) - 
2-t"'jy>] -i - (2-fcT9v-;v) - 1 H- tf9v'-;v- 3 -^;v^>^^;i/^. 
Xr* (5 9 0 mg, 4 7%) ^7^^7r^i: Lt#/: 0 
[0 5 8 1 ] 

1 H-NMR (400 MHz, CDCls) 8 11. 43 (3H, t, J = 7. 1Hz) 
, 1. 52 (9H, s) , 4. 47 (2 H, q, J = 7. 1 Hz) , 6. 55 (1H, b 
r s) , 7. 21 (1H, s) , 7. 51 ( 1 H, d, J = 8. 5Hz), 8. 01- 
8. 08 (1H, br m), 8. 20 (1H, dd, J = 2. 7, 0. 5Hz) , 8. 
29 (1H, dd, J = 2. 7, 1. 5Hz), 8. 56 ( 1 H, d, 1 = 2. 7Hz) 
, 9. 02 (1H, dd, J = l. 5, 0. 5Hz). 
E S I -MSm/z : 4 1 1 (M+H) + . 
[0 5 8 2 ] 

2) MMik&m 

±fE5- [5- (tert-7 i F^f->*J^-^7U) -2-fc?Vv?;V] -1- (2 
-H°9^-;V) - 1 H - t° 7 V- JV - 3 - 7J Vt^f r ;V (5 8 9 mg) <Dz- 

? J -;v (10ml) BMSfc, ^S-C 1 NtKSHI^ h V V A*** ( 4 . 30ml) *tn 

*»ifc*:;&llxJM£fc U *ftflLrt:H#*:«3RU *«'fb^«f (4 4 lmg, 8 0%) 
[0 5 8 3] 

1 H-NMR (400 MHz, DMSO-de) S '. 1 . 48 (9H, s), 7. 31 ( 
1H, s) , 7. 72 (1H, d, J = 8. 8Hz), 7. 95 (1H, dd, J = 8. 
8, 2. 4Hz), 8. 34 (1H, d, 1 = 2. 4Hz) , 8. 49 (1H, dd, J 
= 2. 4, 1. 5Hz), 8. 74 (1H, d, 1 = 2. 4Hz), 8. 95 (1H, d 
, J = 1. 5Hz) , 9. 6 8 (1 H, b r s) . 
E S I -MSm/ z : 3 8 3 (M + H) + . 
[0 5 8 4 ] 

[##^6 0] 1- (6-^h^V-3-^'J^) -5- (1 H-fcT 3 -A 

;v) — l H — tf^y— ;v— 3 

[0 5 8 5] 
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[0 5 8 6] 

1) 1- jl- [ (4-^fJV7x-*) - 1 H - fcf =7 V*- 3 - 4 M 

- i j y 

1- ( 1 H-fcf 97-^- 5 -l-x^7>ISS (2. 9 3g) COH 0 ';^ 

(6 0ml) iSC, M4-^f/^>^>^iV*-^ (5. 7 2g) *tn^3. 5 B# 

1- jl - [ (4-^f;V7x-;V) — 1 H — tf v V — ;v — 3 — 4 M -l 

-x^y> (l. 8 9g, 3 5%) £#£ 0 #ft«F&**ET#*Lf*&:h.fc3ftaE 
y^^-;v^-x^^O f ^^-9->^^HI / fhL l - |i- [ (4-^f^7x 
-lH-t?77-;V-3-^^l - 1 7 > (2 . 0 9 g, 39 

%) £#fco 
[0 5 8 7] 

1 H-NMR (400 MHz, CDC 1 3 ) 512. 45 (3 H, s), 2. 57 (3H 
, s) , 6. 83 ( 1 H, d, J = 2 . 7 H z) , 7. 36-7. 38 (2 H, m) , 7 
. 92-7. 96 (2 H, m) , 8. 10 (1H, d, J = 2. 9 H z) . 
E S I -MSm/z : 2 6 5 (M+H) + . 
[0 5 8 8] 

2) 1- (6-^h*'>-3-tfU S J)V) - 5- 1 1 - [ (4 - x;v* 
— ;v] - 1 H-tT ?7-;v- 3 ->f ;v( - 1 H-f77-iv-3 - A W>Sxf 

-7 8°C?£*PT\ 1- 1 1 - [ (4-ifiV7x^;k) ;^;y*~;v] -lH-tf^V- 
;v- 3 - << ;M - i- ^^y> (3. 97g) ©■rh^tKn?^ (1 5ml) 

'Jf (f'J^f JUy'JJV) 75 K (1. 0M©7 F7t Fn77>il, 1 

6. 5ml) 5fl-Wa*PLfco KJfefcfc 7iyif;V (3. 0 5ml) £Jn 

£1 5^|»|, t^ClStlL^^e 3. 5B#H3K#L*:o RfS$UC '^xf^x- 

o fltS0%. MffiTigflt *■ L# lb tLfcJSSE v * n n ^ * > £ M z_ s £ E @# * it* 
^ tfifc*«t**JET#*L4- U- [ (4-^f;V7x-;v) -1H- 
tf 9 3 ->f ;V} -2, 4-^t*V7^Sif^f^ (5. 08g, 9 2 

%) ^»ttt#/Co >^^;VJi^^;V# (5. 0 8 g) h###!)2<7>5 

-t K?yV-2-^ b^ry tf'jv> (1. 93 g) <T>3-9 J —fr (70ml) : MWL* 1 

4 . 5 ^miil^o atiftcsgiif^ i^n^m7X«t- fv-7 a 7 .m« 

f)tLfcSt*y 1 J*7 J >*7A7nY>7*77^^ (ft$xf^-A + f>) TilfiLl 

- (6 1 3r 3 - tTU -^;V) -5- |1- [ (4 

- 1 H-iivV*-;v-3-^;vl - 1 H - 1° 7 7^ jv - 3 - * y ixf ;i/x^ f ;v ( 

2. 5 8 g, 3 9%) ^7^JV77XhUf/:o 
[0 5 8 9] 
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1 H-NMR (4 0 0MHz, CDCls) * : 1. 41 (3 H, t , J = 7. 1Hz) 
, 2. 45 (3H, s) , 4. 01 (3H, s), 4. 44 (2H, q, J = 7. 1Hz 
) , 6. 24 (1 H, d, J = 2. 7 H z) , 6. 73 ( 1 H, d , J = 8. 8Hz) , 
7. 23 (1H, s) , 7. 31 (2H, d, J = 8. 5Hz), 7. 58 (1H, dd 
, J = 8. 8, 2. 7Hz), 7. 76 (2H, d , J = 8. 3Hz), 8. 04 (1H 
, d, J = 2. 7Hz), 8. 15 (1H, d, J = 2. 7 H z) . 
ESI-MSm/z : 468 (M + H) + . 
[0 5 9 0] 

3) mmt&w 

l - (6-^ b^y-3-i;'Jy;v) - 5 - 1 1 - [ ( 4 - ^ f;V7 i ~;i/) * - 
;v] - l H- t£^v*-;i/- 3 --f M - l H - 1°7 v^jv- 3 - * ;v^y^xf ;vxx r 

;V (2. 5 8 g) £fflV>T, ###!)4 8^)2) M^&^IMft^tJ (1. 3 3g, 

8 4%) tr#7t 0 

[ 0 5 9 1 ] 

1 H-NMR (400MHz, DMSO-de) 5:3. 92 (3H, s), 6. 29 ( 
1H, br s) , 6. 94 (1H, d, J =8. 8Hz), 7. 14 (1H, s), 7 
. 75 (1H, d, J = 2. 2Hz), 7. 80 (1H, dd, J = 8. 8, 2. 7Hz 
), 8. 24-8. 25 ( 1 H, m) , 13. 09 (1H, br s). 
ESI-MSm/z : 286 (M + H) + . 
[0 5 9 2] 

[##$16 1] 5- (6 3 -tf'1 VV-fr) -1- (3 - tf 'J v;V) -1H- 

M 9 V- ;v- 3 - iJ li'>F>WL 
[ 0 5 9 3 ] 
[ft 7 1] 




[0 5 9 4] 

1) 3 -T-tr^;V- 6 

6 3 -tfu yyz/i]j\/i$~ v y ;v (6. o o g) ©yif;vx-f* (10 

Oml) fc^>-t?> (20ml) M£i#f£^ - 1 5 WT3>)ft^^^^y^A 
( 2 . 0 M(?)yif-;Vi-fJV|t, 3 0ml) ^iTL 1 . 5 ^ISffL/;» KfcWLK 
, 1 Ni^m7Xv#m (60ml) fcinx. 1 55-Ma#^3"«ELfe 0 7Xe^lMDRm7X«+ 1 

-f - (B^aftif->l/-^iJ->) -CW$SL3 -7-bf-JV- 6 -^+;l/fcfy (4. 8 4 

g, 71%) 

[0 5 9 5] 

1 H-NMR (4 0 0MHz, CDCls) 8 \ 2. 82 (3H, s), 2. 88 (3H 
, s) , 7. 47 (1H, d, J=8. 5Hz), 8. 03 (1H, d, J = 8. 5Hz 
) • 

LC-MSm/z 113 7 (M+H) + . 
[0 5 9 6] 

2) 4- (6 -^+;v-3 -fcfV jry — fr) -2, 4-yt^V7?7^f^f^ 
3 -T~tr + ;V- 6 ^;Vt?U (4 . 03 g) <£>+ }* 7 Kn? 9 > (100m 

1) aSMRC -7 8°C-e'Jf^AH^ (f'^fJVy'J;!/) 75 F (1. OMOf l7t 
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^-v: 94/ 



Kn -7 ? 3 3ml) *i» L 1 «»L/;„ Ri&ifcfc- 7 8 tt->a ->SyV 

(7. 0 g) ©fh5tKn75> (3 0ml) $#$t£ttrf^ 0 2 B#M « L 
tzo KBm-fct v^^-T^vfcftnx.^U *Jg£ l N«7KM^mtt (pH4 
) tU ^nn*jVAtaait/:o HKtKJS * * n n*;i/A-eWtB U 

(6 3 - try yv—fr') -2, 4-yt+v7'r^f^f^ (5. 4 

2 g, 8 2%) LTttfc. 
[0 5 9 7] 

1 H-NMR (400 MHz, CDCls) 5:2. 78 (3H, s) , 3. 89 (3H 
, s) , 7. 47 ( 1 H, d, J = 8. 5 H z) , 7. 84 ( 1 H, s), 8. 07 (1 
H, d, J = 8. 5 H z) . 
E S I -MSm/z : 2 2 3 (M + H) + . 
[0 5 9 8] 

3 ) 5 - ( 6 3 - tr y w-fr) - 1 - ( 3 - t° y v;v) - 1 h - tr 9 v- ;v 

4- (6 -^f-;v- 3 -try yv=-)V) -2, 4 - y t ^ v y ^ f ;vx^ f ;v ( 

5. 42g) 9 J -)V (140ml) MT?###!l 3 2©3-KK9^tI 

'Jy> (3. OOg) »L3 0^lffliJn«k3ti«Lfco TO ( 5 . 6ml) 

jra l 1 4 wm^mm Ltz 0 ic, ( 1 . 2 m 1 ) £2rax. 2 4 ftmin&stfc 

RJ&T&K 1 N7jcMMfc+ h y * A tKMl £ WSQ L W.'\$L £ p H 4 t L N EJE»*E«r» 

Ife, ?#i££«J+Tlg* U# lb tLfc3iatSr v 'J*^v*7A^nvF^77^ * 7 - 
;V-^un*;VA) -efflSL5- ( 6 - ^ 3 - t: V ^v-;i/) -1- (3-tfyv 

/I/) - 1 H- tf7V-;V- 3 f^xxt^ (2. 9 8 g, 4 1%) 

[0 5 9 9] 

1 H-NMR (400MHz, CDCls) 8 \ 2 . 73 (3H, s), 4. 00 (3H 
, s), 7. 32-7. 43 (3 H, m) , 7. 46 (1H, d, J = 8. 7Hz), 7 
. 86-7. 92 ( 1 H, m) , 8. 53 (1H, d like, J = 2 . 5Hz), 8 
. 62 (1H, dd, J = 4. 9, 1. 5Hz). 
FAB-MSm/z : 2 9 6 (M + H) + . 
[0 6 0 0] 

4) 

5- (6 3 -try rv-iv) - l- (3-t?y^;v) - l H- t? v v*-;v- 
3 -#;wi?>^f-;VJiy!,-r;v (2. 9 8 g) Cr V 9 Kn 7 9 > (20ml) b*? 

(10 0ml) M<£rmmwLK^ 1 NfrWtfki- Y V V AtKM (2 5ml) **;6n& 
4 01Ct6^r«L/;o 1 N*BMt»«[-caMi (pH4) tU RJE»«E«r* 

(2. 8 4g, *H#kLTftfco 
[0 6 0 1 ] 

1 H-NMR (4 0 0MHz, DMSO-de) 5:2. 61 (3H, s) , 7. 50- 
7. 57 (2 H, m) , 7. 68 (1H, d, J = 8 . 6Hz), 7. 85-7. 92 ( 
1H, m), 7. 96 (1H, d, J = 8 . 6Hz), 8. 56 (1H, d like, 
J = 2. 4Hz), 8. 62 (1H, dd, J = 3. 4, 1. 5Hz). 
FAB-MSm/z : 2 8 2 (M+H) + . 
[0 6 0 2] 

[##$16 2] 5- (1 -7f-;v- 1 H-t°n-;v- 3 -^;v) -1- (3-t?y^;v) 
- 1 H — tf 9 V" — ;v — 3 -^^^V^^^-^J-^-r^ 
[0 6 0 3] 
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[flS7 2] 




[0 6 0 4 ] 

3 -T-fr^;V- 1 f-;vtf D-;V (1. 2 0ml) <OT h 9 t Kn 7 9 > (10ml 

) iftifcfc^ - 7 8 °c?^*pt 'Jf^A^ (f'j^f;vy'j;v) ( l . o mot h 

5HF075 11. 1ml) iSTLft, RJft» 3 0 v x^»yx 

■f-^ (2. 0 6ml) fciBTU lStlWWL/; 0 
M 3 2 (O 3 - K7 vV tTU v > ( 1 . 3 0 g) , &WL (6 3 5 // 1 ) > ~&XF*-9 J -fr 
(50ml) 1 6 B$WJn&*«GL;fco RJCB«tt= 3 - t K9 vV tf 0 v > ( 

6 5 0 m g ) £il£n U 3 ftWinaftSSE Lfco RJSSfcfcfcttBfc (0. 60ml) £ jjp£ 2 

V 7 AtKM (100ml). 7jC (50ml). (100ml) £#Px. 

tt^mf- iv7A L?to ffjum. ?«£«i±t®* u# h ti±mm* v v * 

A?A7n7h^77^ (y^nn^^y-Sixf^) -e*&»U flS-ffc^ (7 4 
7mg, 2 5%) %WiittLXntz 0 
[0 6 0 5 ] 

1 H-NMR (400MHz, CDCls) * I 1 . 42 (3H, t, J = 7 . 2Hz) 
, 3. 59 (3H, s) , 4. 44 (2H, q, J = 7. 2Hz), 5. 88 ( 1 H, d 
d, J = 2. 7, 2. 0Hz), 6. 43 (1H, t, J = 2. 0Hz), 6. 52 (1 
H, t , J = 2 . 7 H z) , 6. 92 ( 1 H, s ) , 7. 39 (1H, dd, J = 8 . 2 
, 4. 8Hz), 7. 85 (1H, ddd, J = 8. 2, 2. 4, 1. 7Hz), 8. 6 
5 (1H, dd, J = 4. 8, 1. 7Hz), 8. 72 (1H, d, J = 2. 4Hz). 
E I -MSm/z 12 9 6 (M + ) . 
[0 6 0 6] 

[##00 6 3 ] 3-t F7yV-6-^f;m°'J^y> 
[0 6 0 7] 
Hb 7 3 ] 




[0 6 0 8 ] 

3- 7 nn-6-^f;Vk''Jy> (3. 0 0 g) <D^$J-)V (4 5ml) JR^fltC 
tK7y>-*iSl» (4 5ml) ££P;L2. 5^TODiilLf:o Rt&»*«:« 

Tlc ©Ti«^»I) tilLllj^ft (2. 3 5g, 8 1%) 

[0 6 0 9] 

1 H-NMR (400 MHz, DMSO-de) <5 I 2 . 39 (3H, s), 4. 20 ( 
2H, br) , 6. 94 (1H, d, J = 9. 3Hz), 7. 18 (1H, d, J = 9. 
3 H z) , 7. 6 4 (1 H, b r) . 
E S I -MSm/z : 1 2 5 (M+H) + . 
[0 6 10] 
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[##016 4] l- (6 -^^;v-3 -tfv ^-/iO -5- (5 -^;v- 2 -try y 
;u) - l H-t±°9 V-zu- 3 
[0611] 
lit 7 4 ] 




[0612] 

1) 1- (6 3 -tT 0 ^v~;V) -5- (5 -jt-f-fl/- 2 - tf U Vfr) -1H 

###J3 5co2) w4- (5-^^;v-2-tf;^;v) -2, 

(3. 5 4g) fc##M6 3«3-t F5vV - iVt°'J f v> (l 
. 8 7g) ff)x^;-;V (7 1ml) lfi« (4. 3 1ml) ^nil 5B| 

BIMaaELfco HK, RJStfttaittBfe (4. 7 ml) «rin£3i*IRIin*ft*aEL3to £<t 

A^nv^*77^ (^nn*jVA-Sixf ji/) tilLl- ( 6 - ^ ^;V- 3 - tf 
i; - 5- (5 -^f-;v- 2 V s?;v) - l H- \£ <? v*-;i/- 3 

^^-;Ujr.^x^ (1. 1 3 g, 2 3%) £@#<h LTf#fc 0 
[0613] 

1 H-NMR (400MHz, CDCls) * I 1. 41-1. 44 (3 H, m) , 2. 
32 (3H, s), 2. 72 (3 H, s) , 4. 43-4. 48 (2 H, m) , 7. 18 
(1H, s) , 7. 46-7. 56 (3 H, m) , 7. 98 ( 1 H, d, J = 8. 8Hz 
) , 8 . 2 1 ( 1 H, m) . 
E I -MSm/z 13 2 3 (M + ) . 
[0 6 14] 

2) mmter® 

i- (6-^^;v-3-trv^v'-;v) -5- (5 2 -try v;v) - 1 h- 

h^y-JV-S-^^'/Sxf^f^ (1. 1 2 g) ^ffl^t, ##M9(OBfe) 

(oa) tmm^m^mmft&m (o. 75 9 g , 74%) *mvft lt^, 

[0 6 15] 

1 H-NMR (400MHz, DMSO-de) 512. 27 (3 H, s), 2. 67 ( 
3H, s), 7. 32 (1H, s), 7. 64-7. 69 (2 H, m) , 7. 81 (1H 
, d, J = 8. 8 Hz) , 7. 94 (1H, d, J = 8. 8Hz), 8. 15-8. 16 
( 1 H, m) , 1 3 . 1 6 ( 1 H, s ) . 
E I -MSm/z : 2 9 5 (M + ) . 
[0 6 16] 

[###0 6 5 ] 5- (6 b^v- 3 -fcfV VV-JU) -1- (3-t°'Jv;V) -1H 

- tf 9 3 

[0617] 
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[ft 7 5 ] 




[0 6 18] 

1 ) 3 h*->try 

7kSt#HIJO\ gfflT? 3-^nn-6-^h d rv'tfV^v> (30. Og) <£> ^ * 7 - 
;v (2 0 0 ml) 1 0 %^7y^A-R| (wet. , 3 . 1 2 g) SriJPx. 1 7 

)^7A70-7f7*77<- (fi^gli^^) t»»L3-^h^*>kf';^> (16. 3 
g, 7 1%) ZMWtotLXWZo 
[0 6 19] 

1 H-NMR (4 0 0MHz, CDCls) d I 4. 14 (3 H, s) , 6. 98 (1 H 
, d, J = 9. OH z) , 7. 37 ( 1 H, dd, J = 4. 5, 4. 4 H z ) , 8. 84 
(1 H, d, J = 4. 4 H z ) . 
[0 6 2 0] 

2 ) 3 - :* v * v \L o y - 1 - * * -> k 

3 h^vbfV (16. 2 g) ^y^nn^ ?y ( 3 0 0 m 1 ) ^Vm 

T?jfi®Mhm -^on^>^* (4 4. Og) Srinx. 1 6l^raiK#Lfeo RfSStt-^Bi* 
MJ 9 A (9 . 2 7 g) C07jc (10 0ml) »ifc*in*.'C 1 5^W*^Ufeo HKft 

5. 8g, 8 5%) ^S^iLtf/Co 
[0 6 2 1 ] 

1 H-NMR (400 MHz, CDCls) § : 4 . 02 (3 H, s), 6. 66 (1H 
, d, J = 8. 5Hz), 7. 48 (1H, dd, J = 8. 5, 5. 9 H z) , 7. 92 
(1H, d, J = 5. 9Hz) . 
[0 6 2 2 ] 

3 ) 6 - -> T 7 - 3 - * h 3r -> tf V > 

3-^ f^yf'Jfy^-l-t^y K (9. 8 9g) StFy^fJVSI (9. 4 5m 

i ) ©a-frWfc 8 o °c-e i B#p B m#Lfc 0 KJSifcfc i , 4-*J**y-y (100 

m 1 ) £tJPx^ 0 fCyTWb* 0 * A (8 . 7 7 g) OtK (3 0ml) »«tSrUnx, H 

* MET®* U# £ i/ 0 * *5A7nv F7*77-f- (^4r -9" > -IfcBfe-*- 

ttlL6 ->77- 3 h^>t? y (8. 7 4g, 7 2%) L 

[0 6 2 3 ] 

1 H-NMR (400 MHz, CDCls) 5:4. 24 (3H, s), 7. 09 (1H 
, d, J = 9. 0Hz), 7. 68 (1H, d, J = 9. 0Hz). 
[0 6 2 4] 

4) 3-7-tf^-6-^ f^ytf'J^y'y 

6-y77-3-^ >^yli , Jfyy (5. 6 1 g) (DV^)Vx.-Tl\' (10 0ml 
) b^y^y (20ml) - 1 0t^T3Wf^vn'>fA (0. 

8 4M«yxf;Vx-t;i/'M, 6 0ml) fc^KSTFU EliaS"? 1 B#EM# Lfco 
BCJftf&K Ott-l NiimTKW^^Pxmft ( p H 4 ) t L5rWLLtz 0 tRU £&*P£tS*** 
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i- F V *y ^mWL-QWsT^ii V1± (pH9) £ L£iL y^nn^^vtllBUco 

7*7~7<i- {WWi^^-^^y) "CffiffL 3 6 F ^"yM V ( 

3. 8 2g, 6 1%) ^@#Ht#/;o 
[0 6 2 5] 

1 H-NMR (400MHz, CDCls) 8 I 2 . 82 (3H, s), 4. 23 (3H 
, s) , 7. 06 (1H, d, J = 9. 3Hz), 8. 04 (1H, d , J = 9. 3Hz 
) . 

FAB-MSm/z: 153 (M+H) + . 
[0 6 2 6] 

5) 4- ( 6 F 3r 9 y- 3 - fcf V W-)V) - 2, 4-y't^y7r^f^f 
)V 

3 - T-fe^;V- 6 F^vfcfV (3. 8 2 g) <7)x F 9 H F'tt "7 9 > (10 0 
ml) -7 8tt"Jf ^AfX (f'J^f^v'J^) 75 F (1. 0M©f 
HFn77 >M> 2 7ml) £«l L 1 BfFWL/; 0 7 8 tt'ViViy 
^ (5. 9g) F7tFn77> (20ml) *#$t£$sM^ 0 °CX 2 B#r^*# 

l/co Kfcm^tv^fr-TfritimkfrWLx., im* i N^m7XM-emtt (pH4 

6 F 3 -tf V -2, 4-yt^7 77 7i^f J^Xr;V (5. 3 

8 g, 9 0%) Lt#f; 0 
[0 6 2 7] 

1 H-NMR (400 MHz, CDC 1 3 ) $13. 93 (3H, s), 4. 26 (3H 
, s ) , 7. 12 ( 1 H, d, J = 9 . 3Hz), 7. 86 (1H, s), 8. 15 (1 
H, d, J = 9. 3Hz). 
ESI -MSm/z : 2 3 9 (M+H) + . 
[0 6 2 8] 

6) 5- (6 F^rv- 3 - tf V ^i^-;V) -1- (3-t*'Jy» -lH-t°7V- 
;v- 3 -7>;w1?>^ fjvx^r* 

4- (6 F vtfV 3 -4 ;V) -2, 

;V (5. 38g) (D*? S -)V (150ml) iSflt^ MUX^M 3 2©3-tF9y 
7f'Jyy (2. 8 2 g) *m\\L4 5^Ml'iL/; 0 KBifc^mm. (5. 2ml) £ 
i&ijn L 1 4 B#^JD^5I Ltzo BOB®.* 1 Slfe7Km<b+ F V -7 &7km$LX*m L 

£ ^ n n^jVA Tr-piifcB U ^-fr^/cMJS £S&fn:fc!&7jeT?$fc?#-U $$7jatt+ F U «7 A "C 
L o WJf^ * MJETg* L# e> tiTt 5$s£ *y'J*W7A^D-7f^57 
-f - 9 y -)v-y on*;VA) t*iIL5- ( 6 F 3 - H° V ^v — ^ 

l (3-t°Vv;v) - l h-h°7 3 -*;v^>M^^f-;v-^^-r;v (0. 348 

g, 5. 0%) zmittLxntzo ttz, mzmmxmmLtzm=.m^mm^m.j±T^^ 

L5-tFo^y-5- ( 6 -* F ^ v- 3 - fcf V ^v-;v) -1- (3-tTVv 5 ^) - 

4, 5 - y t Kn - 1 H - tf 5 ^7- ;v - 3 - * f Jl'i^ r;> ( 3 . llg, 4 
4%) ^7^JV7 r * i: LT#fc 0 

[5- (6 F^rv- 3 -tf V ^v-;v) -1- (3-H"'Jy^) -lH-tT^V-^ 
- 3 )utf>W.J f ;vxxf ;v : 
[0 6 2 9] 

1 H-NMR (400 MHz, CDCls) $ \ 3. 99 (3H, s) , 4. 13 (3H 
, s), 7. 00 (1H, d, J = 9 . 1Hz), 7. 31 (1H, s), 7. 37-7 
. 46 (2H, m), 7. 86-7. 92 (1H, m), 8. 54 (1H, d like 
, J = 2. 0Hz), 8. 63 (1H, dd, J=4. 9, 1. 5Hz). 
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FAB-MSm/z : 3 1 2 (M + H) + . 

5-£Kndrv-5- (6 3 -If V ^v~;V) -1- (3-t?U^^) -4 
, 5 -yt Kn- 1 H - tf-y V- JV- 3 - * )WsJ*>fiM f-;i/ji^-r;v : 
ESI-MSm/z : 330 (M+H) + . ] 
# b fitz 5 - Kn *~>- 5 - ( 6 - > h ^ v - 3 - U ^S^-;V) - 1 - ( 3 - tT V 
-4, 5 - y t K n - 1 H - t° 7 V - il' - 3 - * ;v ^" > K ^ f iV ^ ^ f ( 2 . 8 
8 g) <DV*u u**y (80ml) »fltfc, £»-C h 17 ^f^T ^ > ( 3 . 04ml) 
, mk**y*^*=-^ (1. 3 5ml) , RIM- (y^f;i/75y) H°Vv> (0. 
1 1 1 g) *»L2. 5l»Lfco RliSattc^^y-^Sr^JnLfe^ ^nn*;v 

*'>'J*W5A^D7h/?7-f- (T-fe h nn*;VA) T?flMftl*5- (6- 

^ h 3 - tfV ^~;v) -1- (3 - tf V v";v) - 1 H- if 7/-^- 3 — #;HJ? 

>&j*^)l>^XTK> ( 1. 5 5 8 g, 5 7%) SrHflsiLtftfco 
[0 6 3 0] 

7) tR»ff:#W 

5- (6 1 ^fv- 3 -tfV yy — fr) -1- (3-t°iJ^;v) — 1 H — tf 7 V*— ^ 
- 3 -*^#>Bft^ (0. 3 9 9 g) ©r h 9 t KP7 5 ^ (5ml) , ^ 

irS-fr (10ml) X If* (5ml) ?S-£i##U^ 7]cm<bV^'7A— 7Xfnt> (62mg 
) fc&flnU 4 0°Ct? 1 B# W«^Lfeo KJBM* 1 NttBbfc*ifc"C*»*n U 

ffltO»«E**JET«* U# tt^JSaEJ* 1 &fe£Bfcfc^i£*2fetn] ( p H 4 ) fc U 

fffiL/c@#^'MLHM^ (0. 3 0 3 g, 8 0%) tl#fcL"C||fe. 
[0 6 3 1 ] 

1 H-NMR (400 MHz, DMSO-de) 3:4. 00 (3 H, s), 7. 34 ( 
1H, d, 1 = 7. 8Hz), 7. 49 (1H, s), 7. 53 (1H, dd, J=4. 
8, 7. 8Hz), 7. 86-7. 91 (1H, m), 7. 99 (1H, d like, 
J = 9 . 3 H z) , 8. 60 (1H, d, J = 2 . 0 H z) , 8. 64 (1H, d li 
ke, J = 4. 8 H z) . 
FAB-MSm/z : 2 9 8 (M+H) + . 
[0 6 3 2 ] 

[##$166] 1- (6-* h*->-3 -If V -5- ( 1 H - if n 3 - 4 ^ 

) - 1 H-if 9 3 -ij)v^ym 

[0 6 3 3 ] 
[ft 7 6] 



H 




[0 6 3 4] 

1- [1- (7x-jv^]V*-jv) - l H-tfn-;v- 3 — l—x-fS'* (1 
0. 7 g) hya7lyxf;i/ (8. 6 0ml) , W V -7 A (HJ^WJ^ 
) 75 K ( 1 . 0M«ff7tKn77^$, 4 6. 3ml) itfflv^, #tW3 6 
<753) fcrat©*fe"C4- [1- (7x = H**iA') - l H-lf n-;v- 3 
-2, 4-yi j r773'yixfjVxXfJV (12. 4 g) LT#/co 

(4 . 0 0 g) V -;V (50ml) 2 <7) 5 - 

li K7 yV - 2 h+vlf U (1. 9 0 g) bW?M(3. 9 1ml) ^MS^iJPx. 

> n-ttmTt^t/co lEtw, RtSiK^aiaLBi (1. oomi) *jmx. 6 BWJra*ft*atu^: 
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«E*S*L»e>fLfe3Sati % MT?^^^-^ (50ml) fc;W*ft?-HJ*A (816 
mg) £#0;i, 3TO»L/c 0 MfcRi&ifcK* (2 0ml) ^tDx. W«#L^o RJS 

^77^- (y^nn^r/-ftixf^) -CffiS^U 1- (6 h^v- 3 - fcf V 
;u) -5 - ( 1 H- tf u~)V- 3 ->f ;V) - 1 H- tf^V-;!-'- 3 -*^)|?i'ixf 
jIsjlXtJV (2 10mg, 5%) *#fc 0 
[0 6 3 5] 

1 H-NMR (400 MHz, CDCls) 8 : 1 . 41-1. 44 (3 H, t , J = 7 
. 1 H z ) , 3. 98 (3H, s), 4. 45 (2H, q, J = 7. 1 Hz) , 6. 04 
-6. 09 (1H, m) , 6. 57-6. 60 ( 1 H, m) , 6. 73-6. 76 (1H 
, m) , 6. 80 (1H, d, J = 8. 8 H z) , 6. 95 ( 1 H, d, J = 0. 7Hz 
), 7. 66 (1H, ddd, J = 8. 8, 2. 7, 0. 7Hz), 8. 25 (1H, d 
, J = 2 . 7 H z) , 8. 34 (1H, br s). 
FAB-MSm/z 13 13 (M+H) + . 

ttz, frfo&ft<DW<Dymfrbtfm\.fcmit*timL, mmit%m a. 6 0, 41% 

) «r#fc 0 
[0 6 3 6 ] 

1 H-NMR (4 0 0MHz, DMSO-de) 8:3. 89 (3H, d, J = l. 5H 
z) , 5. 82 (1H, d, J = l. 5Hz), 6. 53 ( 1 H, d, J = l. 5Hz) 
, 6. 61 (1H, s), 6. 66-6. 73 ( 1 H, m) , 6. 88 (1H, dd, J 
= 8. 8, 1. 0Hz), 7. 70 (1H, ddd, J = 8. 7, 1. 5, 1. 5Hz) 
, 8. 16-8. 20 (1H, m) , 11. 14 (1H, s ) . 
F AB-MSm/z : 2 8 5 (M+H) + . 
[0 6 3 7] 

[###!l6 7] 1- (6 h^v- 3 -tfV yj — fr) -5- (5 2 — tf V 
v;v) - i H- if 9 v"-;v- 3 -*A'^>Bft 

[0 6 3 8 ] 
[ft 7 7 ] 




[0 6 3 9] 

1) 4- (5-^f;V-2-(f'J^V) -2, 4-/t*V^^f^r^ 

f h V ">Apt h^rvK (4. 74 g) (£M ? / -;V (2 00ml) jSiftK, !S"Cy a. 
^IvVfiV (10. 4 g) SriKlx. 5 RJCfetftt^fi-C, ##^!13 5 <75 1) 

<7)1- (5 2 -tf U -l (5. 9 3 g) SrSDx 5^F^tt#L 

J£Tll*L4- ( 5 2 - tf V v;v) -2, 4-y**V^^f^f 
;v (7. 3 1 g, 7 5%) WtLt|/;o 
[0 6 4 0] 

1 H-NMR (400MHz, CDCls) <S : 2 . 46 (3H, s), 3. 92 (3H 
, s), 7. 58 (1H, br), 7. 70 (1H, dd, J = 8. 06, 1- 83Hz 
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), 8. 08 (1H, d, J = 8. 06Hz), 8. 5 4 (1H, d, J = l. 22Hz 
) . 

[0 6 4 1 ] 

2) 1- (6 -*nn- 3 - tfV -5 - (5-^fJV-2-f'Jy» -1H 

4- ( 5 *-/!/- 2 - tfV - 2, 4-yt*V77>i^f^f^ (3. 

34 g) <£>^ ? 7 -;V (200ml) III:, 3 on - 6 - t: K9 vV \£ V > ( 
2 . 6 g) *mk. 1 . 5 nmMmMXstZo Ri&m~W£WL ( 3 m l ) SriPx, It 4 B# 

^ l > %wm * m&m-? r % ~> * a l tz „ arsum. « * »ets* l# & *l 

/;Si^y'J*^*5A^n7i>^77^ (^Jff >-iiif;v) tilt, 1- 
(6-^nn-3-tfVfy-;V) -5- ( 5 —* 2 - tfl) -lH-t"7y' 

3 -#;wi?>^^;v^.xx;i' (4. 0 8 g, 8 2%) tlfltfc Lt#/;o 
[ 0 6 4 2 ] 

1 H-NMR (4 0 0MHz, CDCls) 8 \ 2. 33 (3H, s), 4. 00 (3H 
, s), 7. 20 (1 H, s) , 7. 58 (2 H, m) , 7. 68 (1H, d, J = 8. 
91Hz), 8. 08 (1H, d, J = 8. 91Hz), 8. 22 (1H, s). 
E S I -MSm/z 13 3 0 (M+H) + . 
[0 6 4 3 ] 

3) mmt^® 

t>V7A^ >^yK (1. 3g) c7)^y-;v (100ml) MUX 1 - ( 

6 - ? n u - 3 - tf V yy — fr) - 5 - ( 5 - > f-^- 2 - tr U v ^) — 1 H — fcf 7 V- 
3 -tf^^l^^V^T^V (4. 0 8 g) £#nx_ 6 9B#F B m#b7t 0 Ki^W^v 

3. Og, 7 8%) tl#tUttfc, 
[0 6 4 4] 

1 H-NMR (400MHz, CDCls) S : 2. 35 (3H, s), 4. 10 (3H 
, s) , 7. 15 (1H, d, J = 9. 2 8Hz) , 7. 23 (1H, s) , 7. 51 ( 
1H, d, J = 7. 93Hz), 7. 60 (1H, d, J = 7. 93Hz), 7. 96 ( 
1H, d, J = 9. 28Hz), 8. 32 (1H, s). 
[0 6 4 5] 

[##00 6 8] 1- ( 6 -* h 3r v- 3 - tf U Vfr) -5 - ( 1 - ;* 1 H - tf n - 

;v- 3 - >f ;v) — 1 H — t? 7 V- )V- 3-ii fr#>Wt 
[0 6 4 6] 
[ft 7 8 ] 



\ 




[0 6 4 7] 

1) 1- (6 h^rv- 3 -tTV v;V) -5- (l-^f^-lH-fn-jV-3-^ 
;v) - l H- tf 9 V— ;v- 3 -#;v#>-S£j^;i/-^;2.t-;v 

3 -T-t^;V- 1 -^f-;vtfn-;v (l. 2ml) ©fl7tFD77> (10ml) 
?#EK, - 7 8 °C<%iPT 'Jf^At^ (>U^f)U'>'J^) 75 K ( 1 . 0 M<£>ir lyt 
Fn7 7 y mm, 11. 1ml) £ii§T 13 0 Lfco EJ»tC v a ^f^if^ 
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( 2 . 0 6mi) zmrfe, m.ux i mmmn #wj 2 © 5 - 1 s> 

y - 2 - ^ h ^ v tf U 5; y ( 2 . 5 0 g ) t ffisgfe ( 0 . 6ml) JkTfx. $ J - )V (50m 

jt^m^^^^tnx-^L. %^m*M7km^ vis v j*x~&mL?zo mm, 

:r.^;v) t?fS«iLl- (6-^ -tfy y;v) - 5- ( 1 - ^ f-;v- 1 H - £°n 

— ;l — 3 — ) - 1 H- tfy V-;v- 3 -^^^V'^^-f-^^^T-^ (2. 4 5 g, 7 
3 %) Lxntzo 
[0 6 4 8] 

1 H-NMR (400MHz, CDCls) * I 1 . 41 (3 H, t, J = 7. 20Hz 
), 3. 59 (3H, s) , 3. 98 (3 H, s) , 4. 43 (2 H, q, J = 7 . 20 
Hz), 5. 91 (1H, dd, J = 2. 81, 1. 83Hz), 6. 41 (1H, t, 
J = 1 . 95Hz), 6. 51 (1H, t, J = 2. 32Hz), 6. 79 (1H, d, 
J = 8. 79Hz), 6. 90 (1H, s), 7. 65 (1H, dd, J = 8. 79, 2 
. 69Hz), 8. 25 (1H, d, J = 2. 32Hz). 
[ 0 6 4 9] 

2) mmik&m 

1- (6 h**>- 3 -tfV v;V) -5- ( 1 -> f-^- 1 H- tfn-/U- 3 ->f ll> 
) -lH-t"7V*-^-3-*Jl'*^|xf^x7fil' (2. 4 5 g) b5tK07 
7 > (30ml) JR»»»C ^M-C 1 NTtcm^T" h V •> (9ml) 6 

^fWUK^L^o MtRJt&*t' 1 NyfcBKb?" h'J"? AtKv#w1 (4ml) *Jmx. 3 . 5 ^fW* 

(1. 5 3g, 6 8%) fcH-fcfc LT^fco 
[0 6 5 0] 

1 H-NMR (4 0 0MHz, DMSO-de) 5:3. 54 (3H, s), 3. 91 ( 
3H, s) , 5. 78 (1H, dd, J = 2. 6 9, 1. 8 3 Hz), 6. 68 (2H, 
m), 6. 84 (1H, s), 6. 95 (1H, d, J = 8 . 79Hz), 7. 77 (1 
H, dd, J = 8. 8 9, 2. 6 9 Hz), 8. 23 (1H, d, J = 2. 69Hz), 
12. 81 ( 1 H, b r ) . 
E I -MSm/z : 2 9 9 (M + ) . 
[ 0 6 5 1 ] 

[##00 6 9 ] 1- (6 h3r~>- 3 -tTV v^) -5- ( 5 - * - 2 - tf 9 v - 

;v) — l H — tf 9 y*- ;v - 3 - 7> ;i/ >M 

[0 6 5 2] 
Mk7 9] 




[0 6 5 3 ] 

1) 1- (6 h * 3 - tT'J y;U) -5- (5 2 -1H 

- tr 9 v— ;v- 3 — *^/3j?>aiJ.^-^'j.^'3rA' 

###0 3 6 03) <D4- ( 5 2 - If? -2, 4-yi^rV77>t 

xf;vxXf;V (7. 3 2 g) h###fl 2 O 5 - t K5 vV - 2 h ^ ->t?U v > (4 

. 3 1 g) tzm^x, ###ii4 9 ©4) fcraafco^s-e, l - (6-^ h^fv-3-t: 
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-5- (5-^f^-2-k'7y-iV) - 1 H - \L 9 v*-;i/- 3 - * ;VsK>^ 
(4. 8 0g, 4 6%) %mfat LX^tio 

[ 0 6 5 4] 

1 H-NMR (400MHz, CDCls) 5:1. 41-1. 45 (3H, m) , 2 . 
57 (3 H, s) , 3. 96 (3H, s) , 4. 44-4. 49 (2H, m) , 6. 79 
(1H, dd, J = 8. 8, 0. 7Hz) , 7. 33 (1H, s), 7. 68 (1H, d 
d, J = 8. 8, 2. 7Hz) , 8. 10-8. 11 (1 H, m) , 8. 36 ( 1 H, m 
) , 8. 5 4 (1 H, d, J = 1. 5Hz) . 
FAB-MSm/ z I 3 4 0 (M+H) + . 
[ 0 6 5 5 ] 

2) mmit&m 

1- (6 h^v-3 -tfV -5 - (5 2 - fc? 7^-^) -1H- 

7 V - iV - 3 - * JV^ - ^ ixf ;vxx f il' (1. 7 9 g) £ffiv^T, ##1?iJ 9 <7?B}£) 
co 4) <h IWI^cO^feT^ «RHKb^ (1. 4 3g, 8 7%) £IH#:£: LT#/: 0 
[0 6 5 6 ] 

1 H-NMR (400MHz, DMSO-de) d \ 2 . 50 (3H, s), 3. 90 ( 
3H, s) , 6. 90 (1H, d, J = 8. 8Hz) , 7. 47 (1H, s) , 7. 76 
(1H, dd, J=8. 8, 2. 7Hz), 8. 19 (1H, d, J=2. 7Hz), 8 
. 41 ( 1 H, m) , 8. 85 (1H, d, J = 1 . 5Hz), 13. 12 (1H, br 
s) . 

FAB-MSm/z : 3 1 2 (M+H) + . 
[0 6 5 7] 

[##M7 0] 2-75;-l-7;vtn-2- (-7;v^n^^;v) y°u^ym.WM 
[0 6 5 8] 
lit 8 0] 



NH 2 -HCI 

X 

F 

[0 6 5 9 ] 

1 ) iSLit 3 , 3 ' - v ^ n n if An ;v 

3, 3' -y^DOtfAijv (49. 9 5g) ©Mft-JV (7 0ml) M4H 

iftisiLto KJBmm^m&T^hnhfitznm.^m.s.m^ [b P 8 2 - 

9 0°C (1 5-1 6mmHg) ] t«lUlft3, 3 • _y^nnt°An^;V (37. 3 
6 g, 6 8%) £#fco 
[0 6 6 0] 

1 H-NMR (400 MHz, CDCls) 8 11. 51 (3H, s) , 3. 80 (2H 
, d, J = l 2. 0Hz), 3. 92 (2H, d, J = 1 1 . 7Hz). 
[0 6 6 1 ] 

2) 7vft3, 3' -y7;Vtn^n^;V 

^fk 3 , 3 ' -y^DD t: An -f (15. Og) ^yftA'^A (spray d 
ried, 2 0. 0 g) (5 0ml) »ftt2 0 0^5. 5mmW>WL?z 

0 9 0 °C £ T?^L?z^ Y)VJ-y (30ml) ^tWk-^WM^ ( b p 1 0 5 - 1 1 3 °C 
) "CltS^U -7vit3, 3' - VyfrXu tf/s-n-f ;v (H^^IC19%^ 19. 
3 4 g) 

[0 6 6 2 ] 

1 H-NMR (400 MHz, CDCls) 5:1. 35 (3H, d, J = 1 . 0Hz) 

, 4. 50 (1H, d, J = 9 . 2Hz), 4. 58-4. 64 (2H, m), 4. 70 
(1H, d, J = 9. 5Hz) . 
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[0 6 6 3 ] 

3) mmit&m 

r^^fymm^T, 7yik3, 3' -y7;vtnt*AD^jV (l;v^>?#i&, 19. 3 
g ) t Y 'J^f ^y'J^T v F ( 2 . 9 9ml) <75 h > (30ml) i#« 8 0 'CT? 
MI#L/; 0 gi^t, KSm^?t« (5ml) SrilBx. 6 0 °CT~ 1 Bf^WL^o 

SSSffc^ (3 5 4mg, 16%) *#7t e 
[ 0 6 6 4 ] 

1 H-NMR (400 MHz, CDsOD) d : 1 . 36 (3H, t, J = 1 . 8Hz) 
, 4. 51-4. 68 (4H, m). 
[ 0 6 6 5 ] 

[##017 1] 2 -75 7- 1 -7Jiritu- 2 -y ^;V7°n/^>^I^H 
[ 0 6 6 6 ] 
[ft8 1] 

•HCI 



[0 6 6 7] 

1) N-^>y;v-2-7?;-2-^fiV-l -7"n/W -;V 

2-75;-2 -^^;V- 1 -7n/W-;v (10. Og) , ^>X7*ft K (11 
. 9 8ml), RTfv - h )UJ->X)l<* >^ (1 Omg) (D^O-Vy (3 0 0 ml) 

r-V ->v'^^-^Ji^7K^S^fflV>T4 0#r^n^M»fEL^o £?£tk RJS»Ht**E 
L# *L;fc5!ft«E (200ml) KMM TKitTt? >> T / 7KSf{t* ? 

*t>y>A (8. 89g) ZlJUk 1 . 5HHa#Lfc, KJ&#*»&**ftJBET«*U #<b 

*Lfc»iiE ISf P ^MtK^ tfV^A tM« S^m^ f - ;v * in x. L , drifts * ffi nJttt 

7ft-^t5fe#^7fciffi m v ^ * ~> * a l tz o »su^ * mj±t^* u# e> tL^^ac 

•CJfMttU N--^>v;V- 2-757-2 -7 1 - ^n;V-JV (10. 3 6 g, 

5 2 %) zmfct Lxntzo 

[0 6 6 8] 

1 H-NMR (400 MHz, CDCls) 5 I 1 . 15 (6H, s ) , 1. 86 (2H 
, br s), 3. 35 (2H, s) , 3. 68 (2H, s) , 7. 30 (5H, s). 
[0 6 6 9] 

2) 3-^>^;V-4, 4->^f^-l, 2, 3 -t^fff 77*-^- 2 v F 
N-^>yiV-2-75y-2-^f;v-l-7'nA7-iV (3. 32g) 

u t°;V^^;l/T 5 ^ (12. 6ml) ©y'ynn^^ (50ml) ?M^> - 2 0 °C<£ 
^Tit/ffc^-A- (1. 4 9ml) <DV?uu*9> (5ml) 7 ^IBWtTijST 

Lfcfc, 4 5 t3^1» L/^o R(S»«E*«ET«* U# tLTtSlft* v U *^*9A^ 
n7^*77-f - (^^-^-Ife^^^v) "CflHRL* 3-^>v f ;v-4, 4-77f;v 
-1, 2, 3 - t^ftf 7V-JV- 2 - t^y K (3. 9 1g, 9 4%) £H#fc LT# 

[0 6 7 0] 

1 H-NMR (400MHz, CDCls) * I 1 . 24 (3H, s ) , 1. 45 (3H 
, s) , 4. 15 (1H, d, J = 14. 6Hz), 4. 20 (1H, d, J = 8. 1H 
z) , 4. 27 (1H, d, J = 14. 6Hz), 4. 64 (1H, d, J = 8. 3Hz 
), 7. 26-7. 42 ( 5 H, m) . 
[0 6 7 1 ] 

3) 3-^>v;V-4, 4-yVf;V-l, 2, 3-t^rff 77-^-2-y^^yF 
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3-^>v;i/-4, 4-v^^;V-l, 2, 3 - t^tf 7/ w ^- 2 - t^ *> K (1 
. 9 2 g) fcMJl/f-f AtM^ (5mg) ^)T^ f-h'J^V (3 0ml) tfc (3 0 

m i ) (dm&wk, mux~MB?mmi- fjfA (2. 73g) £#nx. 3 b mmwLtz 
^ h u ^At»ft*L7to mm, »***ETS*L»e>ftfc»s*vy 

-1, 2, 3-tW7 , /-^-2-yt J fyF ( 1. 9 3 4 g, 9 4%) fctoflyfei: 
U#/: 0 
[0 6 7 2 ] 

1 H-NMR (400 MHz, CDCls) ail. 30 (6H, s), 4. 26 (4H 
, d, J = 1 . 2Hz), 7. 26-7. 44 ( 5 H, m) . 
[0 6 7 3 ] 

4) N-^> 2 -75 J - 1 -7>U*n— 2 - J )V7°u 
3-^yy>-4, 4-vV^^-l, 2, 3-tW77-)l/-2-7t^yF ( 

1 . 9 1 g) <DT Y <7 H Yuyyy ( 1 0 m 1 ) ^C, iS?7 yftr" f?7fiV7> 
^-^a (1. 0MTf7tFn'7 7>ill 15. 8ml) Srftlx. 3 HFIIffL/co JR 
Kit^^TS* If yxf ;vx-f > (3 0ml) fc»JBU -TORS 

jj[tSil-C2 0%ttMfcdt*ifc (10ml) ^ii«WL/;„ RJS^zk^T, RS^Jc 

2 -T 5 y - 1 - 7;v^n- 2 fJV7o;0 ( 7 0 0 mg, 4 9%) £ri:bt%fcLT" 
[0 6 7 4] 

1 H-NMR (400MH, CDCls) * : 1. 16 (6 H, d, J = 2. 0Hz), 
1. 39 (1H, s), 3. 73 (2H, s), 4. 26 (2H, d, J=47. 9Hz 
) , 7. 2 1-7. 3 7 (5 H, m) . 
[0 6 7 5] 

5) mmk&m 

N — ^y-JjU- 2 — 75 J - 1 —yji/Hru— 2 - ^f ;V7°n;ry (6 9 0mg) 

(2 0ml) 10%^7y7^f (5 0mg) tmMM (1ml) £Jn 

?m (3. 5^U±) #H^T^t?^a£#Lfeo Rt&iK^ IC1 0%^7y'7A 
Rlt (lOOmg) ^Jn^7X* (4. #B$CT5 0'CT6. 5ir»ftL/:o ^ 

laSAE**^ f^ffl^tllU Mv«£MEET^*U HMMfc'frW (5 0 6 
mg, 5£i) S:@#fcLt#feo 
[0 6 7 6 ] 

1 H-NMR (4 0 0MH z, CDs OD) * : 1 . 37 (6 H, s), 4. 42 (2H 
, d, J = 3 7. 2Hz). 
[0 6 7 7] 

[##W7 2] 5- (i-^fjv-lH-^r/-;v-4-^v) - l- (6-^f-;v 
- 3 - tT u v;v) - l h - 1? 9 v- 3 - # 

[0 6 7 8] 
[ft 8 2 ] 
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[0 6 7 9] 

1) 4- (l-^f;V-lH-'f5r/-il/-4-^V) -2, 4-yt^V^>ix 

4 - 7-bf ^ - 1 - ^f ;V- 1 H-^ 5 / V-iV (0. 7 5 g) tvi^lyifiV ( 
1. 64ml, 12. 08mmol) t £fflV>T, 3 6 O 3 ) t|W]«0^ftT-4- 

(l-^fJV-lH-^5fy-JV-4--fJV) -2, 4 - y't^fV^ 
(1. 1 2 2 g, 8 3%) £H#^ LT#7to 
[0 6 8 0] 

1 H-NMR (400 MHz, CDCls) 5:1. 39 (3H, t, J = 7. 2Hz) 
, 3. 79 (3H, s) , 4. 37 (3H, q, J = 7. 1Hz), 7. 15 (1H, s 
), 7. 52 (1H, s), 7. 70 (1H, s). 
ESI -MSm/z : 2 2 5 (M+H) + . 
[0 6 8 1 ] 

2) 5- ( 1 — ^ + ;V — 1 H-'f < W— )]/ — 4 — 4 )]/) -l- ( 6 — ^ 3 — fc? V 

- i H-t°9 v'-;v- 3 -*^*>|xfJVi^rJV 

4- (i-^f;v-iH-'f ^V-;v-4-^;v) -2, 4 - v >@$^ + 
;V^^t-;V(1. 1 2 g) t##!3 1^5-tF7y7-2-^fMf'Jyy (6 7 6 
mg) OlNli-x^-iV (40ml) ^t^4 5»iStLf; 0 ^<^^> 

>f - (^^y-ji'-^DD*;^) t»IL5- (i-^f;v-lH-'f 5^V-;v-4 
--f;v) - l- (6 3 -ify - 1 H-tf9V-;v- 3 -Tj^tf^m^-f- 

;V.x*-r;l/ (7 0 5 mg, 4 5%) *mfa£ ttf^o 
[0 6 8 2 ] 

1 H-NMR (400MHz, CDCls) 5:1. 41 (3H, t, J = 7. 2Hz) 
, 2. 63 (3H, s), 3. 64 (3H, s), 4. 44 (2H, q, J = 7 . 1Hz 
), 6. 64 (1H, s), 7. 15 (1H, s), 7. 27 (1H, s) , 7. 40 ( 
1H, s) , 7. 78 (1H, dd, J = 8. 3, 2. 7Hz) , 8. 54 (1H, d, 
J = 2 . 7 H z) . 
[0 6 8 3 ] 

3) mmt&® 

5- ( i -*?-)v- i H-'f 5 4 --f ;v) -i - ( 6 f-;v- 3 - try v 

;V) - 1 H- tT9 % /-;V- 3 -ij ^^vW^-f-^^-^T-^ ( 6 9 4 mg) bi^W.lkVf-^ 
^-mm (1 1 2mg) tfcffl^T, ##1?!) 4 2 <75 5 ) t IW^&T^ISfb^ (4 
4 4mg, 7 0%) LT^fco 
[0 6 8 4] 

1 H-NMR (4 0 0MH z, DMSO-de) 512. 54 (3H, s ) , 3. 61 ( 
3H, s) , 6. 96 (1H, s), 7. 17 (1H, s), 7. 37 (1H, d, J = 
8. 3Hz), 7. 59 (1H, s), 7. 77 (1H, dd, J = 8. 3, 2. 7Hz 
), 8. 47 (1H, d, 1 = 2. 4 H z) . 
ESI -MSm/z : 2 8 4 (M + H) + . 
[0 6 8 5 ] 

[#f«7 3] 5- (5-y7/-2-t:'Jy» -1- (3-tf'J^;v) -lH-tf9 
>/_;V_ 3 -#;i/5j?>@l 
[0 6 8 6 ] 
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[ft 8 3] 



NC 




[0 6 8 7] 

Am) 

1) 5 - (5-tKn^y-2-f>Jy;V) -1- (3-tfUv^V) -lH-tf 7 V-^ 
— 3 — ^^^^St^f-Jl^X-r^ 

##W18©2) CO 5 - (5 — 2 - tf y V)V) -1- (3-tf'Jv;v 
) - 1 H - t°7V-iV - 3 - *)V#>lif ^i^r;V (4. 6 3 g) <7)J^/~;V (4 
6ml) <h»-^^^ (46ml) 10%^?^^A-^ (4. 63g) 

L5 - ( 5 - t Kn * v- 2 - tf 0 v;V) -1- (3-t°Vv^) - 1 H - tf 9 V*-;V- 
3 -*;V^>@tai^;v^7,T-;V (3. 4 8g, 9 7%) $r@#tLT#^o 
[0 6 8 8] 

1 H-NMR (400MHz, DMSO-de) 8 \ 1 . 32 (3H, t , J = 7 . 1H 
z), 4. 33 (2 H, q, J = 7. 1 H z ) , 7. 20-7. 25 (2 H, m) , 7. 
49 (1H, dd, J = 8. 2, 4. 8Hz), 7. 55 (1H, d , J = 8. 5Hz) 
, 7. 76-7. 79 (1 H, m) , 7. 93 ( 1 H, d , J = 2. 9Hz), 8. 49 
(1H, d, J = 2 . 7Hz), 8. 58-8. 60 ( 1 H, m) , 10. 31 (1H, 
b r s ) . 

FAB-MSm/z : 3 1 1 (M+H) + . 
[0 6 8 9] 

2) 1- (3-tf'Jv;v) - 5- (5 - h V y^Jru* 9 >x;u*-;v^^r v- 2 - fc? V 
v ;v) - 1 H - tf 5 V— ;v- 3 — * ;v *">Sxf ;vx^ -r ;v 

T;^^>#ffl^T, 5- (5-tFn^y-2-t°Uy;V) -1- (3-t°0^;V) - 
1 H - H'7 V*-^ - 3 - *;V**>ixf ;i/x^ f JV (3. 4 7 g) <D~J9uu* 9> (6 
9ml) fct"'Jy> (23ml) 1ST* h V 7 o * 9 > A >S£ 

(2. 2 6ml) SrSiT^, 8 5 frtomW Ltz 0 RJES«lC* * n o * ;V A ^pxToifc L 

y'J^'JVA^^nv^^?^ (^fxf;v-^nn^;l/A) tffliLl- (3- 
\£VV)V) -5 - (5 - h V yJHru* 9 > 7s)\<* — )\'vtr * $/- 2 - t° 0 -1H- 
t?9 v*-;v- 3 -*^#>Sifjvx7f;v (4. 9 5g, jgfiift) tafffcUftfco 

[0 6 9 0] 

1 H-NMR (400MHz, CDCls) 5: 1. 42-1. 45 (3H, m), 4. 
45-4. 50 (2 H, m) , 7. 35 (1H, s), 7. 38-7. 42 ( 1 H, m) 
, 7. 59-7. 61 ( 1 H, m) , 7. 67-7. 70 ( 1 H, m) , 7. 79-7. 
82 ( 1 H, m) , 8. 41 (1H, d, J = 2 . 7Hz), 8. 56 (1H, d, J = 
2. 4Hz), 8. 65 (1H, dd, J=4. 6, 1. 5Hz). 
FAB-MSm/z : 4 4 3 (M+H) + . 
[0 6 9 1 ] 

3) mmit&m 

T;V^y#B^T\ y7Hkf'Jn-/f^X (14. 1 g) tfl7^X (F'J7 
ix;v*X7^ ^7-7^A (0) (19. 4g) <D1, 2-y^nnx^y (133 
m 1 ) mmwi* 2 BlFlMllL/:o 1 - ( 3 - tf 0 Vfr) - 5- ( 5 - >U "7 

;^n^ ^ y 7,)\,^-)V^*i/- 2 -tTV v;v) - 1 H-(f7V-^- 3 
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J-)Vx-*Tfr (4. 9 4g)<01, 2-V^nnx^> (109ml) iMTf, 1 
3H#|»M-iSlLLtf:o RJSm^lSfD«7K*^- h 'J * A7M#«fl[|x.-fe 9 >f h £ 

>f7~74- (S|xfjk-^on*;^) tiIL5- ( 5 - ->7 / - 2 - t? V V )V) - 
1- O-tTyy^) - 1 H- t?7 y-zw- 3 -»^#vSxf^fA'^o #^ 
Jlfcxf^xXf^f h?tKn75> (87ml) JRfliftCt^ £ift*T?>icBMb V ^ 
A-7jt» (0. 4 7 0 g) cOtK (4 3ml) mWLZffiTfe, 4 Ot^WL/Co R&ifc 
K;fcfc*nn*)l/Afcinix.a-iftL;fco 1 N:HMfcfc#ifc (1 1 . 2ml) £jbnx.*fli 

^;-ji/-^odwa (l^io) m&feMitiaz.&'foL. tli«iS«S 

T«*L*HK'fk^!» (2. 5 2g, 7 7%) *@*iLT#fc. 
[0 6 9 2 ] 

1 H-NMR (4 0 0MH z , DMSO-de) 8 '. 7 . 50-7. 54 (1H, m), 
7. 62 ( 1 H, s), 7. 85-7. 87 ( 1 H, m) , 8. 04 (1H, d, J = 8 
. 3 H z) , 8. 41-8. 44 ( 1 H, m) , 8. 58 ( 1 H, d, J = 2 . 4Hz) 
, 8. 65 ( 1 H, d, J = 4 . 6Hz), 8. 80-8. 81 ( 1 H, m) , 13. 2 
3 (1H, s ) . 

FAB-MSm/z : 2 9 2 (M+H) + . 
Bj£) 

10 6 9 3 ] 

1) 2-7-tf ^-5-v7y t°'Jy> 

3 - y7 / fcf' ) *jy (3 . 1 2 g) , fcT/H±*>m (6. 2 3ml) IWiti (1. 2 
7 g ) <DV?uu*?y (150ml) fc* (150ml) U&WLfc, IfiT^^t^ V 

~ iir^^x.jA do. 3 g ) *'&*\zM7Ltzo KiBm^yK^T, mm. (3. 2 m 1 

) £#*«JnU 40ttl. 5B|f«L/;o MCMT^ 1 N^cgKb^ h U ? 

0 -7 A L fc 0 MfJL «±T*#$t U# h fitznm *->'J*W?A?n7 
h^57-f- (ftBft^^-^^r-^^) till 2 - 7^f ^- 5 - v77 t° 'J y > (9 
03mg, 2 1%) tlfriU^o 

[0 6 9 4] 

1 H-NMR (400MHz, CDCls) d I 2. 75 (3H, s), 8. 13-8. 
16 (2 H, m) , 8. 95 (1H, d, J = 1 . 2 H z) . 

[0 6 9 5 ] 

2) 4- (5 - vT7 - 2 - tfU -2, 4-yt^V7^>'ixf;i/x^f;V 

2 -7-tr^;V- 5 -5/ TV tT U v> (9 0 0 mg) i:ya^SyxfjV (l. 6 7ml 
) fc£JBV»"C, ##083 6 03) t |Wj#077fe^ 4 - ( 5 - vT / - 2 - fc? V *J fr) -2 
, 4 - yt^77^ >^xf ji/xT.til' (1. 188g, 7 8%) tlf Ltftfco 
[0 6 9 6 ] 

1 H-NMR (400MHz, CDCls) <5 : 1 . 43 (3H, t, J = 7. 1Hz) 
, 4. 42 (2H, q, J = 7. 1Hz), 7. 69 (1H, s), 8. 18 (1H, d 
d, J = 8. 2, 2. 1Hz), 8. 26 (1H, d, J = 8. 1Hz), 8. 98 (1 
H, s) . 
[0 6 9 7] 

3) 5- (5-y7;-2-t"'Jy» -1- (3-E°Uv;V) - 1 H- ^7 V—fr- 3 
— 7J jv^yfxf jvxxfjv 

4- (5->7/-2 V'JyJV) -2, 4 - ^t^f V7*^ yfxf jVx7xf ;V (1. 
7 2g) t##$13 2 ©3 - t K-7VV tfU v > (0. 9 2 g) t^fflv^T, ##00 7 2 
W2) fcra«0*ST5- (5 -v7/- 2 -tTV -1- (3-^''Jy» -1H 

3 -7j;v^^^j.^;v^xt;v (i. o l g, 4 5%) S , i#tlt#fc 

o 
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[0 6 9 8] 

1 H-NMR (4 0 0MHz, CDCls) * I 1. 44 (3H, t, J = 7. 1Hz) 
, 4. 48 (2H, q , J = 7. 2 H z) , 7. 41-7. 43 ( 1 H, m) , 7. 42 
(1H, s) , 7. 61 (1H, d, J = 8. 1Hz), 7. 82 ( 1 H, d, J = 8. 
1Hz), 8. 00 (1H, dd, J = 8. 2, 2. 1Hz), 8. 54 (1H, d, J 
= 2. 7H z) , 8. 67-8. 68 (2 H, m) . 
[0 6 9 9] 

4) mmit&m 

5- (5-y7;-2-f'Jy» -1- (3-t"'Jy» - 1 H - fcf 9 V- >V- 3 - 
A^*'>lif;kx^7^ (5. 6 9 g) fcyjcBMbl) 7j<^D% (8 2 3 mg) fc* 

ffl^t#f«7 2 03) fc ra»<0*te-C**fl:#W (5. 19g, *@#tU 

[ 0 7 0 0] 

1 H-NMR (400MHz, DMSO-de) 5:7. 53 (1H, dd, J = 8. 1 
, 4. 9Hz), 7. 63 (1H, s), 7. 87 (1H, d, J = 8. 3Hz), 8. 
05 (1H, d, J = 8. 3Hz), 8. 44 (1H, dd, J = 8. 3, 2. 2Hz) 
, 8. 59 (1H, d, J = 2. 4Hz), 8. 65 (1H, d, J = 4. 6Hz), 8 
. 82 (1H, d, J = 2 . 2 H z) . 
[0 7 0 1 ] 

[##00 7 4] 5- (4-~>ry7i-;v) - l- (3-t°'jv;v) -iH-t'7^/-;v 

- 3 -*J^f>ixf ji/x^f ^ (##W 2 4 <7) 3 ) OSU}£^J&) 

1) 4- (4->7^7x-^) -2, 4-yt J fV7^>'Sxf;mf^ 
T^rf^H^T. 4-7-bf-^> , /-b , J/i' (1. 0 g) <DT V ? Kn y y > ( 

5 0ml) mm^, - 7 8 "CC V ^ -7 A bf X (f'J^fJVy'JJV) 75 K ( 1 . 0 MOf 

14. 1ml) HO ^IWCaiTft, IC30 L*: 0 R 

Sti:^a^i^f;V ( 1 . 4 1ml) fcfl&TIk 1 O^Wii^Lfco Jgfc^fflt? 0 . 

v «7 A L fee »SU^ iltJ£T«£l§* L 4 — (4->7;7x-;V) - 2, 

4- yt J fV7*^txf^f^ (1. 7 g, JgSfltj) ^#tLt#f; 0 
[0 7 0 2 ] 

1 H-NMR (400MHz, CDCls) 5:1. 42 (3H, t, J = 7 . 08Hz 
), 4. 42 (2H, q, J = 7 . 08Hz), 7. 07 (1H, s), 7. 81 (2H 
, d, J = 8. 30Hz), 8. 08 (2H, d, J = 8. 30Hz). 
E I -MSm/z : 2 4 5 (M + ) . 
[0 7 0 3 ] 

2) nm\&m 

±|B4- (4->7/7x-JV) -2, 4 - y t^f 777 7l|xf ;vx^r;V (3. 0 
g) 3 2 © 3 - fc K5 5? ; bf 'J y > (2. 4 6 g) <7).x^y-;v (3 0 0ml) 

ffclfc ( 2 . 16ml) * 1 6 ^W3m&«8EL7to RJtSftK*«[afc ( 1 . 

5ml) SL\Z 0 . 5 ^WiPSfeaiSKLTto MJS^^^fn«7}c*^ b'J>> 

ft, j*EET#»Sr«* t# irfeaaE* y'J*W7A^D7^77^- ( 2 % * 9 

5- fr-*J*uu*9» fill, ilft^t (2. 15g, 55%) tiftt LTft 
tz 0 

E I -MS m/z : 3 1 8 (M + ) . 
[0 7 0 4] 

7 5 ] 5- (5 -y77 - 2 - tf U v;V) -1- (6-^^-3-f'Jy>) 

- l H - fcf 9 v*-;v- 3 - # 

[0 7 0 5] 
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[0 7 0 6 ] 

1) 5- (5 2 -try y/iO -l - (6 -^^-;v- 3 - tfv v;v) - 
l H- tf 7 V— ;v- 3 -*;i"f"/|ifi^^f;v 

1 4 CD 3 ) (7)4 - ( 5 v;V^- ^ v- 2 - kf 0 vOV) -2, 
^ >fxf;i/xxr ;v ( 2 . 6 2 g ) t 3 l<7)5-t K7vV-2-^f JVt°'Ji>' 

> (0. 9 8 6 g) £ffl^T, ##^J904) t mm^mr- 5 - ( 5 -^vJV^v 

-2-t°Vv;v) -i - (6 3 - try v;v) - l H- tf9 3 -ij)V^ 

y^^)V^^y-)V (1. 7 4g, 5 2%) £gH£i Lt#/; 0 
[0 7 0 7] 

1 H-NMR (400MHz, CDCls) <S : 1 . 42 (3H, t, J = 7. 1Hz) 
, 2. 60 (3H, s) , 4. 46 (2H, q, J = 7. 1Hz), 5. 10 (2 H, s 
) , 7. 19-7. 42 (9 H, m) , 7. 72 (1H, dd, J = 8. 3, 2. 4Hz 
) , 8. 26 ( 1 H, d, J = 2 . 9Hz), 8. 38 (1H, d, J = 2 . 4Hz). 
FAB-MSm/z I 4 1 5 (M+H) + . 
[0 7 0 8] 

2) 5- (5-tFo^y-2-t"'JyjV) -1- ( 6 - ^ ^fr- 3 - tf 0 2> ;V) -1H 

5- ( 5 v;v^^r->- 2 - try -1- ( 6 f-;v- 3 - try -1 

H- tf? V*-;V- 3 -*Jl^f>'iifJV^fiV (1. 7 3 g) C7)i^y-;v (3 4ml 
) fcS=gtx^;v (3 4ml) 10%A7y^-RI (1. 7 3 g) £*n;c 

ET^*L5- (5 -n Ko^y- 2 -try -1- ( 6 - * f^- 3 - tf y v^lO 

- 1 H- tf 9 3 fr-myW.^^^-^Tfr (1. 2 8g, 9 5%) £m#<h L 

[0 7 0 9] 

1 H-NMR (400MHz, DMSO-de) 8 '. 1 . 33 (3H, t, J = 7. 1H 
z), 3. 33 (3H, s), 4. 34 (2H, q, J = 7. 1Hz), 7. 18-7. 
25 (2H, m) , 7. 34 (1H, d, J=8. 5Hz) , 7. 51 ( 1 H, d, J = 
8. 5Hz), 7. 64-7. 67 (1H, m), 7. 97 (1H, d, J = 2. 9Hz 
) , 8. 35 (1H, d, J = 2 . 4Hz), 10. 31 (1H, s ) . 
FAB-MSm/z 13 2 5 (M+H) + . 
[0 7 10] 

3) mmt^® 

T)Vzfy^m%~r, 5- (5 -t: Kn^rv- 2 -tfy -l - (6 3 - 

t°'Jy;l/) - 1 H - t° 7 7° - ;V - 3 - * ^ # > t ^ f ^ x A r (1. 2 7 g) (Di??U 
u*?y (2 5ml) if'Jy> (8. 3ml) ^Stri^X h U 7 n ^ 

* >m ( 0 . 7 9 1ml) ^ITt> 1 B#Hfj£*£ Lfco IC, KiS^^tt 1 y 

•7;v^-n^ ^ (0 . 791ml) £?&TL 1 B#Pb1«#L^ 0 RJSm^TRt ^ 

n n * ;u A * x. M L . Ill £ tb'J^A L £ 0 ziSU fJL MffiT^S 

^^LtfbtL^ilS^ v'J *W7A^7 1>^77^- (||xf;v-^nn*jv 
a) -elf^Li- (6 3 -try ^;v) -5 - (5->'J7;vtn^^y^;v* 
v- 2 - tfy ^;v) - l H - t° 7 7'-^ - 3 - * ;v,f yfxf ;vxt; t ;v (1. 
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7 7g, 9 9%) ^m#tLT#7t 0 
[0711] 

1 H-NMR (400MHz, CDCls) d 1 . 42-1. 45 (3 H, m) , 2. 
63 (3H, s ) , 4. 44-4. 50 (2 H, m) , 7. 24 (1H, d, J = 8. 3 
Hz), 7. 34 (1H, s ) , 7. 55-7. 57 ( 1 H, m) , 7. 65-7. 70 

(2 H, m) , 8 . 4 3 - 8. 4 5 (2 H, m) . 
FAB-MSm/z : 4 5 7 (M+H) + . 

T )V=fy^:m%T, y7 , /ftf'Jn-7 , f;wX (4. 88g) bTh7*X (F'J7 
i-;V^^^^>) /^y^A (0) (6. 6 8 g) CO 1 , 2-y^nnx^> (48m 

l ) mmWLZ 2 B£Hin&&i!iE Lfco RJMK JilB i - ( 6 - ^ 3 - tf V - 5 

- ( 5 - h 'J "7;V^-n^ ^ y 7s)V^=.)Vt^ v- 2 - tf V Vti/) - 1 H - tf 7 3 

(1. 7 6 g) Wl, (39ml) HI 

fcfSTU 8 0°Ctr2 3B$M«#L;fco K&fcKt&jfn^Sfck^"?- b V 

)]/ ~h 7 2* & u Y *7 ~7 4 — (i|if;l/-^nn*;Vi) -CftSiU 5- (5-v7; 

- 2 - tf >; V)v) - i - ( 6 - * 3 - tf V v;v) - l h - tf y y- ;v- 3 - # 

^^jn^;vjr.^x;v (2. 0 7g) #?>^if A^x^f ^#Of b5t Kn7 

7> (41ml) gi&T^mffcV f"^ A-7XfDt/ (O. 1 6 2 g) CD7& (2 1 

ml) M^ITt, 1. 5WmmWVtzo RBmzfct?uTi*)V&*-}jaZ-%'feLtio 

tKH k 1 wmwrnm. ( 3 . semi) fcinx.^fn^ tfm L/ci#5r»L> mmt^ 

% (0. 7 5 0 g, 6 4%) «-S#tLT#fco 
[0 7 12] 

1 H-NMR (400 MHz, DMSO-de) d \ 2 . 54 (3H, s), 7. 36 ( 
1H, d, J = 8 . 3Hz), 7. 57 (1H, s), 7. 71-7. 73 ( 1 H, m) 
, 7. 99 (1H, d, J = 8. 3Hz), 8. 40-8. 43 (2 H, m) , 8. 84 
(1H, d, J = l. 2Hz), 13. 20 (1H, br s). 
FAB-MSm/z : 3 0 6 (M+H) + . 
[0 7 13] 

[##M7 6] l- (3-t 0 yv;v) -5- 15- [2- (fj^f;vy');v) x.^xwv 
] -2-t?Vv;M - i H- tf 3 -*;Kfyfxf;vx^7;i' 

[0 7 14] 
[ft 8 5] 




[0 7 15] 

##M7 3 0 2) <7)1- (3-f'Jy;v) -5- (5- HJ7^tn^^>X;V*-;V 
^-df- v- 2 - try - 1 H-tf7V*-;v- 3 -*;v*'yixf;vx^r;v (1. 8 5 
g) <75N, N-y^f;V*JVA7? K (10ml) Rlf h 'Jxf;V75 > (3. 6ml) 

Sfit- h v ^ f;^> v;vT-fef-v> (o. 630ml) ^ini 1 5 
#L7t 0 MfSI£&~> (f'j7i-JV*^7r/) ^"7y'7A (I I) v^mj K (5 

8. 7mg) fctDx., 6 0°C-C1. 5 0 Wlf: 0 ElEStttSt^f ^^HlxM 

^y'j*i>*7A^D7f^77^ - mm^^-^^-y) tin, iim 
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(0. 4 7 0 g, 2 8%) *l#t U#/: 0 
[0 7 16] 

1 H-NMR (4 0 0MHz, CDCls) d I 0 . 25 (9 H, s) , 1. 43 (3H 
, t, J = 7. 2Hz) , 4. 47 (2H, q, J = 7. 1Hz), 7. 31 (1H, s 
) , 7. 35-7. 41 (2H, m) , 7. 75 (1H, dd, J =8. 1, 2. 0Hz 
), 7. 78-7. 81 (1 H, m) , 8. 50 (1H, d, J =2. OHz) , 8. 5 
4 (1H, d, J = 2. 7Hz) , 8. 61 (1H, dd, J = 4. 9, 1. 5Hz). 
ESI -MSm/ z I 3 9 1 (M+H) + . 
[0 7 1 7] 

[###!I7 7] 5- (5 -#;w?^ ;v^+;v^v- 2 -try 5»u) -1- (3-fcTU 
>>;v) - l H-ti°9y'-;v-3 -fc/i/sjfj'Bfe^-^-^'r/i' 

[0 7 18] 
[ft 8 6 ] 




[0 7 19] 

##150 7 3 0 1) CD 5- (5 - t Fn^rv- 2 -tfV v;v) -l - - 
1 H - If 7 V - JV - 3 - iH' JV^^ f ( 0 . 310g) , 2-^nny-teh 

75 F (0. 1 1 2 g) , *A (0. 4 1 5 g) <DT ^ h V (2 5ml) !S 

am* 3 . 5 h faiMiiL^o ^m^^^fc^fpR^*^ > u * 

THfRU HMMb'&W (0. 2 4 0 g, 6 5%) tlftiLTflfc, 
[0 7 2 0] 

1 H-NMR (400MHz, CDCls) * : 1 . 43 (3 H, t , J = 7. 1Hz) 
, 4. 47 (2H, q, J = 7. 2Hz), 4. 54 (2H, s), 5. 63 (1H, b 
r s) , 6. 45 (1H, br s),7. 23 (1H, s) , 7. 24-7. 27 ( 
1 H, m) , 7. 39 ( 1 H, dd, J = 8 . 3, 5. 1Hz), 7. 44 (1H, d, 
J = 8. 8 H z) , 7. 85-7. 89 ( 1 H, m) , 8. 21 (1H, d, J = 2 . 4 
Hz), 8. 49 (1H, d, 1 = 2. 4Hz), 8. 60 ( 1 H, dd, J=4. 9, 

1 . 5 H z) . 

ESI -MSm/z 13 6 8 (M+H) + . 
[0 7 2 1 ] 

[*JSW1] N-tert-W-1- (6 f^y - 3 -tf'J -5- ( 

2 - tr y v>';v) - 1 h - tf 9 y""-;v- 3 - # ;w^-+ 5 F 

[ 0 7 2 2 ] 
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UtS 7] 




[0 7 2 3 ] 

##150 9 0 1- (6 -jt h^rv- 3 -tTU -5- ( 2 - tf V v?^) - 1 H- 

tf - 3 -#;VjK>^ (0. 2 5 0 g) > 1 3 - (3-v^f-^r^y 

tf ;v) * ;v^v-f 5 Ki&MiS ( 0 . 1 7 7 g ) . 1— t Ko^y^Vl/f 'J7 V— ;V 
(0. 125g) N-y>fJV*;VA7U* (5ml) tert-7f^ 

75^ (0. 0967ml) 1 V if^7 5 > ( 0 . 12 9ml) £2jnx.^I."e 4 3 

nn*;VA)-effi^LlI®<b-^t; (0. 1 8 5 g, 6 3%) £|U#t 

[0 7 2 4] 

1 H-NMR (400MHz, CDC 1 3) § I 1 . 48 (9 H, s), 4. 12 (3H, 
s) , 6. 83 (1H, s) , 7. 12 (1H, d, J=9. 0Hz), 7. 18-7. 
2 1 (1 H, m) , 7. 2 0 (1 H, s) , 7. 5 9-7. 6 1 (1 H, m) , 7. 7 2 
-7. 76 (2H, m) , 8. 3 5 - 8. 3 7 ( 1 H, m) . 
E I -MS m/ z I 3 5 2 (M + ) . 
TCfR^ff : C18H20N6O2 t LX 

:c, 61. 35 ;h, 5. 72 ;n, 23. 85. 

mmm : C , 61. 19;H, 5. 48 ;N, 23. 70. 
[ 0 7 2 5 ] 

MfefiJ2] N-tert-7fJV-5- (4 -#;w-v^E"f ;v- 2 - tf »; y^) -1- ( 
6 - J h * v - 3 - tf U v;u) -lH-t'7 y- ;v- 3 - # F 
[0 7 2 6] 
[ft8 8] 




[0 7 2 7] 

20O5- ( 4 - # ;v- 2 - t° V v?;v) -1- ( 6 - * Y * v- 3 - ¥ 

'Jy)l/) - l H- M y 3 (2 8 6 mg) fc^ife'fb'J 

f ^A- 7X#D% (99. 2mg) Of 19t Kn75> (20ml) N (20 
ml) . (20ml) llf^iatl 8B#ffltB#Lfc 0 MI^ii±Tg*L 

#?>tL^a6^ 1 tem^X^m ( 1 . 5 6ml) ItlETLtz^ RJ&i«£^EbT^* L 
5 - ( 4 - * ;w-^ W ;v- 2 - tf v v;v) - 1 - ( 6 - * h 3r v- 3 - ^ U v;>) - 1 H 
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1 - t Fn^fy^>y 1 V TV"-;V ( 2 8 6 mg) <£>N, N-y^f^*JVA7 5 K ( 

2 0ml) mmz, t e r t -/f;V75 > (0. 278ml) U ( 

3 - v ^ f;VT57 -7°n t°;w) # ;1^>>M 5 (358mg) £3jnx- 4 0 B#F<S}f # 

?mmi- h y v a t?ft* t fc 0 issum, v« * met®* u# <b tL^^at * y a ^ * 

7A^nv^77^ (SKxf^-^tv) LAWMfrfr* (2 5 5 mg, 7 

6%) fcfflttfcL-CfcTko 
[ 0 7 2 8 ] 

1 H — NMR (400 MHz, DMSO-de) * I 1. 41 (9H, s) , 3. 89 (3 
H, s), 6. 88 (1 H, d d, J = 8. 8, 0. 5 H z) , 7. 37 (1H, s), 
7. 39 (1 H, br s) , 7. 70 (1H, d d , J = 5. 0, 1. 6Hz), 7. 
74 (1H, dd, J = 8 . 8, 2. 7Hz), 7. 79 (1H, br s), 8. 15 
-8. 15 (1 H, m) , 8. 19 (1H, dd, J = 2. 7, 0. 5 Hz) , 8. 30 
(1H, br s) , 8. 54 (1H, dd, J = 5. 1, 0. 7Hz). 
E S I -MSm/z : 3 9 5 (M+H) + . 
[ 0 7 2 9 ] 

M£$)3] N-tert-y^-5- ( 4 - U /w^e A )V- 2 - tf 'J V )V) -1- ( 
6-^ h4r~>- 3 - tfV ^y-ZlO - 1 H-t*7V-^-3-*;vm5 K 
[ 0 7 3 0] 
[ft 8 9 ] 




[0 7 3 1 ] 

##150 3 0 04) 05- (4 -#;w^xf;v- 2 -try v;v) -1- (6-^l^v- 
3 - try — )V) - 1 H-H°^v"*-;v- 3 -*;v#>t^fiVi^f;v (2 9mg) CO 
fl7tFn77> (4ml) U(lml) ?H^Y#$a~> Mt^SHt V A- 7 XfD 

ft ( 6 m g ) *inx. i . 5 mmmw Ltz a Kfcrnm- 1 ttsi*-it ( o . o 7 m 1 ) 

Srftlicfe^ RJS»ift*«EET9*L#e)ttfe5*aEfc t e r t -7*f)V7? > (51^1 

) £jev>t, 1 k ra^o^^-eata-fk-fr* uomg, 30%) 

[0 7 3 2 ] 

1 H — NMR (400MHz, CDC 1 3) * I 1. 49 (9H, s), 4. 11 (3H, 
s), 6. 82 (1H, s), 7. 16 (1H, d, J = 9 . 38Hz), 7. 57 (1 
H, dd, J = 5. 01, 1. 71Hz), 7. 82 (1H, d, J = 9. 38Hz), 
7. 93 (1H, d, J = l. 71Hz), 8. 53 (1H, d, J = 5. 01Hz). 
FAB-MSm/z : 3 9 6 (M + H) + . 
[0 7 3 3 ] 

N-tert-^-5- (4-H FnJryptf jV-2-li'Jy» -1 
- ( 6 - ^ h ^ v - 3 - fcf y - 1 H - tf 7 V- ;V- 3 - # /k a*?*-?- 5 F 

[0 7 3 4] 



ffiiE# 2005-3026716 



#11 2004-321117 



^-v: 115/ 



[lb 9 0] 




[0 7 3 5] 

##^!I2 9C05- (4-tKn^y^fJV-2-t' l Jy^) -1- (6-^>^v-3 
-tfijv*;l/) -lH-tf7V-^-3-*>^>^ (2 3 2mg) ttert-7'f^7 
5 > ( 0 . 3ml) v^T. H»J 1 t Mo^&^Sft^ ( 1 3 m g , 5 96) £ 

[0 7 3 6] 

1 H-NMR(400MHz, CDC h) * I 1. 48 (9 H, s), 3. 95 (3 H, 
s) , 4. 74 (2H, s) , 6. 75 (1H, d, J = 8. 79Hz), 6. 86 (1 
H, br), 7. 14 (1H, s) , 7. 20 (1 H, d, J = 5. 0 1 H z) , 7. 4 
8 (1H, s) , 7. 59 ( 1 H, d d, J = 8. 79, 2. 56Hz), 8. 09 (1 
H, d, 1=2. 56Hz), 8. 40 (1H, d, J = 5. 01Hz). 
FAB-MSm/z : 3 8 2 (M+H) + . 
[0 7 3 7] 

5 ] N-tert-T'fJl'-l - ( 5 - ^ h * v- 2 - tT V *JJU) - 5 - (2 - 
tf v v;v) - l H - tf 9 !/— ;i/ - 3 - * ;v -9- •? K 

[0 7 3 8] 
[ft 9 1 ] 




[0 7 3 9] 

##^!] 801- ( 5 - * Y * 9 s- 2 - tf V v^) - 5 - - 1 H - tf 9 

3 -#/HJ?VH (0. 250 g) fc t e r t -7'f;V75 > (0. 194ml) 
fcfflvs W&to-fi&'VWMC&m (0. 1 5 4 g, 5 1%) *HfrfcL-C#fe 

o 

[0 7 4 0] 

1 H — NMR (400MHz, CDC la) * I 1. 48 (9H, s), 3. 89 (3H, 
s), 6. 87 (1H, br s), 7. 16-7. 20 (2 H, m) , 7. 31 (1H 
, d d, J = 8. 8, 3. 2 H z) , 7. 43-7. 47 (2 H, m) , 7. 67-7. 
72 (1 H, m) , 8. 03 (1H, d, J=2. 9 H z) , 8. 41-8. 42 (1H 
, m) . 

E I -MSm/z : 3 5 1 (M + ) . 
[0 7 4 1 ] 

[»J6] N— t e r t --?*-A'- 5 - ( 5 - 1 Kn^fV- 2 -tfV - 1 - (6 

ffiiE# 2005-3026716 



mm 2004-321117 



*<>-z? : 116/ 



- * h 3 - t£y - l h - tf 9 y*-;v- 3 - * /w^-fl- 5 K 

[0 7 4 2] 

at 9 2 ] 




[0 7 4 3 ] 

1) N-tert-W-5 - ( 5 > v^** v- 2 - tf V -1- (6-* 

h * v- 3 - try - l H - tf 7 V-^- 3 - * $ K 

[0 7 4 4] 
UK 9 3 ] 




[0 7 4 5] 

1405 - ( 5 > v 3=- v- 2 - tf U - 1 - ( 6 - * h * v - 3 - 

fcfiJv^V) - 1 H-lf7y-;v-3 -fc/U^Sfc (0. 2 0 3 g) ttert-7~fJV7 
5 > (0. 10 5ml) ^fflV^T, HJfefll 1 fcfSlf^ffi'CN- t e r t - y^)U- 5 - 

( 5 -s<y v;v^-^r v- 2 - tf v - l- (6 h # v- 3 -tf 0 v;v) -1H- 
tf y V— ;V — 3 — * ;V 5 K ( 0 . 195g, 8 4%) tW7r^i:Uftfco 

1 H — NM R (400MHz, CDCls) * : 1 . 48 ( 9 H, s), 3. 96 (3H, 
s) , 5. 10 (2 H, s), 6. 75 (1 H, dd, J = 8. 8, 2. 7 H z) , 6. 
82 (1H, s), 7. 11-7. 12 ( 1 H, m) , 7. 23-7. 41 ( 7 H, m) 
, 7. 60 (1H, dd, J = 8. 8, 2. 7Hz), 8. 12 (1H, d, J = 2. 7 
Hz) , 8. 23-8. 24 (1 H, m) . 
E I -MSm/z I 4 5 7 (M + ) . 
[0 7 4 6] 

2) mmfo&® 

±EN-t e r t-7"f;V-5- ( 5 > v;V* 3r 2 - \Z V Vfr) -1- (6- 
* 3 -IfV Vfr) -lH-li7V-;V-3-*Wt? F (0. 1 9 0 g) <D 

^^7-;V(3. 8ml) ?|$C, 10%^7y')A-^| (5 0%wet, 0. 19g 

UlSlfc^tJ (0. 1 1 5 g, 7 5%) tHfttLtHfto 
[0 7 4 7] 

1 H — NM R (400 MHz, CDCls) * : 1. 49 (9H, s), 3. 94 (3H, 

miE# 2005-3026716 



ifffl 2004-321117 



^-s> : 117/ 



s) , 6. 74 (1H, d, J = 8. 8Hz), 6. 96 (1H, br s), 7. 05 
(1H, s) , 7. 16-7. 26 (2H, m) , 7. 58 ( 1 H, d d , J = 8. 8, 
2. 7 H z ) , 8. 11 ( 2 H , m) , 8. 91 (1H, br s). 
E I -MSm/z : 3 6 7 (M + ) . 
7C*^-*f : C19H21N5O3 • 0. 2 5H 2 0iLT 
a»tt:C, 6 1. 36; H, 5. 83; N, 18. 83. 
HilHi : c , 61. 35 ;h, 5. 65 ;n, 18. 74. 
[0 7 4 81 

mmmi] N- (2-tFD^v-l, i-y^f;i/if;v) -1- 
3-f'JyJV) - 5 - ( 2 - tf 0 v;v) — 1 H — tf 9 V— ;v — 3 — # 5 F 

[0 7 4 9 ] 
[<K9 4] 



MeO N 
[0 7 5 0] 

4 60 1 - ( 6 - ^ h v - 3 - tf V - 5 - ( 2 - tf 0 v ;V) — 1 H — tf v 

y-;V-3-*;V**^ (2 0 Omg) , i-i^;v-3- ( 3 - f;V7 5 J -?u M 
;v) *jv#vM5 KtPl (0. 1 9 5 g) . l-k Kn^y^>yl'J77-;v (0. 
1 3 7 g) tl, 1 - 2 - 1 Fo^yxf;V7 5 > (6 7mg) ©y^nn^ 

^> (10ml) (0. 3ml) *UQ 2 4 ftmmft L 

tz 0 Kmm~, 7jc t v * n u * ? y zmz-frm u m&mz&XMm-* *> * a 

UIM-fbl^J (1 8 Omg, 6 6%) fcB#£: LT#/; 0 



1 H — NM R (400MHz, CDC 1 3) * I 1 . 26 (6H, s) , 3. 72 (2H, 

d, J = 6. 3Hz), 3. 96 (3H, s), 4. 90 (1H, t, J = 6. 1Hz) 

, 6. 77 (1H, d, J = 8. 8 Hz) , 7. 03 (1H, br s) , 7. 21-7 

. 26 (2H, m), 7. 43 (1H, dd, 1 = 7 . 8, 0. 7Hz), 7. 60 (1 

H, dd, J = 8. 8, 2. 7Hz), 7. 71-7. 74 (1H, m), 8. 12 (1 

H, d, J = 2. 7 H z ) , 8. 47-8. 50 (1H, m). 

E I -MSm/z 13 6 7 (M + ) . 

Ttm^ff : C19H21N5O3 • 0. 25H 2 0fcLT 

aSsHt IC, 61. 36 ;H, 5. 8 3 ;N, 18. 83. 

HiBHitlC, 6 1. 52; H, 5. 56; N, 18. 95. 



[*ifrW8] N-tert-7f*-l - ( 6 - > 3 - tf 0 v;V) -5- ( 2 - tf 

V v;v) - 1 H - tf 9 V- 3 - # ;v^^r-9--5 F 




[0 7 5 1 ] 



[0 7 5 2 ] 



[0 7 5 3 ] 



ffifE# 2005-3026716 
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: us/ 



[ft 9 5 ) 




[ 0 7 5 4] 

##0O12©1- (6-^;v-3-t? i ;> ? ;i') -5 - (2-n°Vv;v) -iH-t°7 
V-;i/- 3 -*;v^>^^-f-;V^^T-;v ( 0. 2 3 6 g) ^fh?tKn7?> (2 ml 
) N (o. 5ml) , RXf?K (1ml) ©fi^Siti:, M^fcHIHfc V * A 

— *5fil» (40. 7 m g ) fcfillx. 1 B#IW«# Lfco RJK«Et* 1 &5&!£S&tti&ifc ( 0 . 07 
0ml) £flnx.fc&, KJ&#F«t**ET#*Ll- -5- 

(2-n°uv;v) - 1 H-tr^y-A'- 3 - ^^^^yf ^AM#f: 0 -^mjicD 

#^tL7t*;V^>m^ V A£^N, N-y^fWA7?K (4. 0ml) JC» 
)SU llf 1 - t Kndf^>'/h 'J 77-^ (0. 1 6 6 g) , 1 - 3 - ( 
3 - y7fJl/7 5 J y°u \£)V) ij frtfVJ 5 KifiBfe* ( 0 . 2 2 9 g ) , 2fctf t e r t - 
7f;V7 5> (0. 2 4 1ml) fctnx. 3 H M#L/c 0 EU&tiUZ&b ? u u - ^ 

(15M1) »-&*flE*;lJn*.$MfcU «J!£il7}c«^ h y ^taLfco 

n*;VA-^ y -;v) -eilLIlj^tl (0. 13 7g, 5 4%) t7WT^t 

[0 7 5 5] 

1 H-NMR (400MHz, CDC h) * : 1 . 49 (9H, s ) , 2. 60 (3H, 
s) , 6. 84 (1H, br), 7. 18-7. 30 (3 H, m) , 7. 47 (1 H, d 
like, J = 7. 0Hz), 7. 63 (1H, dd, J=8. 1, 2. 7Hz), 7 
. 72 (1H, t like, J = 8. 1Hz), 8. 40 (1H, d, J = 2. 7Hz 
), 8.45-8. 5 5 ( 1 H, m) . 
ESI-MSm/z : 3 3 6 (M+H) + . 
[0 7 5 6] 

9 ] N-tert-7f;V-5- ( 5 - ~>T J - 2 - H° V >>';V) - 1 - ( 6 - ^ 
h * v- 3 - 1° >; v;v) -l H-t°7 v*-;v- 3 - * /usK^-tf- 5 K 
[0 7 5 7] 
Mb 9 6 ] 




[ 0 7 5 8 ] 

1) f'j7JVtn^^>XJl/*>K6- [5-tert-7*fWJW^^V-2- (6 

- y- l- * 3 - fc? V v;v) — 2 H — tf 9 y — ;v — 3 — i - 3 - 1° V 

7;V^>fi^T, ^6 ON- t e r t --ff-fr- 5 - (5 - fc Kndrv- 2 - fef 

£BIE#2 005-3026716 
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^-v: 119/ 



ijy>) -l - (6 h^r->- 2 - l H- 3 -*;v^^r^5 

K (2. 47g) tt' 1 Jy'> (1. 79ml) ©y^nn^^^ (49ml) jftC, M 
U~cM7kY V y)V*u* ? yx)V*>m (1. 2 4ml) 4rSST L 1 H#f B 1 « Ltz Q KB 

^^-y) tilLh'J7;Vto^^>XJl/*>ifr (2. 8 3g, 8 4%) *mfet L 
[ 0 7 5 9 ] 

1 H — NM R (400 MHz, CDC 1 3) 5:1. 47 (9H, s) , 3. 97 (3H, 
s) , 6. 79 (1H, dd, J = 8. 8, 0. 7Hz), 6. 81 (1H, br s) 
, 7. 25-7. 27 ( 1 H, m) , 7. 56-7. 66 (3 H, m) , 8. 11-8. 
12 ( 1 H, m) , 8. 41 (1H, d, J=2. 4Hz). 
E I -MSm/z : 4 9 9 (M + ) . 
[0 7 6 0] 

2) mmit&m 

T )]y^yWm^T, ^?&-Cv7Wfc b V - a-7fJMX (5. 6 2 g) ^ff7^rX 
(F'j7x-^77r/) ^7^7A (0) (7. 70g) Ol, 2-y^nox^V 

(6imi) mmm^2^mumMML, ±mm ? * 9 > ^^*>t 6 

- [5-tert-yf;V*;W^^;V-2 - (6 h 3 -IfU v^) -2H- 

V*-;v- 3 ->f ;v] - 3 - tfU y^^^x^ (2. 2 2 g) <7) l , 2-y^nnx^ 
> (50ml) git^iTL, Hfc, 22B#^MMitL^o ^?tfL RJSm^fMlRIt 

titLiift^ii (1. 5o g , 90%) zmfct Lxmzo 

[0 7 6 1 ] 

1 H — NM R (400 MHz, CDC 1 3) d I 1. 47 (9H, s), 3. 97 (3H, 
s), 6. 79-6. 81 (2 H, m) , 7. 33 (1H, s), 7. 57-7. 60 ( 
2H, m) , 7. 9 5 - 7. 9 7 ( 1 H, m) , 8. 09 ( 1 H, d, J = 2. 9Hz) 
, 8. 68 (1H, d, J = 2 . 2Hz). 
E I -MSm/z : 3 7 6 (M + ) . 
7C*^tf : C20H20N6O3 t LX 

:C, 63. 8 2 ; H, 5. 3 6 ;N, 22. 33. 

:C, 63. 7 6 ;H, 5. 3 2 ;N, 22. 36. 
[0 7 6 2 ] 

IMMM 10] N— t e r t — -f*fr- 5 - ( 5 - ts /Wt* >f ;v- 2 - tf V v;V) - 1 - 
(6 ^y - 3 -tf V v;v) - 1 H-^9 V-;v- 3 K 
[0 7 6 3 ] 
[Ik 9 7 ] 




MeO 



[0 7 6 4 ] 



•£ttfiE#2 005-3026716 



#11 2 0 0 4 - 3 2 1 1 1 7 : 120/ 

1) 6 - [5- (N-ter t-7*^) *>W**-fJU-2- (6-^ h*->-3-tfy 
Vfr) - 2 H- t°7 3 ->f^] -=3^>@£ 

[ 0 7 6 5] 
[ft 9 8] 




[0 7 6 6 ] 

WJ9©N-t e r t-7'f;V-5- ( 5 - -> T 7 - 2 - tf 1 J v^) -1- (6-^ 
h dr ~>- 3 - tfV - 1 H-tT9 3 F (0. 7 0g) 

7 - ;v (14ml) fcf F7tKn77^ (14ml) ?H^*#?&^ Mt? 1 &5e3fc®tft 

tbv-jA o. 30mi) zm*- 7 ^mimmm Ltz a frmmzTkt? o n * 
iu tiii*jis*aafct b v ^ A-eft^tfco *bo&, «et«§*l6- [5- 

(N-tert-^) #;W\*^;V-2- ( 6 - * 1 ^ v - 3 - tf V v;V) -2H- 
e 7 y-iV-3-^V] ^nf>| (0. 5 7 2 g, 78%) Sl#HT#fco 
[0 7 6 7] 

1 H-NMR (400MHz, CDC h) $11. 48 (9 H, s ) , 3. 97 (3H, 
s) , 6. 80 (1 H, d, J = 8. 8Hz) , 6. 87 (1 H, s) , 7. 36 (1H 
, s) , 7. 56 (1H, d, J = 8. 3Hz), 7. 64 (1 H, dd, J = 8. 8, 
2. 7Hz), 8. 11 (1H, d, J = 2 . 7Hz), 8. 32-8. 35 (1H, m 
) , 9. 08 (1H, d, J = 1 . 5Hz) . 
E I -MSm/z : 3 9 5 (M + ) . 
[0 7 6 8] 

2) mmt&m 

±|B6 - [ 5 - (N — t e r t -^fr) #/W*t>f >U- 2 - ( 6 - * 1 v- 3 - Vf 
'Jy;i/) - 2 H- tf9V'-;v- 3 -4 7U] -rj^>f£ (0. 2 5 0 g) fc£/ft7 £ 

a (o. 1 6 9 g) £fflv>r, ^i t mm^mr-mm^m (o. ii6g, 47 
%) tmitt Lxnfz 0 

[0 7 6 9] 

1 H-NMR (400MHz, CDC 1 3) 8 \ 1 . 48 (9H, s), 3. 96 (3H, 
s), 6. 78 (1H, d, J = 8. 8Hz), 6. 85 (1H, br s), 7. 30 
(1H, s) , 7. 52-7. 54 ( 1 H, m) , 7. 59 (1H, dd, J = 8 . 8, 
2. 7 Hz) , 8. 10 (1H, d, 1 = 2. 7Hz), 8. 19-8. 21 (1 H, m 

) , 8. 90 (1 H, d, J = 1 . 7Hz) . 
E I -MS m/ z : 3 9 4 (M + ) . 

Ttmfrffi: C20H22N6O3 t LT 

mifcmiC, 60. 90; H, 5. 62; N, 2 1. 3 1. 
Hi8Hfi:C, 60. 74; H, 5. 62; N, 2 1. 18. 
[0 7 7 0] 

[££860(11] N-tert-7*f)V-5 - ( 5 - H Ko ^ 2 - tf V *J fr) - 

1- (6 h 3 -t^J v;V) -lH-t°77-^-3-*^^t< K 

[0 7 7 1 ] 



mtE# 2005-3026716 



#S12 004-321117 ^- v : 121/ 

m 9 9 ] 




[ 0 7 7 2] 

T^^y^M^T, IWJ 1 0 CO 1 ) CO 6- [5-tert-7 , fiV*;Mt-fjV-2 

- (6 -> h*>>- 3 -If 'J - 2 H-tf9V-;V- 3 - 4 /U] -3f->» (0. 2 
45g) Wfb7tKo75> (4. 9ml) itC, ^-fifrffcS^ ^Hii* 

(0. 14 1ml) £i$TU 2B#P^it#L7t 0 > -fifrffe^ ( 0 . 

2 8 2 ml) * Jnx. 4 IfWL/:, RtDfi9tt<Sl#P^lMc*f- 1 U ^ A 7 }cv#?S 2: * n n # 

mLtzo mm, sstm*§* t# ?. ti^M* -> v * ^ 7 a ^ n v > ^ 7 7 ^ 

- (^nn*W-^;^) -effiSS LWa-ft^ (9 4. Omg, 3 9%) 
Ltf/: 0 

[ 0 7 7 3 ] 

1 H — NM R (400MHz, CDC Is) $11. 47 (9H, s), 3. 94 (3H, 
s), 4. 72 (2H, s), 6. 75 (1H, d, J = 8. 8 H z) , 6. 83 (1H 
, b r s ) , 7. 14 ( 1 H, s) , 7. 40 (1H, d, J = 8 . 1 H z) , 7. 5 
9 (1H, dd, J = 8. 8, 2. 7Hz), 7. 73 ( 1 H, dd, J = 8. 1, 2. 
2Hz), 8. 09 (1H, d, J = 2. 7Hz), 8. 44 ( 1 H, d, 1 = 2. 2H 
z) . 

FAB-MSm/z : 3 8 2 (M+H) \ 
7C3S^-*f : C20 H20 Ne O2 • 0 . 5H 2 0tlt 

WWsiM : c , 61. 53 ;h, 6. 2o;n, 17. 94. 

«J{t : C, 6 1. 75 ;H, 6. 30;N, 17. 79. 
[0 7 7 4] 

12] N - t e r t - T+fr- 1 - ( 6 - ^ b * *s - 3 - tf V Vfr) - 5 - (3 

- tf 1; jra—fr) - l H - tf 9 V- ;v- 3 - iJ frtf**)r 5 K 

[0 7 7 5] 
[ftl 0 0] 




[0 7 7 6] 

1 3 CO 1 - ( 6 - ^ h ^ v- 3 - tf V V)V) - 5 - ( 3 - tf V ^i?-^) - 1 H 
-t'7V-^ - 3 -*^/3je>g|V A^. (1 6 2mg) ttert -7*f;V7^ > (l 
12// 1) £J1^T, »J 1 t I^f Otfe-etlMtl (8 1mg, 4 0%) fcHfrfc 

ffiIE# 2005-3026716 
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^-v : 122/ 



[0 7 7 7] 

1 H — NM R (400 MHz, CDC Is) d : 1 . 50 (9H, s) , 3. 95 (3H, 
s) , 6. 80 ( 1 H, dd, J = 8. 8, 0. 5Hz), 6. 85 (1H, br s) 
, 7. 33 (1H, s), 7. 51 (1H, dd, J = 8. 5, 4. 9Hz), 7. 59 
(1H, dd, J = 8. 5, 1. 7Hz), 7. 68 (1H, dd, J = 8. 8, 2. 7 
Hz), 8. 12 (1H, dd, 1 = 2. 7, 0. 5Hz), 9. 12 (1H, dd, J 
= 4. 9, 1. 7Hz). 
E S I -MSm/z : 3 5 3 (M+H) + . 
[ 0 7 7 8] 

[mm 13] N- t e r t -7f-fr- 1 - (6 -* h*->- 3 -if V v^) - 5 - (2 
-h°7y-JV) - 1 H- trvV-^- 3 \ K 
[ 0 7 7 9] 
[ftlOl] 



[0 7 8 0] 

###0 2 2C7)1- (6 h^ri/- 3 - tf'J -5- (2-t°7y-;V) -1H- 

f7V-^-3-*W>i (0. 2 3 2 g) Uert-/fiV75> (0. 14 8m 

i) mnmi tmm^mx-mm^^ a 4 im g , 49%) *twt 

[0 7 8 1 ] 

1 H — NM R (400 MHz, CDC 1 3) S : 1. 49 (9H, s), 3. 97 (3H, 
s), 6. 80 (1H, d, J = 8. 8Hz), 6. 82 (1H, br s), 7. 33 
(1H, s) , 7. 61 (1H, dd, J = 8. 8, 2. 7Hz), 8. 13 (1H, d 
, 1 = 2. 4Hz) , 8. 44 (1H, dd, 1 = 2. 4, 1. 7Hz), 8. 49 (1 
H, d, 1 = 2. 4Hz), 8. 74 ( 1 H, d, J = l. 5Hz). 
ESI-MSra/z : 3 5 3 (M+H) + . 
[0 7 8 2 ] 

inMmi 4] N- t e r t 5 - /7x-J>) -1- (6 

1 3 - \£ V W — fr) -lH-li°7V-;v-3-*^*>t5 K 

[0 7 8 3 ] 
[IU0 2] 



MeO 





[0 7 8 4] 

##150 1 0 <D 5 - 



(4-^^W577x-;v) -l - (6 h^v- 3 -t£V ^ 

ttiiiE#2 005-3026716 
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^-v : 123/ 



V=-)V) -lH-tf7^;V-3-*JV^>i (2 0 3mg) htert-WT^ 

(126//D t *fflv>-c, 7 1 mm^m-emmit^m ( 2 0 2 m g, 8 4%) 

[0 7 8 5] 

1 H — NM R (400MHz, CDC 1 3) S *. 1. 47 (9H, s) , 2. 96 (6H, 
s) , 4. 17 (3 H, s), 6. 62 (2 H, d, J = 8 . 8 Hz) , 6. 89 (1H 
, br s) , 6. 94 (1 H, s) , 6. 99 (1H, d, J = 9. 3Hz), 7. 1 
2 (2H, d, J = 8. 8Hz), 7. 35 (1H, d, J = 9. 3Hz). 
ES I-MSm/z I 3 9 5 (M+H) + . 
7G3S5**f : C21H26N6O2 • 0. 25H 2 0iLt 

SS8MB :c, 63. 22 ;h, 6. 69 ;n, 21. 0 6 . 

mwm :c, 63. 3 3 ;h, 6. 42 ;n, 20. 94. 
[0 7 8 6 ] 

immm 15] N-tert - 1 - (5-^^7-2-^7-7-^) - 5 - ( 

2 - fcf V v;v) - 1 H - tf 9 V- 3 - * 5 K 

[0 7 8 7] 
lit 1 0 3 ] 




[0 7 8 8] 

##$J llOl- ( 5 - * h 3r v- 2 - tf 9 y-;V) - 5 - ( 2 - tf V v;V) - 1 H - 
t'7^-;V- 3 -*^^?>Bfe (0 . 2 2 7 g) ttert-7'f^7^ (0. 16 0m 
1) £fflV>-C\ tlWlfcratOMT'W^ll (0. 19 7g, 7 3%) ZmfctL 

[0 7 8 9] 

1 H-NMR (400MHz, CDCls) * I 1 . 49 (9H, s), 4. 03 (3H, 
s), 6. 87 (1H, s), 7. 18-7. 21 ( 1 H, ra) , 7. 23 (1H, s) 
, 7. 55-7. 57 ( 1 H, m) , 7. 71-7. 76 ( 1 H, m) , 7. 98 (1H 
, d, J = l. 2Hz), 8. 33 (1H, d, J = l. 2Hz), 8. 37-8. 38 

( 1 H, m) . 
E I -MSm/z : 3 5 2 (M + ) . 
Ttmftm: C18H20N6 O2 t LT 

9SSr ft :c, 6 1 . 35 ;h, 5. 72 ;n, 23. 85. 

^W-fit :C, 61. 27JH, 5. 68;N, 23. 98. 
[0 7 9 0] 

mmmi 6] N- t e r t-7^>l/-5- (4-^f;V7 5y7x^;v) -1- (6 
h^v- 3 - if U v;v) - 1 H — fc?:7 V— ;v— 3 F 
[0 7 9 1 ] 



ffiSE# 2005-3026716 



mm 2004-321117 



^-v: 124/ 



[IU0 4] 
/ 




[ 0 7 9 2 ] 

##^1117^5- (4-y^f;V7^7x^;V) - 1 - ( 6 - * Y * v - 3 - tf V v 
)V) -lH-t°77-;V-3-AJV^>i ( 2 5 3rag) t t e r t - ^f ^7?> (1 

2 6// 1) &jbv>-c. mtmn tmm^m^mmit^ ( 2 2 6 m g , 7 6%) 

[0 7 9 3 ] 

1 H-NMR (400 MHz, CDC 1 3 ) S : 1 . 48 (9H, s ) , 2. 96 (6 H, 
s) , 3. 95 (3H, s) , 6. 62 (2H, d , J = 9. 0Hz), 6. 73 (1H 
, d, J = 8. 8 Hz) , 6. 83 (1H, br s), 6. 90 (1 H, s), 7. 0 
6 (2 H, d, J = 9. 0 H z) , 7. 51 ( 1 H, d d, J = 8. 8, 2. 7Hz), 
8. 19 (1H, d, J = 2. 7Hz) . 
ESI-MSm/z : 3 9 4 (M+H) + . 
7C*^*f: C22H27N5O2 LT 

Strait :C, 67. 15 ;H, 6. 9 2 ; N, 17. 80. 
:C, 66. 9 6 ;H, 6. 90 ;N, 17. 87. 
[0 7 9 4 ] 

[HJfcffil 17] N- t e r t 5 - (3 -v^fiV7? /7x-JV) - 1 - (6 

l^rv- 3 -tfV v^V) - 1 H-k'7V-JV- 3 K 
[0 7 9 5] 

Mb 1 0 5 ] 




[0 7 9 6 ] 

##^!J1505- (3-y>f^75;7x-)l/) -1- (6 1 3r~>- 3 - f'J v 
;V) - 1 H - t° 7 7 - ;V - 3 - * iKf > i ( 2 6 4 m g ) t e r t - 7*f^7 5 > (0 

. 139ml) £jfv>-c, 1 1 mm<Djfmx~mmtt&m ( 1 9 4 m g , 62%) * 

'H-NMR (400MHz, CDC 1 3) * : 1 . 49 (9H, s), 2. 87 (6H, 
s), 3. 94 (3H, s), 6. 46-6. 49 ( 1 H, m) , 6. 56-6. 57 ( 
1 H, m) , 6. 68 (1H, dd, J = 8 . 3, 2. 4Hz), 6. 73 ( 1 H, d, 
J = 8. 8 H z ) , 6. 84 (1H, br s ) , 7. 00 (1H, s), 7. 15 (1 
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H, dd, J = 8. 3, 7. 6Hz), 7. 51 (1H, dd, J=8. 8, 2. 9Hz 
), 8. 17 (1H, d, J = 2. 2Hz). 
ESI-MSm/z : 3 9 4 (M+H) + . 
[ 0 7 9 7] 

18] N-tert-^-1- ( 6 - * 1 * -> - 3 - fcf y yV-fr) - 5 - 
(4 2 -tfy - l H- 1?7 3 k 

[ 0 7 9 8 ] 
[<b 1 0 6] 




[0 7 9 9] 

##M 1 7 CD 1 - (6 ^y - 3 -tf y -5 - ( 4 - ^ 2 - t: y 

-lH-k°7V-;V-3-*;V^>i (5 6 Omg) i:tert-7f;V7r/ ( 

i67^i) v>-c, mmi 7 1 mm^m^mmi^m (3 4 0m g , 52%) *m 

[0 8 0 0] 

1 H — NM R (400MHz, CDC 1 3 ) 8 \ 1 . 49 (9H, s), 2. 39 (3H, 
s), 4. 12 (3H, s) , 6. 85 (1H, br), 7. 02 (1H, d, J = 5. 
OOHz), 7. 12 (1H, d, J = 9. 28Hz), 7. 17 (1H, s), 7. 4 
4 (1H, s) , 7. 74 (1H, d, J = 9. 28Hz), 8. 20 (1H, d, J = 
5. OOHz) . 

FAB-MSm/z : 3 6 7 (M+H) + . 
[0 8 0 1 ] 

innm 19] N-tert-^-1- ( 6 - * Y *cl/- 3 - H° y *J)V) - 5 - (2 

- tf y - l H - tf 9 v*- ;v - 3 - # ;v ^^-^ ^ K 

[ 0 8 0 2 ] 
[ftl 0 7] 




[ 0 8 0 3 ] 

4 CO 1 - (6-^h^v-3-tfy v;v) - 5 - ( 2 - tr y S J*/) - 1 H - tf 9 
y- ;v- 3 - # >M (880mg) ttert- 7?> (217 mg) £ Ji v> 

T, »tfU 7 t [WI#C0^S^IS^t; (8 5 Omg, 8 1%) Lt#f: 0 
[0 8 0 4] 

1 H — NM R (400MHz, CDC 1 3 ) 8 : 1 . 49 (9H, s), 3. 96 (3H, 
s), 6. 76 (1H, d, J = 8. 8Hz), 6. 84 (1H, br s), 7. 18 
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-7. 24 (2 H, m), 7. 44 (1H, d, J = 7. 8 H z) , 7. 60 (1H, d 
d, J = 6. 8, 1. 9Hz) , 7. 7 0 - 7. 7 3 ( 1 H, m) , 8. 12 (1H, d 
, J = 2. 4 Hz) , 8. 4 7 (1 H, m) . 
E I -MSm/z : 3 5 1 (M + ) . 
7C*fi-*f : C19 H21 N 5 O2 LT 

5il^i:C, 64. 94; H, 6. 02; N, 19. 93. 
ggfttt : C , 64. 9 7 ;h, 6. 06 ;n, 19. 86. 
[0 8 0 5] 

[*ife0ll 2 0 ] N — t e r t 1 - ( 6 - v T 7 - 3 - tT V - 5 - (2 - 

tf V - 1 H - tf 9 3 - # ;V*~3r-9- 5 F 

[0 8 0 6 ] 
[ft 1 0 8 ] 




[0 8 0 7] 

1 ) N-tert-W-1- ( 6 - K n v - 3 - fcf U v ;v) - 5 - ( 2 - H° 0 V 
;v) - 1 H - tf 7 v*- 3 - * ;v^3r-9- ^ F 

[0 8 0 8 ] 
[ft 1 0 9 ] 




[0 8 0 9 ] 

19«N-tert-yfJV-l- ( 6 - ^ 1 3f v - 3 - tf V v ;V) - 5 - (2 

-tfV^;v) -iH-tf7V-;v-3-*;v*^t5 F (4. 7 1 g) oiigfiSI-x 
^ y - (94ml) »fK4r 1 . 5 UMIIt, Ifif 1 4 B#F^ii# Lfco Ml- 

, 1 1 FIMlIt, gifrTM 3B#M«#L7to RfS»«t*»EET«*LWfe*t7t»aE 
i'ISfn^:m^ 1 'J ^ A7jc?#^h ^nn*W fcJnxa-ifcU ^H)S £3$7jclicM-?- h V * A 

•7-f- ^;-*-^nn*W) -c-iILN- t e r t -y^-fr- 1 - (6-tKn 
3rv- 3 -tf'J i7;i/) -5- (2 -tfV v;v) -lH-^9 , /-^-3-*^tU' 
(4. 17g, 9 2%) *B#Htftfc 0 
[0 8 10] 

1 H-NMR (400MHz, CDC 1 3) * : 1 . 49 (9 H, s) , 6. 54 (1H, 
d, J = 9. 5Hz), 6. 80 (1H, br s), 7. 20 (1 H, s), 7. 23 
-7. 26 (1H, m), 7. 46-7. 59 (3 H, m) , 7. 73-7. 78 (1H 
, m), 8. 50-8. 52 ( 1 H, m) , 13. 29 ( 1 H, br s). 
E I -MSm/z 13 3 7 (M + ) . 
[0811] 
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2) h'J7;Hn^^>^;^^i5- [3- (N-tert-W) # ;W?^-f 
5- (2-t''Jy>) — 1 H — tf 7 V— )l>— 1 —4 -2-lf'Jy>x^f;V 

±I2N-t e r t-7*f;V-l- (6-t Kn^y-3-ti'Jy» -5- ( 2 - tf >J 
>>';i/) - 1 H- bf 7 7-jv - 3 -*;V5j>*^Hj-^ K (3 . 0 0 g) t*7jc h V yfrjruj. ? 
>*)V*ym.{i. 80ml) ^ffi^t, »J9<?)i) t |tj*o^f&-e h >; ^;v^-n^ 
^>x;^>i5- [3- (N-tert-W) #;w^^f;v-5- (2-1^^/^ 
) — 1 H — fcf 9 y — ;V — 1 — 4 As] -2-\£W)Vx-7,7-)\' (3. 2 9g, 7 9%) £@| 

[0 8 12] 

1 H — NM R (400 MHz, CDCls) S I 1 . 50 (9H, s), 6. 82 ( 1 H, 
br s) , 7. 22-7. 27 (3 H, m) , 7. 61-7. 63 (1H, m) , 7. 
77-7. 82 ( 1 H, m) , 7. 94-7. 97 ( 1 H, m) , 8. 34-8. 35 ( 

1 H, m) , 8. 4 0 - 8. 4 1 ( 1 H, m) . 
E I -MSm/z 14 6 9 (M + ) . 

[0813] 

3) mmt&m 

±|B1» V 7A>*ujt ? >XA"fc>WL5 - [3- (N-tert-W) # /w?-^ * /u 
-5 - (2-t°Uv;ix) — i h — n° 9 v*— ;v — l — -Y ;v] - 2 - tf y v;i/^^^;v (3. 

2 8 g) £J£v>T, «^J9(7)2) fc RlJKO^ffi-CtRJB^W (1. 89g, 7 8%) £ 

[0 8 14] 

1 H-NMR (400MHz, CDCls) 8 : 1 . 50 (9 H, s) , 6. 80 (1H, 

br s), 7. 26-7. 30 (2 H, m) , 7. 63-7. 65 ( 1 H, m) , 7. 

75 (1H, dd, J = 8 . 3, 0. 7 H z ) , 7. 79-7. 84 (1H, m), 7. 

89-7. 91 (1H, m) , 8. 40-8. 42 ( 1 H, m) , 8. 62 (1 H, dd 

, 1 = 2. 4, 0. 7Hz). 

E I -MSm/z 13 4 6 (M + ) . 

5c*3-*f : CigHisNeOiLT 

SttttlC, 65. 88; H, 5. 24; N, 24. 26. 
HilHii : C , 65. 9 3 ;h, 5. 32 ;N, 24. 15. 
[0 8 15] 

1] N-tert-W-1- (6-*;W^'f;V-3-^'Jy» -5- 
( 2 - tf V v;V) - 1 H - fcf 9 V- 3 - * ;V^^r-9- 5 K 
[0 8 16] 
iitl 10] 



HJfrffl 2 0 ON - t e r t - -ff-fr- 1- ( 6 - v T / - 3 - \L U v;V) - 5 - (2 - 

tT';v;v) -iH-^77*-^-3-*^**^t5 F (0. 50g)o^^y-;v(io 

ml) ^fh7tFn77> (10ml) m&mWLK, MUX 1 mSTk^t^ f'J7A ( 
7. 2 2ml) SrJnx.8 OlC-Cll^M*^Lfco ^HlL EU&ttLK&t ? u n *;v A * jjn 




o 



[0 8 17] 
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M^b-^-t/ (0. 3 2 3 g, 6 0%) *H#iLtftfc. 
[0 8 18] 

1 H-NMR (400MHz, DMSO-de) * : 1 . 40 (9H, s), 7 . 33 (1 
H, s) , 7. 35-7. 39 ( 1 H, m) , 7. 46 (1 H, br s) , 7. 72 ( 
1H, br s) , 7. 79-7. 81 (1 H, m) , 7. 89-7. 94 (1 H, m) 
, 7. 97-8. 00 ( 1 H, m) , 8. 09-8. 11 ( 1 H, m) , 8. 13 (1H 
, br s ) , 8. 39-8. 41 ( 1 H, m) , 8. 56 ( 1 H, m). 
FAB-MSm/z : 3 6 5 (M+H) + . 
[0 8 19] 

2 2] N-tert-7^-5- ( 5 - t Kn * -> - 2 - tf U - 1 - ( 

3 - vf 0 v;v) — l H — tf 9 V— A' — 3 — # 5 K 

[0 8 2 0] 
lit 1 1 1 1 

HO, - 



[0 8 2 1 ] 

1) N-tert-/f;V-5- ( 5 > ; J fr* * "> - 2 - H° V -1- ( 3 - tf 

U v;v) — l H — tf 7 V- ;v- 3 - * 5. K 

[0 8 2 2 ] 

Mb i i 2 ] 



[0 8 2 3 ] 

##-(50 18 co 5- (5-^ym'>-2-lfJ^) -1- (3-t°Vv;V) -1 
H-tf9V""-;V- 3 -*^#>Sfe (4. 6 0 g) ttert-W7r/ (2. 5 8m 
1) £j^V>T, HMMO 1 R|*||0^&-CN- t e r t -7*f;U- 5 - ( 5 -sOVfr* 
^ v - 2 - tf 0 - 1 - ( 3 - tf U v;v) - 1 H - tf 9 V- 3 - ii Jl/ 5 K 

(4. 6 4g, 7 3%) iB#iLT#fc, 
[0 8 2 4] 

1 H-NMR (400MHz, CDC Is) 8 11. 48 (9H, s), 5. 09 (2H, 
s) , 6. 84 (1H, s), 7. 13 (1H, s), 7. 26-7. 43 (8H, m) 
, 7. 73-7. 75 (1H, m), 8. 19 (1H, d, 1 = 2. 9Hz), 8. 53 
(1H, d, J = 2. 4Hz), 8. 58 (1H, dd, J=4. 9, 1. 5Hz). 
E I -MSm/z : 4 2 7 (M + ) . 





[0 8 2 5 ] 
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2) mmit^m 

±|HN-t e r t-W-5- (5-^>y>t^v-2-t''Jy>) -1- (3- 
t:>Jv;v) - 1 H-tf 7V-;v - 3 -#;w-K^:5 K (4. 6 3 g) £fflv^T, H#£1?fl 6 
CO 2) t |WJ#0^?S t-ilft^ll (3. 5 5g, 9 6%) 5ri#tLt#/; 0 
[0 8 2 6] 

1 H — NMR (400MHz, CDC 1 3) 8 I 1 . 49 (9H, s) , 6. 86 (1 H, 
s), 7. 13 (1H, s), 7. 20-7. 23 ( 1 H, m) , 7 . 44-7. 50 ( 
2H, m) , 7. 91 (1H, d, J = 2. 9Hz) , 7. 9 9 - 8. 0 2 ( 1 H, m) 
, 8. 42 (1H, d, J = 2. 4Hz), 8. 50 (1H, dd, J=4. 9, 1. 5 
Hz) , 10. 84 (1H, br s). 
E I -MSm/z 13 3 7 (M + ) . 
Ttmfrffi : C18H19N5O2 • 0. 2 5H 2 0i:Lt 
9flMft:C, 63. 24; H, 5. 75; N, 20. 48. 
HiPJHt :C, 63. 16 ;h, 5. 47;n, 20. 22. 

[0 8 2 7] 

23] N-tert - 7^)\<- 5 - ( 5 - vT ^ - 2 - tf V itfr) - 1 - (3 - 
tf v;v) — 1 H-n°7 V— ;v — 3 — * 5 K 

[0 8 2 8] 
Ut 1 1 3 ] 



NC 




[0 8 2 9] 

1) l>'J7A'tn^?>^W/'g!6 - [5- (N-tert-^fJl') 

2- ( 3 - tf V y;V) - 2 H- tf 97-^- 3 —4 Jl/\ - 3 - tf V i^Jl/J.^ •f/l' 

*IW2 2(7)N-t e r t-7*f^-5- ( 5 - F n ^ v - 2 - t? V v ;V) - 1 - ( 
%-\ZV 9 J$S) -lH-t'7V*-;V-3-^;l"W5 F (2. 4 2 g) ^fflv^T, Hit 
W9©1) t mW^CDji&X* V V 7)V*u* $ >-x;l/*>@t6 - [5 - (N-tert-7 
#;wt^-f ;v- 2 - (3-tfVv^) - 2 H-ti°9 3 -A ;v] -3-tfU 

v;v^^^;i^ (2. 9 2 g, 8 8%) £lSf$i: Lt#/; 0 
[0 8 3 0] 

1 H — NM R (400MHz, CDC 1 3 ) S : 1. 49 (9H, s), 6. 82 (1H, 
s) , 7. 30 (1H, s) , 7. 39 (1H, dd, J = 8. 2, 4. 8Hz), 7. 
63-7. 74 (3H, m), 8. 36 (1H, d, J = 2. 7Hz), 8. 57 (1H 
, d, J = 2. 4Hz), 8. 64 (1H, dd, J=4. 8, 1. 6Hz). 
E I -MSm/z : 4 6 9 (M + ) . 
[0 8 3 1 ] 

2) mmik&m 

±13 1 V yju*ujt 9 >^;v*>@^6 - [5- (N-tert-7*W) #;w*-t>f/i/ 
-2- (3-tTVv;v) —2 H — tf 7 V— ;v — 3 — -3-t 0l )y;vx^f;v (2. 

5 1 g) £J1V>T, mffi.<Vj3&-?Mmik&<yg (l. 5 3g, 8 3%) * 

mitt Lxn^o 

[0 8 3 2 ] 

1 H — NM R (400MHz, CDC 1 3) * : 1. 49 (9H, s), 6. 82 (1H, 
s), 7. 36 (1H, s), 7. 39-7. 43 ( 1 H, m) , 7. 66 (1H, dd 
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, J = 8. 3, 1. 0 H z) , 7. 72-7. 75 ( 1 H, m) , 7. 99-8. 02 ( 
1 H, m) , 8. 55 (1H, d, J = 2. 4 H z) , 8. 63 (1H, m) , 8. 66 
(1H, dd, J = 4 . 9, 1. 5Hz). 
FAB-MSm/z : 3 4 7 (M+H) + . 
7Gif^*T I CigHisNeO t LX 

SiHt :C, 65. 8 8 ;H, 5. 24 ;N, 24. 26. 
HiWfiiC, 65. 70; H, 5. 17 ;N, 24. 09. 
[0 8 3 3 ] 

mmin 24] n - 1 e r t - -f^fr- 5 - ( 5 - # 2 - tr u y ;w - 1 - 

(3 - try - 1 H-t"7V-;v - 3 -#;wi?^-9-5 K 

[0 8 3 4 ] 
lit 1 1 4 ] 



HMJ 2 3 ON - t e r t - 5- ( 5 - ~> T 7 - 2 - tf U - 1 - ( 3 - 

f'Jy>) - 1 H- tfvV*-;V- 3 K (0. 4 0 g) £JfV>T, H#|#!)2 

1 1 iWo^-eii^t^ (o. 2 i 6 g , 5i%) zmfctvxnfco 



1 H — NM R (400MHz, DMSO-de) 8 \ 1 . 39 (9 H, s), 7. 39 (1 
H, s) , 7. 43 (1 H, br s), 7. 48-7. 51 (1H, m) , 7. 61 ( 
1 H, b r s) , 7. 81-7. 8 7 (2 H, m) , 8 . 1 3 ( 1 H, br s) , 8 
. 26-8. 28 ( 1 H, m) , 8. 57-8. 61 ( 2 H, m) , 8. 79-8. 80 
(1 H, m) . 

FAB-MSm/z : 3 6 5 (M+H) + . 
7C|t3M/f : C19H20N6O2 • 0 . 2 5H 2 O^LT 
SMrttlC, 61. 86; H, 5. 60; N, 22. 78. 
mwm : C , 61. 57 ;h, 5. 3 3 ;n, 22. 58. 
[0 8 3 7] 

[HifeM 2 5] N-tert-^-5- ( 5 h 2 - tf V v^V) - 1 - (3 

- tf y v;v) — i H — tf 9 V*- ;v- 3 - * ^ j}?* -9- 3 K 

[0 8 3 8 ] 
lit 1 1 5 ] 




[0 8 3 5 ] 



[0 8 3 6 ] 



MeO 
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[0 8 3 9] 

7 ;V^>#|g^T\ *i&#!)2 2 ON- t e r t 5 - (5-tKn^y-2- 

tfvvjv) - l- (3 - tf'j -iH-t°7y-;v-3-*;v^t? F (o. 3 0 
g ) <DT h 7 k: KH7 7 y (6ml) MmWiK, 2 . 0M- (h'J^f;v>"J;v) 

y 7 V* * >0^^r^ > W ( 0 . 4 8 9 ml) £$iT LSiS"?? 2 0 « L£ 0 KB 
Itf'jxfjvrr/ (0. 13 6ml) ^tnx. 1 Ofi-fflWtWIk, St> '^nn^v 
(6ml) £inx, 2. 0M- (HJ^f;Vy'J;V) y7^^>©Mt>^S (0. 
4 8 9 ml) ^lTLlilT-15MS#t/:o RMK:^ / -;V (3ml) £tP;i^ 

79 7^- Wxf;v-^nn*;VA) T-ffiS£ UIMlbllrt/ (0. 1 4 5 g, 4 5%) 

[0 8 4 0] 

1 H-NMR (400MHz, CDCls) $ : 1 . 49 (9H, s) , 3. 85 (3H, 
s) , 6. 84 (1H, b r s) , 7. 14 (1H, s) , 7. 20-7. 23 (1H 
, m) , 7. 33-7. 37 ( 1 H, m) , 7. 42-7. 44 (1 H, m) , 7. 73 
-7. 76 ( 1 H, m) , 8. 12 ( 1 H, m) , 8. 57-8. 58 ( 1 H, m) . 
FAB-MSm/z : 3 5 2 (M+H) + . 
[0 8 4 1 ] 

M&$!2 6] N-tert-7f;V-5- (5-tFn^y^f;k-2-^Jy» - 
l - ( 3 - tf 0 v;v) - l H - fcf 7 v"-;v- 3 - * 5 K 

[0 8 4 2] 
[ft 1 1 6 ] 




[0 8 4 3] 

1) mmtt&m 

7 )V=fyW-m%T, HM$I2 3 <DN- t e r t -7^^- 5 - (5 -=sT J - 2 - tf 'J 
v;v) -1- (3-H''Jy>) - 1 H-tf 9 V"-)V- 3 -#/Wsj?*iM K (0. 9 2 9 g 
) <DT Y <7 t Kn V 9 y (19ml) WMWLK, 0 tt? 1 . 0 1 M-^mitV 4 V -ff-fr 
7iV5-7AOh;vx>i|t (4. 2 5ml) ^fST L 7 0 7^3f# L?z Q MK> 1. 0 
1 M-7jcffty ^ y 7"f jv 7 - 7 A O h ( 4 . 25ml) £fitjTL 8 07> 

TOffLto RJSm^4te»7jcvM (1 0ml) £inx.gi&-T?4 5 T^lffi RtS 

mtv>*m* [Aft] fcLT^<752) 0»^t:ttLf:o «JETfM^^*L#^ 
^fc^ztoy- * y -;v (i 9ml) -SWLK, 7;v3*y»i^T, ^u-cvKlrffc* 1 

u ^ a (o. 223 g ) *inx.^ia-e 1 3 mmmwLtz 0 ELBmzffcm%kWz*mi- > u t> 

A 7M#ft t7nn*^i,^liML, IS! * mfcmm thV7A T?f£*fc L 0 «JU ft 
, «ra«^g*l#?>tiM^y V # * b ^77^ - (y^y-;v- 

^nn*M) ^ff M UI®ft^i5 (0. 152g, 16%) ^#at§/;„ 
[0 8 4 4] 

1 H-NMR (400MHz, CDC 1 3) * : 1 . 48 (9H, s), 4. 71-4. 7 

2 (2H, m) , 6. 85 (1H, br s) , 7. 18 (1H, d , J = 0. 7Hz) 

, 7. 34-7. 37 ( 1 H, m) , 7. 48 (1H, d, J = 8. 1Hz), 7. 73 
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-7. 78 (2H,m), 8. 39-8. 40 ( 1 H, m) , 8. 51 (1H, d, J = 
2. 7Hz) , 8. 57 (1H, d, J=4. 2 Hz). 
FAB-MSm/z : 3 5 2 (M+H) + . 
X*#*T : C19H21N5O2 • 0. 2 5H 2 0hLT 

C, 64. 12; H, 6. 09; N, 19. 68. 
C, 6 4. 2 3 ; H, 6. 10 ;N, 19. 6 8. 
[ 0 8 4 5] 

2 ) N — t e r t — T^/U - 1 - ( 3 - tf V v^V) - 5 - (5-t er t-^K'>*^ 
#~;vr 5 y ^ 2 — tf U - 1 H — tf 9 V— ;v — 3 -#;v*K3r^5 K 

[ 0 8 4 6 ] 
[ftll7] 




[0 8 4 7] 

±IB-e#/i [Atft] 1 *1^7X@Mb^- hVf ATMSifc (60ml) fc * n n a £Jn 

tzm&<D * ? J -;V (6. 3ml) fllflfcfc, h V 5 > ( 0 . 6 0 1ml) 

tV-tert-rW*W-h (0. 4 7 1 g) «^^y-JV (6. 3ml) I 

Dv^77-f - (ftixf-;v-^nn*;vA) t|SLN-t e r t-'/fA'-l- ( 
3 - tf V v 5 ;^) - 5- (5-tert-y h*V*^#-^T5 7 ^ 2 - tf 0 >>';V 

) - 1 H- fcT9V > -;V- 3 -iJ^^\ K (8 4. Omg, 10%) *7t^7r^t 

[0 8 4 8] 

1 H — NM R (400 MHz, CDC 1 3 ) S : 1. 45 (9 H, s), 1. 49 (9 H, 
s), 4. 31-4. 32 (2 H, m) , 4. 91 ( 1 H, br s), 6. 84 (1H 
, br s), 7. 21 ( 1 H, s), 7. 34-7. 37 ( 1 H, m) , 7. 47 (1 
H, d, J = 8. 1Hz), 7. 67-7. 69 ( 1 H, m) , 7. 72-7. 75 (1 
H, m) , 8. 3 3 - 8. 3 4 ( 1 H, m) , 8. 54 (1H, d, J = 2. 4Hz) , 
8. 58-8. 60 ( 1 H, m) . 
FAB-MSm/z 14 5 1 (M+H) + . 
[0 8 4 9] 

mmm 27] N-tert- 5 - ( 5 - r ^ j * j-fr- 2 - tr 0 y ;v) - 1 - 

( 3 - if V — 1 H — t: 7 v" — ;l/ — 3 — 7> 5 KttBfett 

[0 8 5 0] 
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lit 1 18] 



H 2 N 




[0 8 5 1 ] 

mt&in 2 6 <D 2 ) -e#fb fifzN- t e r t 1 - ( 3 — tf U v^) - 5 - ( 5 

- t e r t -7' > ^rv * ;V^JV7 5 7 f 2 - li 'J y ^) - 1 H-t"7V-iV-3 
-*il/m?F (7 4. Omg) i:il3eIi-^^^-^IiS (6ml) fcimx. 6 0 

iDx-^L, 7Xil07jc^«J±T^*LMS^% (5 5. lmg, 7 7%) *|*tU 

[ 0 8 5 2] 

1 H — NM R (400MHz, DMSO-de) 8:1. 39 (9H, s) , 7. 33 (1 
H, s), 7. 41 (1 H, s) , 7. 51-7. 55 (1 H, m) , 7. 83 (1H, 
d, J = 8 . 1 H z) , 7. 88-7. 90 ( 1 H, m) , 8. 00-8. 03 ( 1 H, 
m), 8. 40 (2H, br s) , 8. 45 (1H, s ) , 8. 55 (1H, d, J = 
2. 2Hz), 8. 61 (1H, d, J = 4. 9Hz). 
FAB-MSm/z : 351 (M + H) + . 
[0 8 5 3 ] 

CHI&fO 2 8] N-tert-W-5- (5-^nn-2-tf'J v;V) - 1 - ( 3 - 
tf y v;v) — l H — tf v V— ;v — 3 — # ;v#^r-9- 5 K 
[0 8 5 4 ] 

Uh l l 9 ] 



CI 




[0 8 5 5] 

###U 2 5 CO 5 - (5-^nn-2-f'Jy» - 1 - ( 3 - tf U ^) — 1 H — tf 7 
V*-;V-3 -jJ)\s^yW. (348m g) ttert -7fiV7 5 > (195// 1) *fflv^ 

t> 1 1 mn<7)-%&~?mmtt&m ( 1 7 3 m g, 42%) l-c#^ 0 

[0 8 5 6] 

1 H — NM R (400MHz, CDC 1 3) * : 1. 49 (9H, s), 6. 84 (1H, 
br), 7. 27 (1H, s) , 7. 38 ( 1 H, dd, J=8. 18, 4. 76Hz) 
, 7. 49 (1H, d, J = 8 . 1 8 H z) , 7. 74 (2 H, m) , 8. 36 (1H, 
d, J=2. 08Hz), 8. 54 (1H, d, J = 2. 08Hz), 8. 62 (1H, 
dd, J = 4. 76, 1. 47Hz). 
FAB-MSm/z 13 5 6 (M+H) + . 
[0 8 5 7] 
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[#l#fe$J2 9] N-tert-yfJV-5- (4-AMt^7x^) -1- (3- 

tf 'J y - l H - tT 9 v"-;v- 3 - * 5 F 

[ 0 8 5 8] 
lit 1 2 0 ] 



[ 0 8 5 9] 

1 ) N-tert-W-5- (4-v7/7x^) - 1 - ( 3 - tf V v;V) - 1 H 

- tf5 v*— ;v- 3 — # ;v^^r-9- 5 K 

#f #1 2 4 O 5 - (4-77/71-*) -1- -lH-t'77*-* 

- 3 -P&;Vsj?>^ (0. 3 7 4 g) ttert -7'f^7^ > (0. 2 6 9 ml) £fflV^ 
T, iMltH^M-t e r t-7*f^-5- (4-y7/7x-;i') -1- 

(3 Vfr) - lH-f5y-;v-3-*^fH5F (0. 4 13g, 9 3%) £ 

[0 8 6 0] 

1 H-NMR (400MHz, CDC 1 3) * : 1 . 49 (9H, s ) , 6. 82 ( 1 H, 
br s ) , 7. 12 (1H, s ) , 7. 31-7. 33 (2 H, m) , 7. 38 (1H 
, d d, J = 8. 1, 4. 9Hz), 7. 61-7. 65 (3 H, m) , 8. 58 (1H 
, d, J = 2. 4Hz), 8. 65 ( 1 H, dd, J=4. 9, 1. 5Hz). 
E I -MSm/z : 3 4 5 (M + ) . 
7C^*f : C20 H19 N5 0 i: LT 

ilfroffi :C, 69. 5 5 ;H, 5. 5 4 ; N, 20. 28. 

mmm : C, 69. 5 3 ;h, 5. 53 ; n, 20. 17. 

[0 8 6 1 ] 

2) WMAl&m 

±BN-t e r ( 4 - v7 / 7 i-*) -1- (3-tfVy;V) -1 

H- 3 -*;V^^f-9-5 K (0 . 3 1 4 g) fcffi V^T, 2 1 |W]#60^- 

feT?«S'ffc^ (0. 1 9 1 g, 5 7%) SrH#fcbT#feo 
[0 8 6 2] 

1 H-NMR (400MHz, DMSO-de) * *. 1 . 40 (9H, s), 7. 08 (l 
H, s) , 7. 3 3 - 7. 4 3 (4 H, m) , 7. 50 ( 1 H, dd, J=8. 2, 4. 
8Hz), 7. 79-7. 86 (3 H, m) , 8. 01 (1H, br s), 8. 57 ( 
1H, d, J = 2. 7Hz), 8. 61 (1H, dd, J = 4. 8, 1. 3Hz). 
E I -MSm/z : 3 6 3 (M + ) . 
7t$£fr%T : C20H21N5O2 • 0. 25H 2 0tLT 
S38Hfi:C, 65. 2 9; H, 5. 89; N, 19. 03. 
:C, 65. 4 5 ;H, 5. 77; N, 18. 9 1. 
[0 8 6 3 ] 

[HIM3 0] N-tert-yf^-1- (5-^h^rv-l, 3, 4-f7^7/- 
;v-2--f;v) -5- (2-tfV^;v) -iH-t'7V*-*-3-*^^>t5 K 



o 




[0 8 6 4] 
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[ftl2l] 




[0 8 6 5] 

1) N-tert-W-1- (5 1 , 3, 4-f7y7V-^-2- 
-T;v0 -5 - (2-t°V^;v) - l H- if 9 y-/u- 3 -#;vjK3t-9-5 K 

###0 190 1- ( 5 -xf-A'f-t- 1 , 3, 4-f7y7V-;i'-2-'f;V) - 5 - 
( 2 - tf 0 v ;V) - 1 H - fcf 9 >!/- 3 - # ^>J?>Sfe (0. 9 1 9 g ) ttert-y 
f;V7 5V (0. 5 7 6 ml) ^Iv^ i:^i«f N- t e r t - 7f ^ 

-1- ( 5 -xf^ft- 1 , 3, 4-f7v7V-;V-2-^V) -5 - (2-t°'Jy 
;v) -lH-t'7y-;V-3-*;VW5 hMl. 0 5g, 9 8%) S:7^7rXi 

[0 8 6 6 ] 

1 H — NMR (400MHz, CDC 1 3 ) 8 \ 1 . 44-1. 48 (3 H, m), 1. 4 

8 (9H, s) , 3. 30-3. 36 (2 H, m) , 6. 75 (1H, br s) , 7. 
16 (1H, s) , 7. 28-7. 31 (1 H, m) , 7. 61 (1H, d , J = 7. 8 
Hz), 7. 75-7. 80 ( 1 H, m) , 8. 54-8. 55 ( 1 H, m) . 

E I -MSm/z 13 8 8 (M + ) . 
[0 8 6 7] 

2) N-ter t-7f;V-l - ( 5 -xf^^ ;V7 — ;V- 1 , 3, 4-f7y7V- 
;V-2--f;i/) -5 - (2-t"'Jy» -lH-tf5^/-;i/-3-*^^t5 K r;v 
n'yf i^T, ±!EN - t e r t - 7'f ;V- 1 - ( 5 -^-f-JU^-^r- 1 , 3, 4-^TS? 
77-^-2-^^) -5- (2-t°0v;V) - 1 H - t° 7 V*- iV - 3 - * iV^' + t 5 K 

(1. 04g) <D¥9 n n ^ ^ > (2 1ml) tlFflSttC 3 - ^ nnl$,|fi ( 0 

. 5 o 8 g) ^Dnx.3 o«-iwa#u^o Rfi$mzmm^*mi- v v (4 om 

1) > <&5BUtafc*c*^ h V VJ»7kmWL (4 0ml) , ^nn^;VA^iDxML> & 

tj *7A^n7f^77^ - (SSxfji/-^nn*j^) tSSLN-tert- 
7*f ;v- 1 - ( 5 -xf ju;i/7 -;v- 1 , 3, 4 -f7y77-^- 2 --f ;v) -5 
- (2-t"'Jy» - 1 H- tf - 3 K (0. 86 Og, 8 0%) 

[0 8 6 8] 

1 H — NM R (400MHz, CDC h) * : 1 . 38-1. 41 (3 H, m) , 1. 4 

9 (9 H, s), 3. 20-3. 38 (2H, m), 6. 76 (1H, br s), 7. 
20 (1H, s), 7. 31-7. 35 ( 1 H, m) , 7. 63 (1H, d, J = 7. 8 
Hz), 7. 79-7. 83 ( 1 H, m) , 8. 53-8. 54 ( 1 H, m) . 

E I -MSm/z 14 0 4 (M + ) . 
[0 8 6 9] 

3) nmft&m 

±EN-te r t-7*fJV-l- (5-xfW^7^x;V-l, 3, 4-^TvTV 
-;V-2--f;V) -5- (2-tfOvJV) - 1 H- t°7V'-;u- 3 — Jtr/UaK^riJ-^ K (0 
. 850g) (17ml) txl9tFn79> (17ml) S^lfltlC, 

ija-C 1 teTlcm^b-T- h V * A (8. 5ml) ^Jn^lO ^FWL^o RffiifcK*. fc * 

£f^L#<b*ut5$at£~>V *y;V*7A^nvf^77^ - (S|xfjv-^nn*jv 
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-A) fllUlf^i (0. 3 7 9 g, 5 0%) ^i#tUT#/: 0 
[0 8 7 0] 

1 H — NMR (400 MHz, CDCls) S : 1 . 48 (9 H, s) , 4. 21 (3 H, 
s) , 6. 76 (1H, br s) , 7. 16 (1H, s) , 7. 27-7. 30 (1H 
, m) , 7. 60-7. 62 ( 1 H, m) , 7. 75-7. 79 ( 1 H, m) , 8. 54 
- 8 . 5 6 ( 1 H, m) . 
E I —MS m/ z : 3 5 8 (M + ) . 
TBSt^Jf : Ci6Hi 8 N 6 02 StLX 

mnmiW.C, 53. 6 2; H, 5. 06; N, 23. 4 5 ; S, 8. 95. 
HPMi:C, 53. 53; H, 4. 90; N, 23. 4 5 ; S, 8. 94. 
[0 8 7 1 ] 

3 1] N - t e r t - -ff-fr- 1 - (6-^ f^->-3-t''Jy» - 5 - (1 
-^■^;V-lH-tfn-;i'-2--f;v) -1 H-t*7 , /-;i'- 3 - #/m?^1M K 
[0 8 7 2 ] 
lit 1 2 2 ] 




[0 8 7 3 ] 

##M23coi- (6-^ f^v-3-t°'Jy;v) -5- ( 1 - ^ 1 H - \£u - 

;v- 2 --f ;v) - 1 H- tf 9 v*-;v- 3 -*;i/#>Bfe (0. 232 g) itert -rf- 
JV7 5> ( 0 . 14 8ml) £fflv>T, 1 tmillLWfi&'VMMik&VJ ( 1 4 7 m g 

, 5 3 96) Zmfct LT#/: 0 
[0 8 7 4] 

1 H — NMR (400MHz, CDCls) S : 1. 49 (9H, s ) , 3. 40 (3H, 
s), 3. 95 (3H, s), 6. 01 (1H, dd, J = 3 . 7, 1. 7Hz), 6. 
12 (1H, dd, J = 3. 7, 2. 7Hz), 6. 69-6. 73 (2H, m), 6. 
85 (1H, br s) , 6. 96 (1H, s), 7. 44 (1H, dd, J=8. 8, 
2. 7Hz), 8. 12 (1H, d, J = 2. 7Hz). 
ES I-MSm/z : 3 54 (M+H) + . 
jtmfttft: C19 H23 N5 O2 t L"C 

Hf&ttlC, 64. 5 7 ;H, 6. 56; N, 19. 82. 
HflHt :c, 64. 57;H, 6. 55;N, 1 9. 71. 
[0 8 7 5] 

32] N - (cis-2-7?yy^n^n^) - l- (6-^1^ v - 3- 
tf 'i v;v) - 5- 7x- 1 H-tf9 y- ;v- 3 - # ;v*K3r-9- 5 K 
[0 8 7 6] 
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m 1 2 3 1 




[0 8 7 7] 

##flj5<£)l- (6 h^r^- 3 - tfV v;V) - 5 -7 x — /l/- 1 H- tf9 iT-jV- 
3 K (295mg) fcN-fc Kn + ^a^^R'f U* (115mg) > X 

ZfY y xf 5 > (4 4 6 // 1 ) ^y^nn^ ^ > (10ml) 1 

3- (3-y^f;V7 5y^nt°) * ;V^v ^ 5 K-ftlfett (2 3 0 mg) £#tlx^S2B# 
rffi#L/;„ C<ORJSfl8t*c i s-l, 2-^7?/y^n7 p nA s >x^I (2 9 0 m 
g) tPJ ^)\sT 5 > ( 5 5 7 ^1) i^y^D^r/ (20ml) MMUfc 5 SfrWt 
TflST^ SSLC 1 3 l$|R|*#Lfco R&ifcKa&flgfclfcfc*?- 7 n a 

ttfi UIMft^t) ( 1 5 7 m g , 4 4%) LT#ft. 
[0 8 7 8 ] 

1 H — NM R (400MHz, CDC h) 5:0. 44-0. 51 ( 1 H, m) , 1. 0 

4- 1. 12 (1 H, m) , 2. 59-2. 66 ( 1 H, m) , 2. 97-3. 06 (1 
H, m) , 3. 94 (3 H, s), 6. 71 (1H, d, J = 8 . 8Hz), 7. 04 ( 
1H, s), 7. 18-7. 25 (2 H, m) , 7. 28-7. 37 (3 H, m) , 7. 
37-7. 43 (1H, br), 7. 48 (1H, dd, J = 8 . 8, 2. 7Hz), 8 
. 12 (1H, d, J = 2 . 7 H z) . 

ESI-MSm/z : 3 5 0 (M + H) + . 
[0 8 7 9] 

3] N- (c i s - 2 - y^fJV7 5 J y^n^nt?;v) - 1 - (6 -7- h 
y-3-H''JvJV) - 5 - 7 x 1 H - tf7 - 3 - *;V**^t 5 ViMMM 

[0 8 8 0] 
[ft 1 2 4 ] 




•HCI 



[0 8 8 1 ] 

%MW 32<7)N- (c i s-2-75/yyn7"nt>) -1- ( 6 - ^ h # v - 3 - 
tf U v;v) -5-7x-;V-lH-tf5 7- 3 - * /l/Jj?4r-9- 5 K (92mg) t3 5 
%*;U7;Vft KtKM (2 0 8 /. 1 ) , TkXPW&SL (150^1) (D^V J -IV ( 1 0 

mi) i%m~^r y^mik^vmi- h 7 a (6 6m g ) *tnx.^ia-e2 B#P^ti#L^o 

i s -2-yVf;l'75/y^n7nt:» -1- ( 6 -7- h ^fy- 3 - fc? 7 J v^) -5 
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- 7 x - ;v - 1 H - l: 7 V - 3 - * ;v*'+ 1 5 K (9 3mg) ^M-Itc^ t LT#7c 0 
d<7)#;wi^-tr 5 K#<£M?^-^ (1 0ml) i$m~, lM&&-^9 S -frfeWi (0 
. 2 5ml) ZMx.mWLtZo KBmmZffi.K.T'g&Mmft&W) (9 7mg, 82%) £ 

[0 8 8 2 ] 

1 H-NMR (400MHz, DMSO-de) d I 1 . 28-1. 38 (1H, m), 1 
. 4 3 - 1. 5 2 ( 1 H, m) , 2. 83 (3H, br s) , 2. 92 (3H, br 
s) , 2. 99-3. 11 ( 1 H, m) , 3. 87 (3H, s), 6. 91 (1H, d, 
J = 8. 8Hz), 7. 16 (1H, s) , 7. 26-7. 33 ( 2 H, m) , 7. 36 
-7. 45 (3 H, m), 7. 72 ( 1 H, dd, J = 8. 8, 2. 7 H z) , 8. 18 
(1 H, d, J = 2. 7 Hz) , 8. 60-8. 69 (1 H, br), 9. 72-9. 8 
8 ( 1 H, b r ) . 

ESI-MSm/z : 3 7 8 (M+H) + . 
[0 8 8 3 ] 

[#5tt$)3 4] N — (tfn i; VV- 3 -A fr) -1- ( 6 - ^ h * v- 3 - M V v;v) - 
5-7x-;v-lH-^57-;v-3-* 5 KffilfcBL 
[ 0 8 8 4] 
lit 1 2 5 ] 




[0 8 8 5] 

1) N — (N' v;v^-^v^;v#-;vtin y v>- 3 -4 ;v) -1- (6-^h^r 
~>- 3 - tf 'J ^;v) - 5 - y x. — A/— 1 H - M 7 V- >W- 3 — # 5 K 

##M5©-1- (6 — > 3 -tT'J v;v) - 5- 7x^^-1 H-t°77-;p 

- 3 -iJ)V^yW. (4 4 3 mg) t ##M 2 7 O 3 -75 7 tfn 0 1 -*^#>Bft 
^>^iX7;vf'J7;vtniPi (5 0img) ^fflv^r, trat^?£7N 

- (N* -^yy'JV^y^H-iHin'J y y - 3 - ^V) -1- (6-^h d r>'-3 
-fcf'Jv^tO -5-7x-;l/-lH-t , 7 , /-iK3-*^^t?F (6 3 3 mg, 8 
4 % ) £ f A4^4to tvmtzo 

[0 8 8 6 ] 

1 H-NMR (400MHz, CDC h) 5:1. 93-2. 08 (1H, br m), 

2. 21-2. 32 (1H, br m), 3. 36-3. 47 ( 1 H, m) , 3. 50- 

3. 64 (2 H, m) , 3. 76-3. 84 ( 1 H, m) , 3. 95 (3H, s) , 4. 
6 5 - 4. 7 3 ( 1 H, m) , 5. 14 (2H, s) , 6. 74 (1H, d, J = 8. 8 
Hz), 7. 00 (1H, d, J = 7. 3Hz), 7. 03 (1H, s), 7. 18-7 
. 27 (2H, m) , 7. 28-7. 41 (8H, m) , 7. 50 (1H, dd, J = 8 
. 8, 2. 7Hz), 8. 11 (1H, d, J = 2. 7Hz). 

ES I-MSm/z I 4 9 8 (M + H) + . 
[0 8 8 7] 

2) WMit&m 

±|2N- (N' > y ;i/ 1 * - ;nf n >; V>- 3 -A fr) -1- (6-*h 
* v- 3 - tr 'J v;v) - 5 - 7i^;v- l H - tf 7V-;v- 3 - # F (622 

mg) ©i^/-;V (2 5ml) lMlt-i^/-« (1. 2 5ml) ^ 

1 0 yo^v^A-Rft (5 0%we t, 1 2 4mg) £ j}Dx.7jc*#H^T. 4 B# 
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vF^57-f- (p<^y-;v) Trffi© LUMfrffc-frto (3 8 8 mg, 7 3%) * B#i LX 
[0 8 8 8 1 

1 H-NMR (400MHz, DMSO-de) 8:1. 96-2. 07 (1H, m), 2 
. 15-2. 26 ( 1 H, m) , 3. 16-3. 28 (2 H, m) , 3. 32-3. 45 
(2H, m) , 3. 87 (3H, s) , 4. 5 7 - 4. 6 5 ( 1 H, m) , 6. 90 (l 
H, d, J = 8. 8Hz), 7. 05 (1H, d, J = 2. 7Hz), 7. 24-7. 3 
1 (2H, m) , 7. 3 5 - 7. 4 2 (3 H, m) , 7. 6 8 - 7. 7 5 ( 1 H, m) , 
8. 16 (1H, d, J = 2. 4 H z) , 8. 66 (1H, d, J = 7. 1 H z) , 8. 
92-9. 16 (2H, br) . 
E S I -MSm/z : 3 6 4 (M+H) + . 
[0 8 8 9] 

mtm3 5] N — (N ' -jt*JU\£uW>-3 -J fr) -1- (6-*h*->-3- 
-5-7x-;v-iH-e7V-;v-3-*^W5 H&lfcffi 

[0 8 9 0] 
[ft 1 2 6 ] 




[0 8 9 1 ] 

HJfeffil3 4<ON- (tfnU y^- 3 ^) -1- (6 -* 1 ^y- 3 -tTV - 
5-7x-^-lH-t°77-;V-3-A ;V^^r-9- 5 KiSSt^ (222mg) , 35%* 
WT^fK K*#* (2 2 0// 1 ) , Rtfftt (15 9^1) <7>^ ^ (10ml 

) 'mmzz/T STkmit^vmi- y v * a (7 0m g ) ^^x.sra-e2Bf^WL^ 0 sts 

y'J*y;v|l^n7f7?7^ n n *;va - ^ ^ y tlfllN- (N' - 
^f;Vt°D'Jy>-3-'f;l') -1- ( 6 — * h 3r v- 3 - tf V v;V) -5-7x^Jl/- 
1 H- t°^y'-;i/- 3 -^^#^-9-^ K (I8 7mg) LTflfc, itL^yx. 

f^x^r^i^^/-;v (Sfej») U lMtt-x^y-;viI (0. 5 5 

ml) £iJ[];t»U WWBttfcMPRUWKffrfrW (19 7mg, 8 4%) fcWfco 
[0 8 9 2 ] 

1 H-NMR (400MHz, DMSO-de) * I 1 . 97-3. 92 (6H, m) , 2 
. 83i:2. 84 (3H, s), 3. 87 (3H, s), 4. 5 9 - 4. 6 9 t 4 . 71 
-4. 81 (1H, m) , 6. 90 ( 1 H, d, J = 8. 8Hz), 7. 07 (1H, d 
, J = 2. 4Hz), 7. 23-7. 31 (2H, m) , 7. 35-7. 44 (3 H, m 
), 7. 69-7. 78 ( 1 H, m) , 8. 17 (1H, d, 1 = 2. 7 Hz) , 8. 7 
4i8. 83 (1H, d, J = 7. 5Hz), 1 0. 5 7 - 1 0. 7 3 ^10. 79-1 
0. 9 5 (1 H, b r) . 
ESI-MSm/z : 3 7 8 (M+H) + . 
[0 8 9 3 ] 

M&M3 6] N — (2-y^fjVT^-l, i->^f;^fjv) - 1 - (6-*h 
3 - H°V jr*J=>fr) -5 - - 1 H- li?V-^- 3 -*;V*^f-9- 

5 K 

mfE# 2005-3026716 
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^-v: 140/ 



[0 8 9 4 ] 
[ftl2 7] 




[0 8 9 5] 

N-^>y)l't J f->*)l/f-^-2-^fJl/77->' (2. 1 6 g) t 2 . OMy^f 
JV7r/»r>7tKn7 7>i$ (9. 0 9ml) £J1 v*T, Hi&fO 1 t WlW-^U^ 
N- ( 1 —V* -^;vtj;w^^ l # /w< 5 >- v ( 
2. 3 3g, 9 6%) SrHfft bTW^o i«^>y>^rM$ (2. 3 3 g) 
y-^ (5 0ml) II*WJ6^)2) fcP9^St?aiL2-7^-2, N, N 
- h V ^ ^-;v-7°n \£^yW.T 5 KfcWfco i«75 Ktefcx h7t Kn79> (100m 
1 ) \z.mm L7X*-fbT ;w 5-7iVf7A (454mg) £#[1x16 B^PbIMM'/Tl L/i c 

ET^4 L# e> tL-fefotitK v * n o * 9 > * m k ^kiYMW.^ 7 ^v^A t?fg* L 0 itii 
flL »«E**ffiT«*L2, N 1 , N'-b^fiV-l, 2-7*n;Oy7r7 (0. 6 
OOg, 5 8%) ^»»tLt#/; 0 :0^n^y75># (0. 6 0 0 g) t## 
M901- (6-* 3 -tf U jry — fr) -5- ( 2 - If U v;V) -1H-^9V 

3 -#;v**^m (0. 2 3 2 g) £JBv>-c. Ml ra«to^fe-c*«'fb^!» ( 
10 2mg, 3 3%) tlflsfcLtftfco 
[0 8 9 6 ] 

1 H-NMR (400MHz, CDC h) 8 II. 47 (6 H, s), 2. 36 (6H, 
s) , 2. 60 (2 H, s) , 4. 11 (3 H, s) , 7. 14 (1H, d, J = 9. 3 
Hz), 7. 18-7. 22 (2 H, m) , 7. 29 (1H, br s), 7. 60 (1 
H, d, J = 7. 8Hz) , 7. 7 3 - 7. 7 7 ( 1 H, m) , 7. 80 (1H, d, J 
= 9. 3Hz), 8. 37-8. 39 ( 1 H, m) . 
ESI-MSm/z : 3 9 6 (M+H) + . 
%m^Jf : C20H25N7O2 1 LX 

S38Htt:C, 60. 74; H, 6. 37; N, 24. 79. 
mMiU : C , 60. 5 5 ;H, 6. 2 5 ;N, 24. 55. 
[0 8 9 7] 

[HJfe0O3 7] N- (l-y^f^7?^f^-l-y^n/<7fJV) -1- (6-^ 
h * 3 - tT'J v;v) -5- (2-tf0v;v) - 1 H- if 9 v*-;v- 3 -a/i/sj?^* ^ 
K 

[0 8 9 8] 
[it 1 2 8 ] 




[0 8 9 9 ] 

-fflaE# 2005-3026716 
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: 141/ 



1- (N-^> v^^vTJ )[/ & =.)],) r^y^n^yr/AH'^S (2. 63 g 
) t 2 . 0Myp< f;V75 ><7)t- h 9 t Kn 77 V (10ml) £J£v>-C, %MM 1 fc|W| 
m^^'&TN- ( 1 - V* ^-frU Asrt^'i )]/— 1 — */? wivf-fr) 5&/w*3 yj&^z/i? 

(2. OOg, 6 8%) fcH-ffcfc LT&fco :^>y*i^f*#«)x^ 
(5 0ml) »ifc«:JBV>t\ H»!l6<7)2) t^«(7)Mt«L 1 ~T 5 ^ - N, 

D75> (7 5ml) **fl57^Ai^AVf <)A (3 5 5 mg) £iP;i 1 4 

B#ra#-ira8ytilG L fco ^faStS^ ^ * J - iHlFy' ^ n n * $ y * 

tiQx. tm Ltzo »iSE«:«JETS* L# ^nn^ 

y^n^>f;U7 5> (1. 14g, Jfe*) ^it*tLt#/; 0 iOT5># (0. 4 
7 0 g) 4 <E> - 1 - (6 h ^'>- 3 - tf y -5 - (2-tf'Jy» - 

1 H-tf^y-^- 3 -fJ^yftt (0. 2 3 1 g) £fflv>T, Iftil ITOO^&t? 

«?e<k^ ( 1 0 4 m g, 3 1%) zmfot Lxntz 0 

[0 9 0 0] 

1 H — NMR (400MHz, CDC 1 s) * I 1 . 62-1. 69 (2H, m), 1. 7 
8-1. 86 (4 H, m) , 2. 12-2. 19 (2 H, m) , 2. 34 (6 H, s) , 
2. 74 (2H, br s), 3. 96 (3H, s), 6. 76 (1H, dd, J = 8. 
8, 0. 5Hz), 7. 20 (1H, s), 7. 20-7. 24 (2H, m), 7. 42 
(1H, ddd, J = 7. 8, 1. 0, 1. 0Hz), 7. 60 (1H, dd, J = 8. 
8, 2. 7Hz), 7. 70 ( 1 H, ddd, 1 = 7. 8, 7. 8, 2. 0Hz), 8. 
12 (1H, d, J = 2 . 2 H z ) , 8. 48-8. 50 (. 1 H , m) . 
E S I -MSm/z : 4 2 1 (M+H) + . 

TClt^Jf I C23 H 28 Ne 0 2 LT 

WBtiS. :C, 65. 6 9 ;h, 6. 7i;N, 19. 99. 
MWm:C, 65. 71; H, 6. 73; N, 20. 12. 
[0 9 0 1 ] 

[^M^0 3 8 ] N- (1, 3-^f/Hin'Ji;>-3-'fA') -1- (6-^h^->- 
3 - fcf'J yy—fr) -5- (2-t°Vv;V) -lH-H°7V'-Jl'-3-*^^t< F 
[0 9 0 2 ] 
H&l 2 9] 




[0 9 0 3 ] 

2-^f;V7 5 7ftf (2. OOg) > ^7*M7;VftK (2. OOg) W2- 
^f;y7^y;Vi^f^^f;V (l. 0 7ml) co^>--tf> (2 5 0ml) J&iBlfc* 3 

-3-^nV5;>3!rMVt^fA'X^fA' (0. 7 7 0 g, 2 1%) SrflMfcWi: LT# 
fzo ^©^fJVxy-r^ (0. 7 7 0 g) <^)^^y-;v (15ml) §fc 1 i&fek 

10 7 AyJcvM (15. 0ml) *i\\z.MM."£ 1 9 WI»L/: 0 1 fLS 

(15. 0ml) Ztox.tz&, KBmm*i&&T®$:l>&hti1z&mK 2-* 

2 --fu/lS-As (2 0ml) , MJjn^;^T5> (1. 02ml) 
;v***V ;V7 v K ( 1 . 5 8ml) fctnx. l 7^FM#MaaEt7to 
£«J£TI£* U# <b tLTt^g^M^mTfc^T- h V "7 A*Mt yynn^y^^ 
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mz4 M^mm- vj-*y-ymwL domi) ^trax^-e 4 m m l?z 0 ki&^b* 

MJET^* L3-75/-1, 3 - y^ t?n V y>IS£^#/: 0 i(7)7?y tfn'J 

^^^IMof^tttffi io<oi - (6 3 -trv - 5 - ( 

2-t°Vv;V) -lH-t 0 77-;l/-3-*^*>l (0. 2 3 2 g) Sr^T. ^flfc^J 
1 i: |W|«^^-&^IM-fk^t/ ( 1 6 9 m g, 17%) Zmfct Lt#/: 0 
[0 9 0 4] 

1 H — NM R (400 MHz, CDC 1 3) §11. 63 (3H, s) , 1. 99-2. 0 
6 (1 H, m) , 2. 24-2. 32 (1H, m), 2. 37 (3H, s), 2. 58- 
2. 67 (2H, m), 2. 74-2. 80 ( 1 H, m) , 2. 98 ( 1 H, d, J = 9 
. 8 H z ) , 4. 12 (3H, s), 7. 08 (1H, br s ) , 7. 13 (1H, d 
, J = 9. 3 H z) , 7. 19-7. 22 (2 H, m) , 7. 60 (1H, d, J = 7. 
8Hz), 7. 73-7. 77 ( 2 H, m) , 8. 36-8. 38 ( 1 H, m) . 
E S I -MSm/z : 3 9 4 (M+H) + . 
[0 9 0 5 ] 

[»fll3 9] N — (2-t 1 - -f-)V^)V) -1- (6-^l^> 

- 3 - try -5- (2-tfVv ? ;v) - 1 H-t°7V-;v- 3 -*;i/>K^-9-5 K 

[0 9 0 6 ] 
[ft 1 3 0 ] 




[0 9 0 7] 

1 0 (75 1 - ( 6 - ^ 1 3r "> - 3 - tf V ^ - 5 - ( 2 - M V v^V) - 1 H 

- tT^y*-;V- 3 -#;V#>gt (300mg) t2-75/-2 1 -7°n/NV 

-/i' (115^1) t)flv»T, mmm 7 1 mmo-%&-?mm4k&VB ( 2 9 3 m g , 79% 

) LT#7t 0 
[0 9 0 8] 

1 H-NMR (400MHz, CDC 1 3) 8 I 1 . 42 (6H, s), 3. 71 (2H, 
d, J = 6 . 2 3. Hz), 4. 13 (3H, s), 4. 80 (1H, t, J = 6. 23H 
z), 7. 06 (1H, br), 7. 13 (1H, d, J = 9 . 16Hz), 7. 22 ( 
2H, m), 7. 60 (1H, d, J = 7. 81Hz), 7. 73 (1H, d, J = 9. 
16Hz), 7. 76 ( 1 H, m) , 8. 36 (1H, d, J = 4. 03Hz). 
FAB-MSm/z : 3 6 9 (M+H) + . 
[0 9 0 9 ] 

[»4 0] N- (2-^l^fv-l, 1 —V**f-frx-<f-fr) -1- (6-^l^rv- 

3 - tf 0 ^ y-;v) - 5 - (2-f'jy» - l H - tf 9 V- 3 - # 5 K 

[0 9 10] 
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Ubl 3 1] 




O 



Jl 



N 
H 



y 



OMe 



MeO N 
[0911] 

6 0 %rt.m<ki- h U *7 A ( 7 m g) Ofl>5liKn79> (1ml) !R»»fRtw % « 
M390N- (2-tKa^fy-l, 1 - v ^ -1- (6 b 3 - 

-5 - (2-t±°Vv;W — l H — tf 7 V— 3 — * ;v^^r^ ^ K (5 0 

mg) zmur-toz-mwLtzo KJfom-zvftff-fr (26 M n ^inx.4B#F^«m^> 

;VA-^*y-;i/) T?»»LtR«^» (4 0mg, 7 0%) ^IffcLtftfco 



1 H — NMR (400MHz, CDC 1 3 ) 811. 48 (6H, s) , 3. 41 (3H 

, s ) , 3. 52 (2 H, s ) , 4. 12 (3H, s ) , 7. 04 (1H, b r ) , 7. 

12 (1H, d, J = 9. 28Hz), 7. 20 (2 H, m) , 7. 73 (1H, d d, 

J = 7. 81, 1. 47Hz), 7. 78 (1H, d, J = 9. 16Hz), 7. 76 ( 
1 H, m) , 8. 36 (1H, d, J = 4. 5 2 H z) . 
F AB-MSm/z : 3 8 3 (M+H)\ 



IMMM 4 1] N- [ (3R) -3-f b?tKn79-^] -1- (6-*>*->-3 
- kf i; v;v) - 5 - ( 2 - tf V - 1 H - t° 9 3 - * ^#^-9-5 K 

[0 9 14] 
Ut 1 3 2 ] 



MeO N 
[0 9 15] 

#ff40 1- (6 h^v- 3 -try v^) -5- (2 -tf'J -lH-tf? 
/-;V-3-*W>| (2 9 6mg) fc (R) - ( + ) -3-7^th7t Fn75 
>p - (3 1 lmg) £JlV>T, %jffifif 1 t mH&<0'fi&"VUMfo&9l 

(14 4mg, 3 9%) ZmfctLXffl-Zo 



1 H — NMR (400MHz, CDCls) * : 1 . 96-1. 97 ( 1 H, m) , 2. 3 
3-2. 37 ( 1 H, m) , 3. 78-3. 88 (2 H, m) , 3. 96-4. 01 (5 
H, m) , 4. 7 3 - 4. 7 6 ( 1 H, m) , 6. 78 (1H, dd, J=8. 8, 0. 
5Hz), 7. 11 (1H, d, J = 7. 6 Hz) , 7. 21-7. 24 (1 H, m) , 
7. 62 (1H, dd, J = 8. 8, 2. 7Hz), 7. 71 (1H, td, J = 7. 7 
, 1. 8Hz), 8. 11 (1H, dd, J = 2. 7, 0. 5Hz), 8. 49 (1H, 
dq, J = 4. 9, 0. 9Hz). 



[0 9 12] 



[0 9 13] 




[0 9 16] 
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ES I-MSm/z : 3 6 6 (M + H) + . 

Ttmfrtif : C19H19N5O3 1 lt 

aM:C, 62. 46; H, 5. 24; N, 19. 17. 
mnif.C, 62. 44; H, 5. 25; N, 18. 95. 
[0 9 17] 

[*I«4 2] N- (4-x f?t KnH'y^JV) -1- (6-^ h^rv-3-tTV V)V 
) -5- (2-tfv> f ;v) -lH-k°7'/-;v-3-*JV^t^ K 
[0 9 18] 
lit 1 3 3 ] 




[0 9 19] 

4 so - 1 - (e b^~>- 3 -tfu - 5- (2-tfV> ? ;V) -lH-tf 
9 V- ;V- 3 - # >^ (2 96mg) t 4-75 /f b 7 t Fn t"9 > ( 1 2 1 m g 
) £jfV>T, »11 fcra«0^ffiT?*«'fk#W (184mg, 4 8%) LT# 

[0 9 2 0] 

1 H — NMR (400MHz, CDC 1 3) 5:1. 99-2. 05 (2H, m) , 3. 9 
6 (3 H, s), 4. 00-4. 02 (1H, m) , 3. 54 (2H, t d, J = 1 1 . 
8, 2. 2 Hz) , 4. 19-4. 24 (1 H, m) , 6. 78 (1H, d d, J =8. 
7, 0. 6Hz), 6. 87 (1H, d, J = 8. 1Hz), 7. 2 2 - 7. 2 4 ( 1 H 
, m) , 7. 44 (1 H, dt, 1 = 7. 9, 1. 0 H z) , 7. 62 (1H, dd, J 
= 8. 7, 2. 8Hz), 7. 70-7. 72 ( 1 H, m) , 8. 13-8. 15 (1H 
, m) , 8 . 4 8 - 8 . 5 0 ( 1 H, m) . 
E S I -MSm/z : 3 8 0 (M+H) + . 
[0 9 2 1 ] 

N- Kn^r->>(f;i/-l-y^n^Vf;V) -1- (6-^b^r 

3 -H°>j ^"v — )V) -5 - (2 - tfij - 1 H- tf 7V-^~ 3 -#/l'Jj?3r-9-3 

K 

[ 0 9 2 2 ] 
[£13 4] 




[0 9 2 3 ] 

1 - (t e r t -7f*y*)^'^iV7? 7) v ^ > 9 > ft (3. 1 2 g 

) ©f b7liKD77> (20ml) SFflttC, - 1 0 °CJt±PT h 0 xf^7 5 > ( 1 . 9 
0ml) WnnfS^yyfjp (1. 7 7ml) £3JDx. 1 0 ftmiltW Lfz 0 Kfcm~7k 
»7itf'J7A (1. 55g) (1 5ml) #iK*JDx.30fl-Biafftfco R 

HifE# 2005-3026716 
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^-v: 145/ 



tert-^iW (0. 7 5 0 g, 2 5%) Srfflfti 
■r/M* (0. 7 5 0 g) i:4lgSi-yt^rt>« (1 0 

£#fc 0 £©7 5V#i 901- (6-^h^rv-3- 
-t"'Jy» - 1 H- tf9V"-;V- 3 -flJ^^^W. (0. 69 

t raak^^te^tna^^w ( 5 9 2 m g , 43%) 

[0 9 2 4 ] 

1 H — NM R (4 0 0MHz, CDC 1 3) § 



^7^iV7 



8-2. 05 (2H, m) , 3. 78 
s) , 4. 6 3 (1 H, t, J = 6. 

, 7. 1 5 ( 1 H, b r s) , 7. 

) , 7. 6 0 - 7. 6 2 (1 H, m) 

5 (1H, ddd, 1 = 7. 8, 7 . 
) . 

ESI -MSm/ z 

7c3t^#f : C20H22N6 Os t Lx 
: c, 60. 90; h, 5. 
: c, 60. so; h, 5. 

[0 9 2 5 1 

[HJfefl|4 4] N — (fh?tKn 
fcf 0 - 5 - ( 2 - tf 0 

[0 9 2 6] 
lit 1 3 5 ] 



(2 H, 
0 H z ) 
19-7 



1 

d 



6 7-1. 
J = 5. 9 
.14(1 
3 (1H, 



7 



mi 



3 9 5 (M+H) 



6 2 
5 3 

- 2 

- 1 



1 



N, 
N, 



( 1 H, 
Hz) , 



d, 
8 . 



m 1 ) *Sn 3 l$|BJ 

fcfi; ;V) - 5 - (2 

6 g) £fflv>T, HJfefll 1 

9 4 (6 H, m) , 1.9 
Hz), 4. 13 (3 H, 
H, d, J = 9. 3Hz) 
m) , 7. 2 3 (1 H, s 
J = 9. 3 H z) , 7. 7 
36-8. 38 (1 H, m 



2 
2 



3 
3 



-7 7z;i/^fjV) - 

H- tf9y-;v- 3 - 



1 - (6 h^rv- 3 - 



MeO 




[0 9 2 7] 

##1?!)4<75 1- (6 b^f-> - 3 -try -5- (2-tfyv;w) -1H 



sifew 1 1 mm^umx-mmit^m ( 2 5 0 m g , 8 4%) 



0 



1 . 

7 

3 . 

m) 



6 0-1. 
( 1 H, m) 
8 7-3. 
,6.77 



9 
3 
3 



tf 7 

y*-;i/- 3 -iJ)V^>W. (0. 2 3 1 g) fcf>9HKn-2-79-^^f^75> ( 
0 . 12 1ml) %m^X. 

[0 9 2 8] 

1 H — NM R (4 0 0MHz, CDC 1 3) 
7-1. 95 (2H, m) , 1. 99-2 
H, m) , 3 . 7 1 - 3. 8 0 (2 H, m) , 
6 (3H, s) , 4. 0 6-4. 12 (1H, 
z) , 7. 21-7. 28 (3H, m) , 7. 
62 (1H, dd, J = 8. 8, 2. 7Hz) 
7. 6, 1. 7 H z) , 8. 11 (1H, d, 
1 H, m) . 

E S I -MSm/ z : 3 8 0 (M + H) + . 
[0 9 2 9] 

2005-3026716 



(1 H, 

4 3 ( 1 H, d, J = 8 
, 7. 7 1 ( 1 H, d d 
1 = 2. 9H z) , 8. 



(1 H, 
3 9 - 
(1 H, 
d, 



m) , 
3. 4 
m) , 
J = 8 
1 H z) 
. 1 = 7 
9 - 8 . 



. 8 

(1 
. 9 
8 H 
7 . 

8, 
0 ( 
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imMM 45] N — [ (1R, 2S) - 2- -7;l/*n^n-7°nt°^] -1- 
^v-3-t°';^;v) -5- - 1 H- tf^y-jv- 3 K 

[0 9 3 0] 
[ft 1 3 6 ] 




[0 9 3 1 ] 

##M40 1- (6 h * v- 3 - tf V -5- (2 -try -lH-tfv 

y-^-3-*;V**>t (2 5 0mg) t (1R, 2 S ) -2-7;i/tn->^n7 p ntf;v 
T -5 ><Ph v^Mffi (2 5 Omg) £fflV^T, 7 IWO^ft-eMft^ (8 0 

mg, 2 7%) ZmfatLXWfco 
[0 9 3 2 ] 

1 H-NMR (400MHz, CDC 1 3) * I 1 . 03 (0. 5 H, m) , 1. 10 (0 
. 5H,m), 1. 26 ( 1 H, m) , 3. 05 (1H, q, J = 5 . 62Hz), 3. 
96 (3H, s) , 4. 66 (0. 5H, dt, J = 5. 6 2, 3. 0 5 Hz), 4. 8 
2 (0. 5H, dt, J = 5. 62, 3. 05Hz), 6. 77 (1H, dd, J = 8. 
79, 0. 49Hz), 7. 15 (1H, br), 7. 23 ( 1 H, m) , 7. 27 (1 
H, s) , 7. 43 (1H, d, 1 = 7. 94Hz), 7. 61 (1H, dd, J = 8. 
7 9, 2. 6 9 Hz), 7. 71 ( 1 H, dt, J = 7. 94, 1. 71Hz), 8. 1 
1 (1H, d, J = 2. 2 1 Hz) , 8. 49 (1H, d, J=4. 76Hz). 
%mfr%t: C18H16N5O2F t LT 

WW&iA :c, 61. 18 ;h, 4. 56 ;n, 19. 82. 
mwm :c, 61. 12 ;h, 4. 63 ;n, 1 9. 68. 
[ 0 9 3 3 ] 

Rtf!4 6] N- ( 1 -#;W^^;V- 1 -^^;v^^;v) -1- (6-*h#*>-3 
- tf y v;v) - 5 - ( 2 - tf U v;v) - 1 H - tf 9 v'- 3 - * ;v*K3r-^ 5 K 
[0 9 3 4] 
[ft 1 3 7] 



CONH 2 




MeO 



[0 9 3 5] 

1) N- [1- (6-^ b^rv-3-lf , ;^;V) -5 - (2-tfyv;V) -lH-fc'7V* 
3 -l, l-y^f^^'Jy^xf^tJV 
##M4«i- (6 f^y - 3 - try v;v) -5- (2-fcfyv;v) -lH-tr^ 

3 (3 . 0 g) t2, 2 - y ^ f ^ ^' 'J y / x f ;v x ^ f 

(1. 9 g ) zm^x, mtM7 tmm<Djomx^ n- li - (6-^ h*v-3-t?y 

V^) -5- (2-t''Jy» - 1 H- fcT9V*-;V- 3 - # -1, 1 

;i^y v^ji^^oi^t-^ (3. 8 g, 91. 6%) tLT#/co 

ffiil#2 005-3026716 
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[0 9 3 6 ] 

1 H — NMR (400 MHz, CDCls) S I 1 . 29 (3 H, t, J = 7. 1 H z) , 

1. 68 (6H, s) , 3. 93 (3H, s), 4. 24 (2H, q, J = 7. 1Hz) 

, 6. 77 (1H, d, J = 8. 8 H z) , 7. 20-7. 26 ( 1 H, m) , 7. 22 
(1H, s) , 7. 41-7. 45 (1H, m) , 7. 63 (1H, dd, J = 8. 8, 

2. 9 Hz) , 7. 69-7. 73 ( 1 H, m) , 8. 12 (1H, d, J = 2. 7Hz 
) , 8.48-8. 5 0 ( 1 H, m) . 

E I -MSm/z : 4 0 9 (M + ) . 
[ 0 9 3 7] 

2) N — [1- (6 Y^ris- 3 - tT V -5 - (2-f'JyjV) -1H-^9V 

-;v- 3 -p&;v^-;v] -l, i-v^^;v^Vv> 

JiIBN- [1- (6 h^rv- 3 -tf'J -5- (2-tfVv;V) - lH-t°7 

v*-;v- 3 -i, i-y^f;v^'Jv>xf jvx^fjv (2. 0 g) c>r 
f9tK07?> (95ml) <h7jc(25ml) mUK, OtWLiV) ^ f7 TfcfDtJ ( 4 1 
Omg) *Unx.gi&-e2 4H#WtJI#Lfco RJfctSfcftttBfefcjbn*."**!]^ ^nn>^> 

N — [ 1 — (6 h^v- 3 - tf V v;i/) -5- (2-^VvOV) - 1 H-t°7V-;i/ 
-3-#;v*K-;v] -l, l -v^^;v^V (l. 8 g, 9 5%) *ntz 0 

[0 9 3 8 ] 

1 H — NM R (400 MHz, CDCls) 8 11. 71 (3H, s), 3. 96 (3H, 
s) , 6. 77 (1H, d, J = 9. 0Hz), 7. 36 (1H, b r s) , 7. 42 ( 
1H, d, J = 7. 8Hz), 7. 61 (1H, dd, J=8. 8, 2. 7Hz), 8. 
13 (1H, d, J = 2. 7Hz), 8. 51 (1H, d, 1=4. 6Hz). 
E I -MSm/z : 3 8 1 (M + ) . 
[0 9 3 9 ] 

3) mmit^m 

±|BN- [1- (6 f^fy - 3 -tfU v;V) -5- -lH-tf? 
y-;v- 3 -7>;i/#-;v] -1, 1 - it* f-^FV v > (3 5 Omg) h2 8%7>*^ 

T7K (o. 6mi) ^fflv>T, mtmn tmm^m^nmit^ (2 2 0 m g , 6 2% 

) LtUfco 
[0 9 4 0] 

1 H — NM R (400 MHz, CDC 1 3) * I 1 . 70 (6H, s) , 3. 97 (3H, 
s), 6. 78 (1H, d, J = 8. 8 H z) , 7. 22-7. 29 (2 H, m) , 7. 
42 (1H, d, J = 7. 8Hz), 7. 62 (1H, dd, J = 8. 8, 2. 4Hz) 
, 7. 69-7. 73 ( 1 H, m) , 8. 12 (1H, d, J=2. 7Hz), 8. 50 

(1H, d, J = 4 . 9 H z) . 
E I -MSm/z 13 8 0 (M + ) . 
[0 9 4 1 ] 

[HJfefflU 7] N-AJ^^V^fjl'-N-t ert-yfiV-l- ( 6 t* 3f S'- 
3-f'Jy» -5- (2-t°0v;l/) -lH-tf7V"-^-3-*J^fdrt5 F 
[0 9 4 2 ] 

m 1 3 8 ] 




■ffi§E#2 005-3026716 



mm 2004-321117 



^-V \ 148/ 



[0 9 4 3 ] 

##ff(40 1- (6 h* 9 s- 3 - tfU V^) -5- (2-t"'Jy» -lH-fcf9 
y-;V-3 -fc/HtfJ'Bfc (2 3 Omg) h###!]2 8©l-tert -7'f;V7< ^ 7-fc 
(lOOmg) W(7 fc ratt^^te-cata-fk-frW (l 9 Omg, 6 0 

96) U#fc, 
[0 9 4 4] 

1 H — NM R (400MHz, CDC h) § I 1. 57 (9H, s) , 3. 94 (3H, 
s) , 6. 73-6. 7 5 ( 1 H, m) , 7. 08-7. 28 (2 H, m) , 7. 41- 
7. 76 (3H, m) , 8. 0 5 - 8. 5 2 ( 1 H, m) . 
E I -MS m/ z I 4 0 8 (M + ) . 
7Cft^lf : C21H24N6O3 • 0. 25H 2 0tLT 

aiMi : C , 6i. 08 ;h, 5. 98 ;n, 20. 35. 

«Hi : C, 60. 9 6 ; H, 5. 86 ;N, 20. 63. 
[ 0 9 4 5] 

KIi4 8] N- ( 1 -#;w\*^;v- 1 -i/puiz/f-Jis) -1- (6-^h^rv- 
-5 - (2-t°Vv;w) - 1 H - t: 7 V*- ^ - 3 - * 5 K 

[0 9 4 6 ] 
[ftl3 9] 




[ 0 9 4 7] 

##08 4 CO 1- (6 h * v- 3 - H°y V)V) -5- ( 2 - H° V i^V) -lH-t°7 
V-;V-3 -iiJU^>Wt ( 3 0 6 mg) £##$12 6©l-7?;-l-y^n^>^> 
7j;V#^r-9-5 Kh'J7^/tnftSJ6 (2 5 Omg) ^fflV^T, 7 t mM-^^W: 

mt&m (3 9 Omg, 9 2%) ^IffHtffco 
[0 9 4 8 ] 

1 H — NM R (400MHz, CDC Is) * : 1 . 75-1. 90 (4H, m), 2. 1 
5-2. 20 (2H, m) , 2. 4 0 - 2. 5 0 (2 H, m) , 3. 97 (3H, s) , 
5. 35 (1H, br s ) , 6. 78 (1H, dd, J = 8. 8, 0. 5 H z) , 7. 
01 (1H, br), 7. 17-7. 26 (3 H, m) , 7. 41-7. 43 ( 1 H, m 
), 7. 59-7. 61 (1 H, m) , 7. 69-7. 74 ( 1 H, m) , 8. 12-8 
. 13 ( 1 H, m) , 8. 48-8. 51 ( 1 H, m) . 
E I -MSm/z 14 0 6 (M + ) . 
5c*##f : C21H22N6O3 • 0. 2 5 H2 O Lt 
3SMIC, 61. 38; H, 5. 52; N, 20. 45. 
MWm :C, 6 1. 12 ;H, 5. 3 8 ;n, 20. 18. 
[0 9 4 9] 

[HlfcflU 9] N-^Wt^ ;v^^-;v-N- (tert-7*f)V) -1- (5-^h^r 
v - 2 - fcf V v >u) -5-7x-;v- l H — tfv V— ;v — 3 — # ^sjf ^-^ 5 K 
[0 9 5 0 ] 



ffiiE#2 005-3026716 



mm 2 0 0 4 -3 2 1 1 1 7 I 149/ 



lit 1 4 0 ] 




[0 9 5 1 ] 

3 - ijfrtfyWi ( 2 3 0 m g) 2801-tert -7'f;V7 5 7 5 K ( 

lOOmg) HifeflU 1 5?>3) i: ( 1 7 5 m g , 52 

96) *7Wr^fc LTftfco 
[0 9 5 2 ] 

1 H-NMR (400MHz, CDC 1 3) S I 1 . 57 (9 H, s), 3. 87 (3 H, 
s) , 4. 27 (1. 5H, br s) , 6. 88 (1 H, s) , 7. 18-7. 37 ( 
7H, m) , 8. 00 (1H, d, J = 2. 9Hz) . 
E I -MSm/z : 4 0 7 (M + ) . 
[0 9 5 3 ] 

[WJ5 0] N — (c i s - 2 -#;w^^;i/- 1 -->^n^>-^;v) - 1 - (6 
h * v- 3 - fcfij -5- (2-f'JyiV) - 1 H - tf 9 ;V- 3 - # TWjJ?*"* 5 

K 

[0 9 5 4] 
[ft 1 4 1 1 




[0 9 5 5 ] 

4 co 1 - ( 6 - h v - 3 - feT V v ;V) - 5 - ( 2 - fc? U v^) - 1 H - tf 9 
>y-;v- 3 -*;i/sJ?>S6 (296mg) (±) - c i s-2-7^/y^n^>r/* 
;v*^^5 F (15 3. 8mg) ^fflv^T, ^M#U 1 H»0*&T?«»ffc'&-W (13 7 
mg, 3 4%) t@#at#A, 
[0 9 5 6 ] 

'H-NMR (4 0 0MHz, CDC 1 3) 511. 83-2. 17 (6 H, m) , 3. 0 
9 (1H, q, J = 7. 5 H z) , 3. 95 (3 H, s), 4. 62-4. 64 (1H, 
m) , 5. 26 (1H, br s) , 5. 80 (1H, br s) , 6. 77 (1H, d 
, J=8. 8 H z) , 7. 23-7. 25 ( 1 H, m) , 7. 37-7. 39 (2 H, m 
), 7. 62-7. 67 ( 1 H, m) , 7. 65-7. 72 ( 1 H, m) , 8. 08 (1 
H, d, J = 3. 4Hz) , 8. 5 0 - 8. 5 2 ( 1 H, m) , 
ESI-MSm/z : 4 0 6 (M+H) + . 
[0 9 5 7] 

[«ffl5l] N-y^n7f^-l- (6 h*v- 3 -tfU -5- ( 2 - fcf 

'Jy)P) - 1 H - 1° 7 v*-;v- 3 - * ;v**^r 1 5 K 
[0 9 5 8] 

ttSiE# 2005-3026716 
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^-v : 150/ 



Ut 1 4 2 ] 




[ 0 9 5 9] 

###!)40 1- (6 h^v- 3 -\£ V v^) -5- (2-^'Jv>) - 1 H - tf 7 
/-;V-3-*W>i (2 9 6mg) ty^n7'fiV7 5> (8 5. 3mg) £fflV*T 
, «150 1 t ITO^Bc-CWSfb^ ( 2 3 0 m g , 6 5%) Zmfct tt#fco 
[0 9 6 0] 

1 H — NM R (400 MHz, CDCls) $ \ 1 . 74-1. 77 (2H, m), 1. 9 
7-2. 07 (2H, m) , 2. 3 9 - 2. 4 6 (2 H, m) , 3. 96 (3H, s) , 
4. 59-4. 63 ( 1 H, m) , 6. 78 (1H, d, J = 8. 8Hz), 7. 09 ( 
1 H, d, J = 8 . 1Hz), 7. 21-7. 26 (1H, m) , 7. 43-7. 45 ( 
1H, m) , 7. 62 (1H, dd, J = 8 . 8, 2. 7Hz), 7. 71 (1H, td 
, J = 7. 7, 1. 8Hz), 8. 13 (1H, d, J = 2. 7Hz), 8. 48-8. 
4 9 ( 1 H, m) . 

ESI -MSra/z : 3 5 0 (M+H) + . 
[ 0 9 6 1 ] 

[«f!)5 2] N — (exo-2-^>^ [2. 2. 1] ^7^;V) - 1- (6-^ h 
3f v - 3 - fcf V v ;v) - 5 - ( 2 - t° i; - l H- 1°7 v-;v - 3 - * ;v**^ 5 K 
[0 9 6 2 ] 
HU4 3] 




[0 9 6 3 ] 

4 © 1 — ( 6 - * h * v - 3 - ti V - 5 - ( 2 - tf 0 v — 1 H — t? 9 

V-;V-3-*iV* ,3 f>l (2 9 6 mg) t e x 0-2-75 ^ ty^n [2. 2. 1] 
A7"^>Itt (1 7 7mg) £J1V>-C, Hl&1?!ll t W\Wi<Vfi&-ZMmik&% (14 5m 
g, 3 7%) ^SfriLtito 
[0 9 6 4 ] 

1 H — NM R (4 0 0MHz, CDCls) $ : 0 . 89-0. 93 ( 1 H, m) , 1. 3 
0-1. 67 (1 1 H, m) , 2. 19-2. 24 (2H, m), 2. 56-2. 58 ( 
1H, m) , 3. 96 (3H, d, J = 2. 0Hz) , 6. 78 (1H, d, J = 8. 8 
Hz), 7. 01 (1H, d, J = 7. 4Hz), 7. 20-7. 26 (1H, m), 7 
. 43-7. 45 (1 H, m) , 7. 62 (1H, dd, J = 8. 8, 2. 9Hz), 7 
. 70-7. 72 (1H, m), 8. 15 (1H, d, J = 2. 0Hz), 8. 48-8 
. 4 9 ( 1 H, m) . 

ESI-MSm/z : 3 9 0 (M + H) + . 
[0 9 6 5 ] 

fcB®E# 2005-3026716 
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^-s>: 151/ 



K1M5 3] N- 1/ 9 u<^**/ 1 - (6 l^v-3 -tfV -5- 
( 2 - fcT U -lH-t°7V-;v-3-* >1/jJ?*"9- 5 K 

[0 9 6 6 ] 
[ftl4 4] 




[0 9 6 7] 

##^4<75 1- (6-n^y-3-t"'Jy» -5 - -lH-tf9 
V-jV-3-*;^>i (2 9 6 mg) hv^OAiryJMfJVTr/ (156/^ 1) £ 

m^x, nmmi tmm^mxmmit^m assmg, 4 8%) *mfctLxmz 0 

[0 9 6 8] 

1 H-NMR (400MHz, CDC 1 3) $ 0 . 96-1. 04 (2 H, m), 1. 1 
2-1. 30 (4 H, m) , 1. 6 1-1. 76 (5 H, m) , 3. 30 (2 H, t, J 
= 6. 6Hz), 3. 94 (3H, s), 6. 77 (1H, d, J = 8. 8 H z) , 7. 
01-7. 02 ( 1 H, m) , 7. 21-7. 31 ( 1 H, m) , 7. 44-7. 45 ( 
1 H, m) , 7. 61 (1H, dd, J = 8 . 8, 2. 5Hz), 7. 71 (1H, td 
, 1 = 7. 7, 1. 8Hz), 8. 13 (1H, d, J = 2. 5Hz), 8. 48-8. 
4 9 ( 1 H, m) . 

ES I-MSm/z : 3 92 (M+H) + . 
[0 9 6 9 ] 

[#d&M5 4] N-^;V-N- t e r t 1 - (6 h^v- 3-tf 1 ; 

- 5- (2-t°Vv;v) -iH-^9v*-^-3-*^t5 K 
[0 9 7 0] 
[ftl 4 5] 




[0 9 7 1 ] 

#f«90 1- (6 l^rv- 3 ^y-;v) -5 - (2-fcfVvOV) -1H- 
tf7V'-;V-3-*;V*>^ (3 0 0mg) fcN-tert-^WfJl'7r/ (14 
5/i 1) *Mv*T. *Jfc« 7 ra»^^rffi"C*«WlI#* (2 0 0mg, 5 4%) 

[0 9 7 2] 

1 H-NMR (400MHz, CDC 1 3) * I 1. 54 (9H, s), 1. 62 (3H, 
s), 3. 19 (3H, s), 4. 10 (3H, s) , 6. 99 (1H, s), 7. 12 
(1H, d, J = 9. 03Hz), 7. 21 (1H, dd, 1 = 7. 81, 4. 64Hz 
), 7. 55 (1H, d), J = 8. 06Hz), 7. 74 (1H, dt, 1 = 7. 81 
, 1. 71Hz), 7. 83 (1H, d, J = 9 . 03Hz), 8. 41 (1H, d, J 
= 4. 6 4 H z) . 

£UiE# 2005-3026716 
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^-v: 152/ 



FAB-MSm/z : 3 6 7 (M+H) + . 
[ 0 9 7 3 ] 

[^5 5] H-**s<>?-fr- 1 - (6 h ^rv- 3 - If 'J ^V-fr) -5 - (2 
- tr V v^l/) - 1 H - tf =7 V'- 3 - # ;v#^f -9- 5 K 
[0 9 7 4] 
1 4 6 ] 




[0 9 7 5] 

##0H9tf>l- (6 h**>- 3 - IfV - 5- (2-tf'Jv;V) - 1 H- 

kf7y-;V-3-*^>i (2 0 0mg) t^t^>fJV7 5> (5 9mg) fcffl^T 
, M7 fc ra»0^fe"C««'fb'fr«l (1 5 5mg, 5 8%) LTftfc, 
[0 9 7 6] 

1 H-NMR (400MHz, CDC 1 3) 8:0. 99 (9 H, s) , 3. 27 (2H, 
d, J = 6 . 6Hz), 4. 128 (1/2X3H, s), 4. 130 (1/2X3H, 
s), 7. 04-7. 09 (1 H, m) , 7. 14 (1H, dd, J = 9. 3, 0. 5H 
z), 7. 19-7. 30 ( 1 H, m) , 7. 62 (1H, d, J = 7. 8 H z) , 7. 
73-7. 78 ( 2 H, m) , 8. 37-8. 38 (1H, m). 
E I -MSm/z 13 6 6 (M + ) . 
[ 0 9 7 7] 

KIi5 6] N-v^ n^y^-;v- l - (6 h v- 3 - tfV 7 V — fr) -5- ( 
2 - tT y >?;v) - l H- tf 9 3 - * ;v*f^-9- 5 F 

[0 9 7 8] 
1 4 7 ] 




[0 9 7 9] 

901- (6 h^f $/- 3 - try -5 - (2-tTy^;V) -1H- 

tf9 V*-;V- 3 - JDV^yW. ( 2 9 7 m g) hy^n^>fjV7?> (1 0 9/; 1) *M 

^T. 7 1 mm<o-%m'Qmm\&m ( 2 7 4 m g , 75%) tt#f;„ 

[0 9 8 0] 

1 H-NMR (400MHz, CDC 1 3) 8 \ 1 . 50-1. 75 (6 H, m) , 2. 0 
5-2. 13 (2 H, m) , 4. 13 (3H, s ) , 4. 42 (1H, q, J = 7. 2H 
z) , 6. 90 (1H, d, J = 10. 0Hz), 7. 13 (1H, d, J = 9. 3Hz 
), 7. 20-7. 21 (1 H, m) , 7. 26 (1H, s), 7. 61 (1H, d, J 
= 7. 8Hz), 7. 74-7. 76 (2 H, m) , 8. 37 (1H, d, J = 3 . 9H 

2005-3026716 
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^-v : 153/ 



z) . 

ESI-MSm/z : 3 6 5 (M+H) + . 
[0 9 8 1 ] 

[*Mf!l5 7] N-7x^V- 1 - (6 h^rv- 3 - tf 'j v^V) - 5- (2-f'Jy 

;v) — 1 H — tf 7 V- ;v- 3 - a ? K 

[0 9 8 2 ] 
Ut 1 4 8 ] 




[0 9 8 3 ] 

4 <7> 1 - ( 6 - ^ 1 * v - 3 - tf U v ;V) - 5 - ( 2 - tf V — 1 H — tf 9 

3 -^;v^>m (2 9 6 m g) J:7-V> (3 1 1 m g) Srfflv^T, 1 t 

mm^-m^mm^m d 5 8m g , 43%) ti#fcu#fc 0 

[0 9 8 4 ] 

1 H-NMR (400MHz, CDC 1 3) £ : 3 . 98 (3H, s) , 6. 80 (1H, 
d, J = 8 . 6Hz), 7. 12-7. 16 ( 1 H, m) , 7. 22-7. 30 ( 1 H, 
m), 7. 36-7. 39 (3 H, m) , 7. 46-7. 52 ( 1 H, m) , 7. 65 ( 
1 H, dd, J = 8 . 8, 2. 7Hz), 7. 70-7. 76 (3 H, m) , 8. 17 ( 
1H, d, J = 2. 7 Hz) , 8. 51-8. 52 (1H, m), 8. 77 (1H, s) 

ES I-MSm/z : 3 72 (M+H) + . 
[0 9 8 5] 

[*lfc0J5 8] N — (2-fVy» -1- ( 6 h *ri/~ 3 - tf V V )V) -5- (2 
- tf y y ;v) — 1 H — tf "7 y*- ;v- 3 - # ^ 5 K 
[ 0 9 8 6 ] 
[ftl4 9] 




[0 9 8 7] 

##^IJ 4 <D 1 - ( 6 - ^ 1 * v - 3 - tf y y ;v) - 5 - ( 2 - tf y V ;v) - 1 H - tf 9 
y-)V-3-*^**>i (2 9 6 mg) t2-75/f'Jy> (311mg) £fflv>T. 

»m 1 1 mmo-jf&x-mmit&m ( 1 7 8 m g , 4 8%) lt#^ 0 

[ 0 9 8 8] 

1 H-NMR (400MHz, CDC Is) 8:3. 96 (3H, s), 6. 80 (1H, 

d, J=8. 8Hz), 7. 07 (1H, ddd, J = 7. 4, 4. 9, 1. 0Hz), 

7. 24-7. 29 (1H, m), 7. 35 (1H, s), 7. 44-7. 46 (1H, 

m) , 7. 69-7. 75 (3 H, m) , 8. 11 (1H, d , J = 2. 9Hz), 8. 

tBSE# 2005-3026716 



#fI2 0 0 4 - 3 2 1 1 1 7 ^-v : 154/ 

33-8. 34 ( 1 H, m) , 8. 38-8. 40 (1H, m), 8. 53-8. 54 ( 
1H, m) , 9. 42 (1 H, s). ES I-MSm/z : 3 7 3 (M+H) + . 
[0 9 8 9] 

[*Mf!l5 9] N-->^ wof-fr- 5 - (5 -jruu- 2 -tfV v;W -1- ( 3 — tf 
Uv;v) -iH-(i7y-;v-3-*^^t5 K 
[0 9 9 0] 
Mb 1 5 0] 




[ 0 9 9 1 ] 

###S 25(95- (5-^nn-2-f'Jy^) - 1 - ( 3 - tf >J v ;v) - 1 H-t°5 
3 -fc/l/jjOBfc (3 0 0m g) i->^n^>f^75> (15 0/i 1) t£fflv^ 

t, mmmi tmm.<D^mx-mm^m (1 2 7m g> 35%) fcn/;o 

[0 9 9 2 ] 

1 H — NMR (400 MHz, CDCls) 5 11. 53-1. 75 (6H, m) , 2. 
09 (2H, m) , 4. 42 (l H, q, J = 7. 57Hz), 6. 89 (1 H, d, J 
= 7. 57Hz), 7. 28 ( 1 H, s), 7. 39 (1H, d d, J = 8 . 18, 4. 
76Hz), 7. 48 (1H, dd, J = 8. 42, 0. 61Hz), 7. 72 (1H, 
dd, J = 8 . 42, 2. 44Hz), 7. 75 (1H, dd, J = 8. 18, 2. 44 
Hz), 8. 37 (1H, dd, J = 2. 56, 0. 61Hz), 8. 56 (1H, d, 
J = 2. 56Hz), 8. 63 (1H, dd, J = 4. 7 6, 1. 4 7 Hz). 
FAB-MSra/z : 368 (M+H) + . 
[0 9 9 3 ] 

\MMM 6 0] N-tert-W-1- ( 6 - ^ f ^ v - 3 - \L V - 5 - (1 

H- fcfn-;v- 2 -4 ;v) - 1 H- tf 7'/-^- 3 -fc^aK^f K 
[0 9 9 4] 
Mb 1 5 1 ] 




[0 9 9 5] 

##1?!]4 601- (6 l^rv- 3 v;v) -5- (1 H — tf n — ;V — 2 — -O^ 
) - 1 H-t°7 > /-;V- 3 -iJfr&yW. (0. 222 g) hert -"/f)l/7 5 > (0 
. 14 8ml) fcfcfflv^T. «#!)1 H»0:£^*»ffr&W (2 2 Omg, 83%) 

[0 9 9 6] 

1 H — NMR (400 MHz, CDCls) 8 \ 1 . 49 (9H, s), 4. 00 (3H 
, s), 5. 80-5. 82 ( 1 H, m) , 6. 13-6. 15 ( 1 H, m) , 6. 83 
(1H, d, J = 8. 8Hz), 6. 84-6. 86 (2 H, m) , 7. 13 (1H, s 
), 7. 60 (1H, dd, J = 8. 8, 2. 4 Hz) , 8. 28 (1H, d, J = 2. 
7 H z) , 9 . 0 1 ( 1 H, b r s). 

mtiE#2 005-3026716 
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\ 155/ 



E S I -MSm/z : 3 4 0 (M+H) + . 
[0 9 9 7] 

[5ftSfc0l6 1] N- (2, 2 -V^^)V-fu bf;v) -5- (5-y7/-2-K°'Jy» 

-l - (3-ii°Uv;v) -iH-t'7V-;v-3-*;v^t^ F 

[0 9 9 8] 
[ft 1 5 2 ] 



NC 




[0 9 9 9 ] 

##M 7 3 (D 5 - ( 5 - v T 7 - 2 - tf V y ;v) - 1 - ( 3 - tf V V )U) - 1 H - tf 9 
y-;v-3 (0. 3 5 0 g) t^t'^f^T? > (0. 212ml) i £ 

fflv^-c, fc mm<o^m^mm^m (o. 3 9 5 g , 91%) 

o 

[ 1 0 0 0] 

1 H-NMR (400MHz, CDCls) d I 0 . 99 (9 H, s) , 3. 28 (2H 

, d, J = 6 . 6Hz), 7. 04 (1H, t, J = 6. 6Hz), 7. 40-7. 44 
(2 H, m) , 7. 68 ( 1 H, dd, J = 8 . 3, 1. 0Hz), 7. 74-7. 77 
( 1 H, m) , 8. 01 (1H, dd, J = 8. 3, 2. 2Hz), 8. 57 ( 1 H, m 

), 8. 64-8. 65 (1H, m), 8. 67 (1H, dd, J = 4. 9, 1. 5Hz 

) . 

E I -MSm/z 13 6 0 (M + ) . 
[10 0 1] 

[|y&f!l6 2] N — (2, 2 - V*<3-)V-fU tf;v) -5- ( 5 - * /Wt-t ;V- 2 - £° 'J 
v;i/) -1- (3-f'jy;v) — l H — tf •y V*— ;v — 3 — * ;v*K3r-9- 5 K 
[ 1 0 0 2 ] 
[ft 1 5 3 ] 



o 



H„N 




[ 1 0 0 3 ] 

H MM 6 1 0 N - (2, 2-yVf;V7 , D^;V) - 5- ( 5 - ->7; - 2 - tf 'J v;l/) 
-1- (3-tf'Jv;V) - 1 H- tf9V"-;V- 3 -*/l'sJ?*-9-$ K (0. 3 3 3 g) 

«^!12 1 ra^O^te-CWH^* (0. 2 5 0 g, 7 1%) *@#tUftfc 

o 

[ 1 0 0 4] 

1 H-NMR (400MHz, DMSO-de) 5 10. 91 (9H, s), 3. 13 ( 
2H, d, J = 6. 6Hz) , 7. 45 (1H, s) , 7. 52 (1H, dd, J = 8. 
1, 4. 9Hz), 7. 63 (1H, br s), 7. 84-7. 89 (2 H, m) , 8 
. 15 (1H, br s) , 8. 19 (1H, t, J = 6. 6Hz), 8. 28-8. 3 
0 (1H, m) , 8. 61-8. 63 (2H, m) , 8. 81 (1H, d, J = 2. 2H 

ffllE# 2005-3026716 
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*<— 9 J'. 156/ 



z) • 

E I -MSm/z : 3 7 8 (M + ) . 
[ 1 0 0 5 ] 

\MMm 6 3] N — t e r t — 5- ( 5 - * 2 - t? ' J - 1 - ( 2 - 

kf V - 1 H - £9 V*-;u- 3 - * 5 K 

[ 1 0 0 6 ] 
[ft 1 5 4] 




[ 1 0 0 7] 

##f II 3 5 CO 5 - (5 2 - tf V v^V) -1- {2-M')V)V) -1 H-b°7 

V*- ;v - 3 - ts >M (1. 1 7 g ) t t e r t - 75> (0. 9ml) £: £Jf 

v^T, 7 IWj^cO^fe^ISft^ (5 0 1mg, 3 6%) ^H#fcLt#/;o 

[ 1 0 0 8] 

1 H-NMR (400MHz, CDCls) 8:1. 49 (9 H, s ) , 2. 33 (3H 
, s) , 6. 89 (1 H, br), 7. 16 (1H, s), 7. 28 ( 1 H, m) , 7. 
38 (1H, d, J = 7. 9 4 H z) , 7. 53 (2 H, m) , 7. 81 (1H, dt, 
J = 7. 9 4, 1. 8 3 Hz), 8. 24 (1H, s), 8. 35 (1H, ddd, J = 
4. 76, 1. 83, 0. 73Hz). 
FAB-MSm/z : 3 3 6 (M+H) + . 
[ 1 0 0 9] 

[HIi6 4] N — (l-tKn^y^f^i/^nA^rt^-l-^^) -1- (6-^ 
F^y- 3 - tf U ^V — fr) -5 - (2-tfUv;V) -lH-^9 , /-^-3-*^* 
•9-5 K 

. [10 10] 
[ftl 5 5] 




[10 1 1] 

1 - [ ( t e r t -7^y*;Kf-;i') 75 7] */9 JUtf>& (2 . 4 

3 g) ©rh7tFn77> (20ml) i&ifcK, - 1 0 °C^*PT\ h 'Jxf^T^ > ( 
1. 4 0ml) ^nnfS^y^f;vx7f;V (1. 30ml) Srftnx. 2 0 7>TO*£ L 
Tto RJ&fcfc, Tjc^ft*^*^ bV^A (1. 14g) ©*(15ml) M^iJOx. 1 . 

-7 4- (ffiSxffl/- n -^3^>) "CffiSS LI— (t Kn^fy^f Jl/) v^n^^v^ 
^W\'^|tert-7f^f^ (1. 5 0g, 6 5%) *i#tLt#fco ^<£> 
#;W?5>m# (1. 5 0 g) ^4NM-1, 4 - S> * * -9* > (2 0ml) 
U gi&T? 7 . 5 PIFWL/Co KJS»**«ffiT«* t# 6 titz&m-, ##00 9 © 1 
- (6 -* h^rv- 3 -tf 1 ; PiS-A/) - 5- (2-tf i ;^;V) — 1 H — tf 9 V— ;V — 3 
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-U)V^VW (1. 3 0 g) tl-t:F0Jfy^>y^iJ7V-;V ( 0. 8 03g),N 
, N-7^fW^7 5F (3 0ml) £;Dnx.> iWlS^Cf S"?, MJJ-^;V75 
> (1. 83ml) hi - (3 -y^f;V7 5 7^nt';V) - 3 -z-*f-)Vjj jVtfVJ 5 K 
mmm. (l. 0 l g) l 8. 5R#Hg»L7Co R)StI^ffiT^*L#f,iifc 

, IRSft^ (9 9 lmg, 3 6%) zmfctLxmto 
[10 12] 

1 H-NMR (4 0 OMH z, CDCls) S : 1 . 38-1. 66 (8 H, m) , 1. 
96-2. 02 (2 H, m), 3. 79 (2H, d, J = 6 . 1Hz), 4. 13 (3H 
, s) , 4. 84 (1H, t , J = 6. 3 H z) , 7. 07 (1H, br s) , 7. 1 
5 (1H, d, J = 9. 3Hz), 7. 20-7. 23 (2 H, m) , 7. 61 (1H, 
d, J = 7. 6Hz), 7. 74-7. 78 (2H, m) , 8. 36-8. 38 ( 1 H, 
m) . 

ESI -MSm/z : 4 0 9 (M+H) + . 
[10 13] 

[mm 6 5] N-tert-yf;V-5- ( 5 - ^ 2 - tf 9 v-;V) -1- (3 

- 1° 'j v;v) -lH-f? V- ;v- 3 - Ji ;v ^ K 

[10 14] 
[it 1 5 6 ] 




[10 15] 

##1£lJ3 6<7)5- (5-^^-;V- 2 -^7y-JV) -1- (3-t°Vv;V) -lH-tf 
7 7-^-3 -*;W**>Bfe (0. 2 5 0 g) ttert-7f^757 (0. 18 6ml 

) t^fflv>r, mnmi tmM<7)jjmx*mmtt&m (o. i98 g , 6 5%) &@#fcL 

[10 16] 

1 H-NMR (400MHz, CDCls) 8 I 1 . 49 (9H, s), 2. 57 (3H 
, s), 6. 83 ( 1 H, br s) , 7. 30 (1H, s), 7. 37-7. 41 (1 
H, m) , 7. 7 5 - 7. 7 8 ( 1 H, m) , 8. 2 7 - 8. 2 8 ( 1 H, m) , 8 . 5 
6 (1H, d, J = 2. 7Hz), 8. 63 ( 1 H, dd, J=4. 9, 1. 5Hz), 
8. 67 (1H, d, J = 1 . 5Hz). 
E I -MSm/z : 3 3 6 (M + ) . 
[10 17] 

[^mm 6 6] N - t e r t - - 5 - (5-7nn-2-t°'JyJl/) - 1 - (2 - 

If US? AO - 1 H- tf^V-^- 3 -TJ^^^r-^^ K 
[10 18] 
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[10 19] 

38^5- ( 5 - ? n n - 2 - tf ' j v )V) - 1 - ( 2 - tf 1 J 5> ;W - 1 H - t? 9 
3 -*^jJ?>B5i (939mg) fctert -^^75 > (0 . 65ml) t £ 

iiv^-c, mnmi tmmv-xm-emwft&m (2 8 8 m g , 2 6%) &m#:i:L-c#*:o 

[ 1 0 2 0] 

1 H-NMR (4 0 0MHz, CDCls) 5 11. 49 (9H, s) , 6. 87 (1H 
, br) , 7. 18 (1H, s) , 7. 29 (1H, m) , 7. 45 (1H, d, J = 8 
. 42Hz), 7. 62 (1H, d d , J = 8. 0 6, 0. 9 8 Hz), 7. 70 (1H 
, dd, J = 8. 4 2, 2. 4 4 Hz), 7. 85 (1H, dt, J = 8. 06, 1. 8 
3Hz), 8. 32 (1H, td, J = 4 . 76, 0. 98Hz), 8. 35 (1H, d 
, J = 2. 44Hz) . 
FAB-MSm/z : 3 5 6 (M+H) + . 
[10 2 1] 

mm 6 7 ] N - t e r t-7*f;l/-5- ( 5 - ^ 2 - fc° 'J v;V) - 1 - ( 3 - 

[ 1 0 2 2 ] 
[{U 5 8] 




rf 



[ 1 0 2 3 ] 

3 7 o 5 - ( 5 2 - tf u v;v) - 1 - ( 3 - v;v) -iH-t'7 

V- ;V- 3 - * )V i$>WL (665mg) hert- ^f-;V T (0. 5ml) £ 

v-r, mmi tmrn^um-cmmit^ (nomg, 14%) ^i#h-c#/; 0 

[ 1 0 2 4] 

1 H-NMR (400MHz, CDCls) S I 1 . 49 (9H, s), 2. 33 (3H 
, s), 6. 84 (1H, br), 7. 19 (1H, s), 7. 36 (1H, ddd, J 
= 8. 1 8, 4. 7 6, 0. 7 3 Hz), 7. 39 (1H, d, J = 7. 93Hz), 7 
. 53 (1H, ddd, J = 7. 9 3, 2. 2 0, 0. 7 3 Hz), 7. 76 ( 1 H, d 
dd, J= 8. 1 8, 2. 5 6, 1. 4 7 Hz), 8. 27 (1H, d, J = 2. 20H 
z) , 8. 53 (1H, d, 1 = 2. 56Hz), 8. 58 (1H, dd, J = 4. 76 
, 1 . 4 7 H z) . 

FAB-MSm/z : 3 3 6 (M+H) + . 
[ 1 0 2 5] 

6 8] N-tert-^-5- ( 5 - ~>T J - 2 - tf y v;V) - 1 - (2 - 

tf y v ;v) - i h - tf 9 y- ^ - 3 - * ;v^^r *r 5 K 

[ 1 0 2 6] 
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[ 1 0 2 7] 

3 9 <D 5 - (5-y7;-2-t' l Jy» - 1 - ( 2 - t? V v^) -lH-f? 
y*-;V- 3 (3 3 9 m g) ttert -7*f;V75 > (0 . 135ml) k 

^fflv^r, nnfii 7 1 mmojj&^mmit^ ( 2 0 3 m g , 50%) zmfat 

o 

[ 1 0 2 8] 

1 H-NMR (400 MHz, CDCls) d : 1. 49 (9H, s) , 6. 86 (1H 
, s) , 7. 27 (1 H, s), 7. 32 ( 1 H, t , J = 6. 2 Hz) , 7. 62 (1 
H, dd, J = 8. 2, 0. 9Hz), 7. 72 (1H, d, J=8. 1Hz), 7. 8 
8-7. 92 (1H, m) , 7. 99 ( 1 H, dd, J = 8 . 2, 2. 1Hz), 8. 2 
4-8. 27 ( 1 H, m), 8. 65 (1H, d, J = 1 . 2Hz). 
ESI-MSm/z ! 3 4 7 (M+H) + . 
[ 1 0 2 9] 

6 9] N-tert-^-5- ( 5 - ->T y - 2 - t° 0 S^/U) - l-7i- 

)v- 1 h - t£ 9 y- ;v- 3 - * ;v^#^9- 5 K 

[ 1 0 3 0] 
Iffc 1 6 0] 



NG 




[10 3 1] 

##f 4 o©5- (5 - vry - 2 - tf v -i-7x-;v-iH-ii7y-;v- 

3 -^;V#>m (9 4 Omg) ttert -7'f^7 5 > (0. 3 7 4 ml) t£J3v>T 
. (6 2 9 mg, 5 6%) fCftfc, 

[ 1 0 3 2 ] 

1 H-NMR (4 0 0MHz, CDCls) * I 1 . 48 (9 H, s), 6. 84 ( 1 H 
, s), 7. 30-7. 45 (7 H, m) , 7. 90 (1 H, dd, J = 8. 2, 2. 1 
Hz), 8. 73 (1H, s). 
E S I -MSm/z 13 4 6 (M+H) + . 
[ 1 0 3 3] 

7 0] N-tert - 7*f;V- 5 - [ 5 - (tert-^l«+'>* 5 

y) -2-fjy>] -1- (3-tfyy;v) - iH-t"77-JV-3-*iV^t5 F 
[ 1 0 3 4] 
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[ftl6 1] 




[ 1 0 3 5] 

!l 4 1 <D 5 - [ 5 - (tert-7*h^yAiH-^7^;) - 2 - tf V v;v] - 
1 - ( 3 - - 1 H- t: 9 3 - # (250mg) kterf- 

/fJVjr/ (13 8^1) , 1 -fc KD^-W^F V 7V*-;V (8 8mg) 
V .x.f-;i/T 5 > (3 6 5 ^1) C0v^ n n * ? > ( 1 0 m 1 ) 1 
- 3 - ( 3 - y^f;V7 ^ / y-n tf;V) * ;Kfy-f 5 KlimH (2 5 1 m g) ^iDx. 4 0 
B#W3f#L£o ^J7E>$U~^nny ^ (1 0ml) , N, N-yVf^*^75 K ( 
6ml), MJ xf;V7? > (3 6 5 ^1) , tert -7*fJV75 > (13 8^1) £ 
mM L 9 6 B#F^tW Lfco R«W^^n n ^ * > £«J±T^* L»fc tL/t^^TK^ 

^ j. f - ;v ^ x. l , tm * ^ mm &m.7kx-mm&, m&mwt-r >vf a l 

^;-*-^no*W) UIffl4t^% (2 7 3 mg, 9 5%) iMfttUi 

fco 

[ 1 0 3 6 ] 

1 H-NMR (400 MHz, CDCls) S I 1 . 49 (9H, s), 1. 52 (9H 
, s) , 6. 56 (1H, br s) , 6. 83 (1H, br s) , 7. 1 7 (1 H, 
s) , 7. 34 (1H, ddd, J = 8. 3, 4. 6, 0. 7Hz), 7. 43 (1H, 
d, J = 8. 5Hz), 7. 72 (1H, ddd, J = 8. 3, 2. 4, 1. 7Hz), 
7. 99-8. 05 ( 1 H, m) , 8. 25 (1H, d, J = 2. 4Hz), 8. 56 ( 
1H, d, J = 2 . 4Hz), 8. 58 (1H, dd, J = 4. 9, 1. 5 H z) . 
ESI -MSm/ z : 4 3 7 (M+H) + . 
[ 1 0 3 7] 

[«M 7 1] N-tert-^-5- ( 5 - 7 5 7 - 2 - tf V v;v) - 1 - ( 3 - 
tf V v;v) - 1 H - tf 7 3 - # 5 K 

[ 1 0 3 8] 
Hk 1 6 2 ] 



H 2 N 




[ 1 0 3 9] 

OWN- t e r t 5 - [5- (tert -rh^*^#^T? 

y) -2-t° i ;> f ;v] -1- (3-trVv^V) -lH-li5 , /-^-3-*fl'W5 K 
(2 7 3 m g) Cy^nn^ 9 > (5ml) iffifc^ Ifit4NllS- 1 , 4 - v^-^r^ 
(5ml) *UQ*.2ftmmWLtzo RJS«L»«E*»JET«*L»e>fL^»a*^* 

Mlfc^ ( 2 1 2 m g , 7 5%) **»fco 
[ 1 0 4 0] 
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1 H-NMR (400MHz, CDs OD) 8 '. 1. 49 (9 H, s) , 7. 31 (1H 
, s) , 7. 55-7. 57 ( 2 H, m) , 7. 90-7. 95 ( 1 H, m) , 8. 05 
-8. 07 (1 H, m) , 8. 30-8. 35 ( 1 H, m) , 8. 80-8. 85 (1H 
, m) , 9. 0 1 - 9. 0 7 ( 1 H, m) . 
ESI -MS m/ z : 3 3 7 (M+H) + . 
[10 4 1] 

[HiSM7 2] N-tert-W-5- ( 5 2 - tf9 -1- (6 

■f-zi/— 3 - tf v - i H- tf 9 3 -fc/l/stf^f-tf-S K 

[ 1 0 4 2 ] 
[fl6 3] 




[ 1 0 4 3] 

##M4 2<7)5- ( 5 2 - tf^-JV) -1- (6 3 - tf V 

) - 1 H-tf9V-;V- 3 -fc^sj^Sfc (0. 228 g) ttert -^^75 > (0 

. i6imi) t &jbv>t, 1 1 m&tojjm-cmmft&to ( o . 1 6 5 g , 6 1 % 
) £m#t Ltftfco 

[ 1 0 4 4] 

1 H-NMR (4 0 OMH z, CDCU) * I 1 . 50 (9H, s) , 2. 57 (3H 
, s) , 2. 62 (3 H, s), 6. 83 ( 1 H, br s), 7. 24 (1 H, d, J 
= 8. 3Hz), 7. 29 (1H, s) , 7. 63-7. 66 ( 1 H, m) , 8. 31 ( 
1 H, m) , 8. 42 (1H, d, 1 = 2. 7 H z ) , 8. 62 (1H, d, J = 1 . 5 
Hz). 

E I -MSm/z : 3 5 0 (M + ) . 
[ 1 0 4 5] 

[^yfif!)7 3] N- (2-tFn^fy-l, 1 - y7f ;Vxf ji/) - 5- (5-*nn- 
2-t!'Jy» -1- (3-tfVv^) -lH-K°7y-^-3-*JVm5 K 
[ 1 0 4 6 ] 
[ft 1 6 4] 




[ 1 0 4 7] 

##$| 2 5<05 - ( 5 - 9 n n - 2 - tf V v^V) - 1 - ( 3 - tf V Vfr) - 1 H - tf 9 
y — ;v — 3 — # f II ( 0 . 2 6 9 g) 4: 2 -75 J - 2 -*-?-Jl>- 1 -^n/V-^ 
(0. 17 0ml) t^fflV^T, »J7 fc ra#W:frtt-e**ft'&% (0. 3 1 2 g, 9 
4%) tH#tLT^ 0 
[ 1 0 4 8] 

1 H-NMR (400MHz, CDCls) 5:1. 42 (6H, s), 3. 72 (2H 
, d, J=6. 4Hz), 4. 68 (1H, t, J = 6 . 4Hz), 7. 02 (1H, b 
r s), 7. 20-7. 30 (1H, m), 7. 39 (1H, dd, J = 8 . 3, 4. 
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7Hz), 7. 46 (1H, d, J = 8. 3Hz), 7. 70-7. 78 (2 H, m) , 
8 . 3 7 ( 1 H, d like, 1 = 2. 4Hz) , 8. 5 5 ( 1 H, d like, J 
-2. 4Hz), 8. 62-8. 67 (1H, m). 
ESI -MSm/z : 3 7 2 (M+H) + . 
[ 1 0 4 9] 

[mtkU 7 4] N - t e r t - 5- ( 5 - T 5 y 2 - tf V *Jfr) - 1 - 

7x-)V- l H- tf =7 y'—)v- 3 -^wi^^t? K 
[ 1 0 5 0] 
Hbl 6 5] 




[10 5 1] 

7R» (8 a t m) W-m%T, »J6 9 ON- t e r t 5 - (5 -->7V- 
2 - tf U v^V) — 1 - 7x-)l'- 1 H — tf 9 V- ;V- 3 - * ;V>K^r-9- 5 K ( 2 2 1 m g ) 
fc^y^;V-'>'j5tiy;V/7;V5t (-6 5%, lOOmg) ©2MT>^-7-i^y 
-JV« (3 Om 1) MffiWL* 1 2 0°Ct?«»L^ o 4 h^ilU 

nn**A) tiSL, UWMfrfr* (8 lmg, 3 6%) tS#t LT#fc 0 
[ 1 0 5 2 ] 

1 H-NMR (400MHz, DMSO-de) S \ 1 . 40 (9H, s) , 1. 90 ( 
2H, s), 3. 72 (2H, s) , 7. 13 (1H, s) , 7. 32-7. 35 (3H 
, m) , 7. 4 2 - 7. 4 3 (4 H, m) , 7. 77 (1H, d, J=8. 1Hz) , 8 
. 4 1 ( 1 H, s ) . 

ESI -MS m/ z : 3 5 0 (M+H) + . 
[ 1 0 5 3 ] 

[»|7 5] N- t e r t 1 - (6 h^rv- 3 - fcf 'J v;V) - 5 - (4 

-tf ij = >^;v) - l H-tf^y-;^- 3 -# -9-5 K 
[ 1 0 5 4 ] 
[ftl 6 6] 




[ 1 0 5 5 ] 

#ffj4 4©l- (6 h^->-3 -tf V v;V) -5- ( 4 - H° U 5 V—fr) -1H 
-e? 4 /-^-3-*^>f (5 0mg) htert-7f;V7?> (27/( 1) fc Sr 
fflv^r, HJfcfll 7 t |WJ#0^fem®fb^-% ( 4 6 m g , 7 7%) *mfct LXft?z 0 
[ 1 0 5 6 ] 

1 H-NMR (400MHz, CDCls) * I 1. 49 (9H, s), 3. 99 (3H 
, s) , 6. 81 (1H, br s) , 6. 82 (1H, d,'j = 8. 8Hz), 7. 4 
0 (1H, s), 7. 41 (1H, dd, J = 5. 1, 1. 2Hz), 7. 62 (1H, 
dd, J = 8. 8, 2. 7Hz), 8. 15 (1H, d, J = 2. 7Hz), 8. 75 ( 
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1H, d, J = 5. 1Hz) , 9. 05 (1H, d, J = l. 2Hz). 
ESI-MSm/z : 3 5 3 (M+H) + . 
[ 1 0 5 7] 

7 6] N-tert-W-5- ( 5 - * 2 - fcf 'J v;V) - 1 - ( 2 - 

n° yy-;v) - l H - tf 9 V- ;v- 3 - * 5 K 

[ 1 0 5 8] 
Ut 1 6 7 ] 




[ 1 0 5 9 ] 

##f!l4 5 0 5- (5 2 -tfu - l- ( 2 - if 9^-;v) -lH-tf 

?7-^-3-*W>i (0. 2 5 3 g) itert-W75> (0. 19 0ml 

) fc*fflV*T\ HJfefll 7 ra«<0^r&-C*«'fb'6'* (0. 1 4 5 g, 48%) Itffiifcb L 

[ 1 0 6 0] 

1 H-NMR (400 MHz, CDCls) 5 11. 49 (9H, s) , 2. 33 (3H 
, s), 6. 87 (1 H, br s) , 7. 19 (1 H, s) , 7. 49 (1H, d, J 
-8. 1Hz), 7. 56 (1H, dd, J = 8. 1, 1. 0Hz), 8. 18 (1H, 
d, J = 1. OHz), 8. 32-8. 37 ( 1 H, m) , 8. 55 (1 H, d, J = 2 
. 7Hz), 8. 85 (1H, d, J = l. 4Hz). 
ESI -MSm/z : 3 3 7 (M+H) + . 
[10 6 1] 

[HJSW7 7] N- (rf7tKn-2H-tf7>-4-^^) -1- (6-^h^v- 
3-tfV^;v) -5- ( l H- tin-;v- 2 -«f ;v) - 1 H- if 9 v'-;v- 3 -*;vjK^ 

[ 1 0 6 2 ] 

Ufc 1 6 8 ] 




[ 1 0 6 3 ] 

##00 4 6 ©1- ( 6 - > h # v - 3 - tf V v^) - 5- (lH-tftf-;v-2-l';v 
) - l H-tf 9'/-JV- 3 -mis&y&L (0. 2 2 2 g) fc x h 7 Kn - 2 H - bf 9 > 

-4-^;v75> (o. i 4 2 g) fc£fflv>-c, ^Mfl l fc ra»o^ffiTaH8Mt:#W (2 

19mg, 7 6%) S-lfttU^o 
[ 1 0 6 4] 

1 H-NMR (400MHz, CDCls) * I 1 . 58-1. 68 (2H, m) , 1. 
97-2. 02 (2 H, m) , 3. 54 (2H, ddd, J = 1 1 . 7, 11. 7, 2. 
2Hz), 3. 98-4. 03 (2H, m), 4. 01 (3H, s), 4. 16-4. 2 
5 (1H, m) , 5. 8 0 - 5. 8 2 ( 1 H, m) , 6. 14-6. 16 (1H, m) , 
6. 83-6. 86 (2 H, m) , 6. 89 (1H, d, J = 8. 1 H z) , 7. 21 ( 
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1H, s) , 7. 61 (1H, dd, J = 8. 8, 2. 7Hz), 8. 28 (1H, dd 
, 1 = 2. 7, 0. 5Hz), 9. 18 (1H, br s). 
ESI-MSm/z : 368 (M + H) + . 
[ 1 0 6 5 ] 

[MM®) 7 8] N-tert-W-5- ( 5 - * 2 - fcf U v ? ;V) - 1 - ( 3 - 

fcf'j^>*~;V) -lH-t'7V-^-3-*iV^t5 K 
[ 1 0 6 6 ] 
[ftl6 9] 




[ 1 0 6 7] 

#tW47©5- (5-^^;v-2-tf; v;v) - l- (3-^°V^^-;v) -1H- 

V-^- 3 (0 . 2 2 3 g) ttert-7*f;>7^ (0. 2 5 0 m 

i) t£fflv>~c. mmm 7 1 mm^m^mm^m (o. 2 0 2 g , 77%) zmfot 

[ 1 0 6 8] 

1 H-NMR (400MHz, CDC 1 3 ) d l 1 . 49 (9H, s), 2. 31 (3H 
, s ) , 6. 84 (1H, br s), 7. 19 (1H, s), 7. 50-7. 60 (2 
H, m) , 7. 64 (1H, dd, J = 8. 6, 4. 9 H) , 7. 91 (1H, dd, J 
= 8. 6, 1. 5 H z) , 8. 12-8. 23 ( 1 H, m) , 9. 14 (1H, dd, J 
= 4. 9, 1. 5 H z ) . 
ESI-MSm/z !3 3 7 (M+H) + . 
[ 1 0 6 9] 

[#S#&f!l7 9] N — ( 1 -fDV^^jJU- 1 -i/pwo^-fr) -1- (6-^h^~>- 
3-tfUv;v) -5 - (1 H-tfn-;v- 2 --f ;v) - 1 H- if 3 -fc/ntf* 
t5 K 

[ 1 0 7 0] 
[ft 1 7 0 ] 




[10 7 1] 

#f«4 60 1- (6 h ^ v- 3 - tf V i^V) -5- ( 1 H - - ;V- 2 - A 
) - lH-t?7 V— ;V' — 3 — # /!/ jj?VBfe ( 0 . 2 2 2 g ) fc $#00 2 6 ©l-75;-l 
-y^n/^^>*;v^t5 KhU7;^nItPl (0. 3 4 1 g) ^^fflv^T, HJfe 
« 1 ITOO^ffiTaWMfrfrW ( 2 5 3 m g , 8 2%) Ltffco 
[ 1 0 7 2 ] 

1 H-NMR (4 0 OMH z, CDCls) 5:1. 75-1. 88 (4 H, m) , 2. 
09-2. 16 (2 H, m) , 2. 41-2. 49 (2 H, m) , 4. 02 (3 H, s) 
, 5. 33 (1H, br s), 5. 77-5. 79 (1H, m), 6. 12-6. 14 
( 1 H, m) , 6. 77 (1H, br s), 6. 85 (1H, d, J = 8 . 8Hz), 
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6. 96-6. 98 ( 1 H, m) , 7. 22 (1H, b r s) , 7. 23 (1 H, s) 
, 7. 60 (1H, dd, J = 8. 8, 2. 9Hz), 8. 28 ( 1 H, d, 1 = 2. 7 
Hz), 9. 21 (1H, br s) . 
ESI -MSm/z : 3 9 5 (M+H) + . 
[ 1 0 7 3 ] 

IMtkW 8 0] N - t e r t - "f*fr- 1 - ( 6 - > h * 3 - If V v;V) - 5 - ( 1 
H — tf n — ;i/ — l --f ;v) - l H- tf 9 3 K 

[ 1 0 7 4] 
Kb 1 7 1 ] 




[ 1 0 7 5] 

##15114 8 <D 1 - (6 - ^ h ^v - 3 - t°y v;V) - 5- ( 1 H - tf n 1 - 4 /U 
) - 1 H- If 9 V*-JV- 3 -fDV^ym. (0 . 2 2 1 g) Uert-yfJV75> (0 
. 14 8ml) £fflV>-C, l ra*0*feT?tU«^#» ( 2 2 2 m g , 83%) 

[ 1 0 7 6] 

1 H-NMR (400MHz, CDCI3) a \ 1 . 49 (9H, s), 3. 95 (3H 
, s), 6. 28-6. 29 ( 2 H, m) , 6. 63-6. 64 (2 H, m) , 6. 72 
(1H, d, J = 9. 0Hz), 6. 82 (1H, br s), 6. 89 (1H, s), 
7. 29 (1H, dd, J = 8. 9, 2. 8Hz), 8. 03 (1H, d, J = 2. 7H 
z) . 

ESI -MSm/ z : 3 4 0 (M+H) + . 
[ 1 0 7 7] 

immm 8 1] N-tert-W-5- ( 5 - > h * >>- 2 - tf V S?;v) - 1 - (6 
- * 3 - tf U V >u) — 1 H — tf 7 V— ;v — 3 — # ^ K 

[ 1 0 7 8] 
Hb 1 7 2] 




[ 1 0 7 9 ] 

##f!!4 9<7)5- (5-^ h^rv-2 - tf V V )V) -1- ( 6 - ^ ^JV- 3 - tf V *J 
) - 1 H- tf^ V*-;V- 3 (0. 1 4 3 g) htert-7'fJV7r/ (9 

6. 3/« 1) t^m^x, mmmi tmm<D^mxmm^m (o. i3o g , 7 6%) 

[ 1 0 8 0] 

1 H-NMR (400 MHz, CDC 1 3 ) * : 1 . 49 (9H, s), 2. 60 (3H 
, s), 3. 86 (3H, s), 6. 84 (1H, br s), 7. 13 (1 H, m) , 

7. 19-7. 22 (2 H, m) , 7. 40 (1H, d, J = 8 . 5 H z) , 7. 63 ( 
1H, dd, J = 8. 3, 2. 7Hz), 8. 15 (1H, d, J = 2. 9Hz), 8. 
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40 (1H, d, J = 2 . 7 H z ) . 
FAB -MS m/ z : 3 6 6 (M + H) + . 
[10 8 1] 

8 2] N- t e r t - "Tf-fr- 5 - ( 5 - 2 - tf V v^) - 1 - ( 2 - 

tf y 5 - l H - tf v 3 - # 5 F 

[ 1 0 8 2] 
\i b 1 7 3 ] 




[ 1 0 8 3 ] 

50(7)5- ( 5 - > *J-fr- 2 - tf V V)V) - 1 - ( 2 - tf U 5 v - 1 H - 
tf9V' , -;V- 3 -jJ^^yW ( 0. 2 5 0 g) ttert-7'f;V7 5> (0. 18 6m 

1) tzm^x, mmmi tmm^&xmwik^ (o. 2 4 5 g, 8i%) *mfct 

[ 1 0 8 4] 

1 H-NMR (400MHz, CDCls) 8:1. 48 (9H, s) , 2. 33 (3H 
, s) , 6. 96 (1 H, s) , 7. 18 (1H, s), 7. 29-7. 31 (1 H, m 
) , 7. 49 ( 1 H, d, J = 7. 8Hz), 7. 55-7. 57 ( 1 H, m) , 8. 1 
8 (1H, m) , 8. 72 (2H, d, J=4. 9Hz) . 
E I -MS m/z : 3 3 6 (M + ) . 
[ 1 0 8 5 ] 

mt&fflS3] N-tert-^-1- ( 6 h ^r>>- 3 - tf V -5- 
( 2 - tf 7 - 1 H - tf 9 V-;v- 3 - ij 5 K 

[ 1 0 8 6 ] 
[Ifcl 7 4] 




[ 1 0 8 7] 

5 1 <D 1 - (6 l^rv- 3 -tfU -5- (2-t°7v-;V) -1 

H-t°^y-;V- 3 -fJ)V^ym (0. 2 3 2 g) Hert-yW5> (0. 14 

8mi) tzm^r, mmi tmm^mxmmik&m (2iom g , 75%) 

[ 1 0 8 8] 

1 H-NMR (400 MHz, CDCls) 8 : 1 . 50 (9H, s), 4. 12 (3H 
, s), 6. 81 (1H, br s ) , 7. 18 (1H, d, J = 9 . 3Hz), 7. 3 
0 (1H, s), 7. 86 (1H, d, J = 9. 3Hz), 8. 39 (1H, dd, J = 
2. 3, 1. 8Hz), 8. 51 (1H, d, 1=2. 7Hz), 8. 85 (1H, d, 
J = 1 . 5 H z) . 

ESI -MSm/z : 3 5 4 (M+H) + . 
[ 1 0 8 9] 
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immm 8 4] N - ( 2 , 2 tf;v) - 1 - ( 6 - * h * v- 3 - tf >; 

-5- - 1 H-tf 9 3 K 

[ 1 0 9 0] 
[ftl7 5] 




[10 9 1] 

##f !l 5 1 <P 1 - ( 6 - ^ h * ~> - 3 - tf U y*J—fr) - 5 - (2-f7^) - 1 
H- t?vV*-;V- 3 -ttfrtfyW. ( 0. 2 3 2 g) fc^t^>fiV7^> (0. 16 6m 
1) fc£fflv>T, ( 2 2 3 mg, 7 7%) L 

[ 1 0 9 2 ] 

1 H-NMR (400 MHz, CDC Is) 8 \ I. 00 (9H, s) , 3. 29 (2H 
, d, J = 6. 6 Hz) , 4. 13 (3H, s), 7. 00-7. 04 (1 H, m) , 7 
. 19 (1H, d, J = 9. 3Hz), 7. 35 (1H, s), 7. 87 (1H, d, J 
= 9. 0Hz), 8. 40 (1H, dd, J=2. 4, 1. 5Hz), 8. 52 (1H, 
d, J = 2. 7 H z) , 8. 87 (1H, d, J = 1 . 5 H z) . 
ESI -MSm/ z : 3 6 8 (M+H) + . 
[ 1 0 9 3 ] 

[#5M#!)8 5] N-tert 5 - ( 5 - "7 n - 2 - fcf V V )V) - 1 - (3 

- tf 'J v;v) - l H - tf? v*-;v- 3 - ii 5 K 

[ 1 0 9 4] 
m 1 7 6 ] 




[ 1 0 9 5 ] 

###U 5 2C05- (5-7;vtn-2-t:'Jy» -1- (3-tfVv;v) -lH-tf 
■7 V- ;v - 3 - # >8fe ( 1 5 0 m g ) ktert- 75> (111^1) * 
fflV^T. |IM7^»©*tttIM^ (5 6mg, 3 1%) SrH^fc LT#*: 0 
[ 1 0 9 6 ] 

1 H-NMR (400MHz, CDC Is) * I 1 . 49 (9H, s), 6. 84 (1H 
, br s), 7. 21 (1H, s), 7. 37 (1H, ddd, J = 8. 1, 4. 9, 
0. 7Hz), 7. 46 (1H, ddd, J = 8. 8, 7. 8, 2. 9Hz), 7. 54 
(1H, ddd, J = 8. 8, 4. 4, 0. 5Hz), 7. 74 (1H, ddd, J = 8 
. 1, 2. 4, 1. 5Hz), 8. 28 (1H, d, J=2. 9Hz), 8. 54 (1H 
, dd, J = 2. 4, 0. 5Hz) , 8. 61 (1H, dd, J = 4. 9, 1. 5Hz) 

ESI -MSm/z : 3 4 0 (M+H) + . 
[ 1 0 9 7 ] 

[*ifeffl8 6] N — (2-~7;V^n-l, l-^fa/xfA') -l - ( 6 h *S'- 
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3 - tf v ? v-;v) - 5 - ( 2 - tr v ^;v) - i h - tf 7 V- ;v- 3 - # K 
[ 1 0 9 8 ] 
mi 7 7) 




[ 1 0 9 9] 

##M 9(7)1- ( 6 -P< 3 - tf V - 5 - (2-f'Jy» - 1 H - 

tf 9 V- ;v - 3 - iJ >IJc ( 2 9 7 m g ) h ##M 7 102-7^-l-7)Hn- 
2-^f;^n;r/SfI (1 2 8mg) ^ifeW 7 i: ra»©*ftT?IR«^ 

I (2 0 7mg, 5 6 %) LT#fc 0 
[110 0] 

1 H-NMR (400MHz, CDCls) 511. 49 (6H, d, J = 2. 0Hz) 
, 4. 13 (3H, s) , 4. 59 (2H, d, 1 = 47. 4 H z) , 6. 89 (1H, 
s) , 7. 14 (1.H, d, J = 9. 3Hz) , 7. 18-7. 22 (2H, m) , 7. 
58-7. 62 ( 1 H, m) , 7. 73-7. 77 (2 H, m) , 8. 36-8. 38 ( 
1 H, m) . 

ESI-MSm/z : 371 (M+H) + . 
[110 1] 

[$iM8 7] N — (2-7JU*n-l, 1 - y^f ;vxf ;v) - 5- (5-7DD-2 
-trys;/iO -1- (3-WJnt) -iH-tf7y-^-3-*;vm^ K 
[1102] 

[ftl7 8] 




[110 3] 

##08 2 5 <0 5 - ( 5 - * n n - 2 - tf V V - 1 - (3-tf'J^V) - 1 H - tf 9 
3 -#;v>J?>@t (3 0 1 m g) fc##0O 7 lco2-T5y-l-7;v^-n-2- 
^f;vyn;ry^i (12 8mg) t^Jl^T, IIM^ i ITO^&^Wffift^ ( 
18 6mg, 50%) ilfri LTftfco 
[110 4] 

1 H-NMR (400 MHz, CDCls) * I 1 . 50 (6H, d, J = 2 . 2Hz) 
, 4. 59 (2H, d, J = 4 7 . 6 H z) , 6. 88 (1H, s), 7. 23 (1H, 
s), 7. 39 (1H, dd, J = 4 . 2, 2. 1Hz), 7. 46 (1H, d, J = 8 
. 5 H z) , 7. 70-7. 77 (2 H, m) , 8. 37 (1H, d, J = 2 . 0Hz) 
, 8. 54 (1H, d, J = 2. 4Hz), 8. 63 (1H, dd, J=4. 9, 1. 5 
Hz) . 

ESI -MSm/z : 3 7 4 (M+H) + . 
[110 5] 

[«#!)8 8] N — (2 --7;i^n- 1 , 1-y^f^xfJl/) -5 - (5-^^;v-2 

- tf 1; - 1 - ( 3 - tf V - 1 h - tf 7 y- ;v- 3 - * 5 k 
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[110 6] 
Mb 1 7 9 ] 




F 



[110 7] 

###!)4 7 0 5- (5 2 - tfV ~7;V) -1- (3 - £° V ^S? — /U) - 1 H- 

f7 3 (1 6 7 m g) 7 lco2-T5/-l-"7;V^n- 

2 f-^n/^i&S^ (7 5. 7mg) £: £J1 v^t\ 7 i: |W)«W^ftTlIM<t 

^1 (102mg, 4 8%) ^@#tLT#/; 0 
[1 10 8] 

1 H-NMR (400MHz, CDCls) 811. 53 (6H, d, J = 2 . 2Hz) 
, 2. 32 (3H, s), 4. 59 (2H, d, J = 4 7. 4Hz), 6. 90 (1H, 
s), 7. 19 (1H, s) , 7. 52-7. 58 (2 H, m) , 7. 66 (1H, dd 
, J = 8. 5, 4. 9Hz), 7. 94 (1H, dd, J = 8. 7, 1. 3Hz), 8. 
17 ( 1 H, s), 9. 15 (1H, dd, J = 4 . 9, 1. 5Hz). 
ESI -MSm/ z : 3 5 5 (M+H) + . 
[110 9] 

[«fJ8 9] N — (2-7^*0-1, 1 -v^ - 5- (5-^f-;V-2 

-t"'Jy» -1- (3-tfV^;V) - 1 H- tf 7V-JV- 3 K 
[1110] 
Utl 8 0] 




F 



[1111] 

37(7)5 - ( 5 - ^ 2 - tf V - 1 - ( 3 - tT V v^) — 1 H — tf 9 

3 -*^/#>Bfe ( 1 0 2 m g) t##fffl 7 l(D2-75/-l-7;i/in-2- 
^f^7"n;OliI (4 6 . 4mg) t £J£ v^T, %M®\ 7 t mfttWfi&"?91&ft J fr'ft 
(3 6mg, 2 8%) ^@#at#^ 0 
[1112] 

1 H-NMR (400MHz, CDCls) * : 1 . 50 (6H, d, J = 2 . 2Hz) 
, 2. 31 (3H, d, J = 6. 1Hz), 4. 58 (2H, dd, J-47. 5, 6. 
2Hz), 6. 89 (1H, s ) , 7. 18 (1H, d, J = 6 . 6Hz), 7. 24 ( 
1H, s) , 7. 50-7. 58 (2H, dd, J = 1 8. 1, 7. 3Hz), 7. 65 
(1H, d t , J = 1 0 . 5, 4. 3Hz), 7. 91-7. 95 ( 1 H, m) , 8. 1 
6 (1H, d, J=3. 9Hz), 9. 13-9. 16 (1 H, m) . 
ESI -MSm/ z I 3 5 4 (M+H) + . 
[1113] 

IMMW 9 0] N - t e r t - 7^;V- 1 - ( 6 - * h 3=- -> - 3 - t£ V V? ;V) - 5 - (4 

h ^fy- 2 - try v;v) -iH-^7V*-;v-3-*;v^t5 K 

[1114] 
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[1115] 

##W 5301- ( 6 - ^ h v - 3 - \L 'J v?;V) - 5 - ( 4 - ^ h * v - 2 - fcf U v 
- 1 H-f7y-JV- 3 -j&^sK^Sc (300mg) ttert -/f^T? > ( 1 

44//D t ^fflv^-c, 7 1 mffi.<Djj&x-mmik&m ( 1 5 2 m g , 43%) & r 

* t LT#7to 
[1116] 

1 H-NMR (4 0 OMH z, CDCls) 5:1. 49 (9H, s) , 3. 84 (3H 
, s) , 3. 96 (3H, s), 6. 74 (1H, dd, J = 5. 74, 2. 44Hz) 
, 6. 75 (1H, d, J = 8 . 7 9 H z) , 6. 82 (1H, b r ) , 6. 97 (1H 
, d, J = 2. 44Hz), 7. 18 (1H, s), 7. 61 (1H, dd, J = 8. 7 
9, 2. 69Hz), 8. 12 (1H, d, 1 = 2. 69Hz), 8. 29 (1H, d, 
J = 5 . 7 4 H z) . 

FAB-MSm/z : 3 8 2 (M+H) + . 
[1117] 

9 1] N — t e r t 1 - ( 6 -* Y 3 - l£ V - 5 - (4 

- ^ 2 - if y - 1 H - tf v v'-;i/- 3 - # ? K 

[1118] 
[fbl8 2] 




[1119] 

##M 5401- ( 6 - ^ h ^ v- 3 - tf y - 5- ( 4 — ^ 2 — tf y v;w 

) - 1 H-tf7V*-^-3 -a/I/sK^Ifc (3 0 Omg) ttert -7*fiV7 5 > (1 5 
2^1) fc£fflv>T, 7 t mmoy^mx-mm^m (3 l 5mg, 8 9%) 

[112 0] 

1 H-NMR (4 0 0MHz, CDCls) S : 1 . 49 (9H, s), 2. 36 (3H 
, s), 3. 95 (3H, s), 6. 75 (1H, d, J = 8. 79Hz), 6. 83 ( 
1H, br), 7. 03 (1H, d, J = 5. 01Hz), 7. 17 (1H, s) , 7. 
29 (1H, s), 7. 60 (1H, dd, J = 8. 79, 2. 69Hz), 8. 11 ( 
1H, d, J = 2. 69Hz), 8. 31 (1H, d, J = 5. 01Hz). 
FAB-MSm/z 13 6 6 (M+H) + . 
[112 1] 

[#yt$] 9 2] N-tert-W-5- ( 6 - * h * v - 3 - tf V ^ ;V) - 1 - (3 
- tf y v;v) - 1 H - t°7V*-JV- 3 - * )V^^^y 5 K 
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[112 2] 
Hkl8 3] 




[112 3] 

5 5 <D 5 - ( 6 - * h ^ v - 3 - tf V v ;V) - 1 - ( 3 - tf V v ;U) - 1 H - M 

7V-^-3-*W>f (0. 2 5 5 g) ttert-yW^V (0. 2 7 5ml 

) fc£fflv>T, £jfrW7 iHWI^^T^m^tl (0. 164g, 5 4%) *®fct L 

[112 4] 

1 H-NMR (400MHz, CDCls) 5:1. 49 (9H, s), 3. 93 (3H 
, s) , 6. 70 (1H, d, J = 8. 8 Hz) , 6. 83 (1H, br) , 7. 01 ( 
1 H, s) , 7. 32-7. 40 (2 H, m) , 7. 62-7. 68 ( 1 H, m) , 8. 
07 (1H, d, J = 2. 5Hz), 8. 61 (1H, d like, 1 = 2. 9Hz) 

E S I -MSm/z : 3 5 2 (M + H) + . 
[112 5] 

[HJ&M 9 3] N - t e r t - y-f-fr- 5 - ( 6 - * Y * v - 3 - tf V - 1 - (2 

-li'JyiV) - l H-t°9V , -;v- 3 -*;v^^r-9-5 K 
[112 6] 
[ftl8 4] 




[112 7] 

##M 5 6 to 5 - ( 6 - h * 3 - tT V v;V) - 1 - ( 2 - fc? V v )V) — 1 H — tf 
7y-)V-3-*JV*'>i (0. 132g) ttert-yfJVT^ (0. 15 0ml 

) b^m^x, HiM7^ioM-egim (o. ii7 g , 75%) 

[112 8] 

1 H-NMR (400MHz, CDCls) S : 1 . 48 (9H, s), 3. 94 (3H 
, s), 6. 69 (1H, d, J = 8. 8Hz), 6. 87 (1H, br s) , 6. 9 
9 (1H, s) , 7. 2 5 - 7. 3 4 ( 1 H, m) , 7. 42 (1H, dd, J = 8. 8 
, 2. 4Hz), 7. 52 (1H, d, 1 = 8. 1Hz), 7. 7 9 - 7. 8 6 ( 1 H, 
m) , 8. 09 (1H, d, 1 = 2. 4Hz), 8. 41 (1H, dd, J = 4. 9, 2 
. 0 H z) . 

E S I -MSm/z : 3 5 2 (M + H) + . 
[1 12 9] 

N- (2 -y^iru- l , 1 - Jif-;v) -5- (5-^;v-2 
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-tf9^~;v) -i - (3-tf;v;iO - i h- tf? 3 K 
[113 0] 
[^18 5] 



[113 1] 

##M3605- (5-^f;V-2-tf7y-M -1- (3-f'Jy» -lH-tf 
7^;V- 3 -tifrtfyWt (0 . 2 5 0 g) <t 7 102-75/-l-7A'tn- 

2-^ffl/7 , n;Oaiifi (0. 1 2 5 g) t £fflV>T, Ml |WI#C0^rfeT?«S'fk 
(0. 2 8 1 g, 8 9%) SrHfffc LT#3t 0 
[113 2] 

1 H-NMR (400MHz, CDCls) * : 1 . 50 (6 H, m) , 2. 57 (3H 
, s) , 4. 54 (1 H, s), 4. 66 (1H, s) , 6. 89 (1 H, s), 7. 3 
0 (1H, s) , 7. 40 (1 H, d d, J =8. 2, 4. 8 Hz) , 7. 76-7. 7 
9 (1H, m) , 8. 28 (1H, m) , 8. 56 (1H, d, J = 2. 4Hz) , 8. 
63-8. 65 ( 1 H, m) , 8. 66 ( 1 H, d, J = l. 5 H z ) . 
E I -MSm/z 13 5 4 (M + ) . 
[1 13 3] 

9 5] N - t e r t - -ff-fr - 5- ( 5 - 7 3 ^ - 2 - fcT 9 SJ-/!') -1- (3 

- tf u — l H — tf 7 V— ;v- 3 - # 3 K 

[1 13 4] 
[ftl8 6] 



1 ) N- t e r t -~f*f-fr- 5 - [5- ( t e r t - 7* f^y*;V*-^7 5 J ) - 2 - 
-i - (3-t: 0, ;v;v) - 1 H- If 9 3 -7j;t^^3 K 

##15115 705- [5- (tert-7h^y*^*-JV75;) -2-t?7^-;V] 

- 1 - ( 3 - tf U v;V) - 1 H - tf 9 V- /U- 3 - # >R ( 0 . 279g) iter 
t-7*f;V7<> (0. 15 2ml) fc tfflV»"C, ^tt^ll tRt^ffi-CN- t e r t 

5 - [5- (tert-7f*'>*W-^75;) - 2 - k? 7 -1 

- (3-tf0v^) -lH-t°7y"^-3-*^^t^K (0. 2 3 6 g, 7 4%) 



1 H-NMR (400 MHz, CDCls) 511. 50 (9H, s), 1. 53 (9H 
, s), 6. 83 (1H, s), 7. 24 (1H, m), 7. 36-7. 39 (2 H, m 
), 7. 74-7. 77 (1H, m), 8. 40 (1H, d, J = 1 . 0Hz), 8. 5 
8 (1H, d, J = 2. 4Hz), 8. 63 (1H, dd, J = 4. 9, 1. OHz), 
9. 09-9. 10 (1H, m) . 
E I -MSm/z :4 3 7 (M + ) . 





[113 5] 



[1 13 6] 
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[113 7] 

2) flU^fe 

N — t e r t — 5 - [5- (tert-7^y* /i/sj? — ;V7 5^) - 2 - tf 

7->-JH -1- (3 -tf V v^V) - 1 H-t±9 3 K (0. 23 

0 g) ^?nu^r/ (4. 6ml) 0OTThU7^nSK (2. 3m 

i ) *ia£ 9 o£-ratt#M£. mt?9 0 5-iw*^Lfe o Kts«t=<&fnltii**f- bv^A 

iETii^S* L# f> y V * * 7 A ^ n v F7*77^- (* 

7nn*M) ■e»»L*«'fIi#W (0. l 6 0 g, 8 9%) *i#tU^t a 
[1 13 8] 

1 H-NMR (400MHz, CDCls) * : 1 . 49 (9H, s) , 4. 78 (2H 
, s) , 6. 83 (1H, s) , 7. 14 (1H, m) , 7. 37 (1 H, dd, J = 8 
. 2, 4. 8 H z) , 7. 75-7. 80 (2 H, m) , 8. 19 (1H, d, J = 1 . 
2Hz) , 8. 58-8. 61 (2 H, m) . 

E I -MSm/z : 3 3 7 (M + ) . 
[113 9] 

9 6] N - t e r t - 5 - ( 5 - V* f-T^T 5 / - 2 - tf V - 1 

- ( 3 - tf y >?;v) - l H - tf 9 v*-;v- 3 - * /n*Mr*f 5 K 
[114 0] 
[jfcl8 7] 




[114 1] 

mttM 7 1 CON — t e r t — 5 - (5-757-2 - tf v) - 1 - ( 3 - 

t°Vv;V) - 1 H-t°9 V'-;V- 3 -*;V5j?^r^5 K (9 5mg) (7>jc^y-;V (10m 
1 ) &9LK^ 1 NiiMcM ( 1 2 7 /* 1 ) * 3 7 °/o*iW'J >7fc}#f& (361^1). 
RtratftS^ (IV) (3 2mg) Srinx-Tfcft (3. 5 a t m) #H$CT\ £«LT 1 Bf |R| 
ffl. L < v L o EUfcifcOjttfljE * it* L , * MffiT^* U# ix^r^tt KSfcSfe 

7XW^~ fV7A -eft* Lfco lSJt> «£«JET^* U# *Lfc»aE*-> U * ^;VfS 
l 7 nv>7"77^ - (^;-;v-^nn*M) T?ffi»U «»ffrM& (3 2mg, 
4 1 %) LTftfco 
[1 14 2] 

1 H-NMR (400 MHz, CDCls) * : 1 . 49 (9H, s), 2. 99 (6H 
, s) , 6. 84 (1H, br s), 6. 94 (1H, dd, J = 8. 8, 3. 2Hz 
), 7. 08 (1H, s) , 7. 31 (1H, d, J = 8. 8Hz), 7. 34 (1H, 
ddd, J = 8. 1, 4. 9, 0. 7Hz), 7. 77 (1H, ddd, J = 8. 1, 2 
. 4, 1. 5Hz), 7. 93 (1H, d, J = 2. 9Hz), 8. 5 5 - 8. 5 8 (2 
H, m) . 

ESI -MSm/z : 3 6 5 (M+H) + . 
[114 3] 

9 7] N — t e r t — 5 - ( 4 - * 2 - tf V v7V) - 1 - (3 - 

if V v;v) - l H - tf 9 v*-;i/- 3 - * ;v^^-9- 5 K 

[1 14 4] 
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Ut 1 8 8 ] 




[114 5] 

##$U5 8<7)5- (4 -* 2 - try -1- (3-t:'jy» -lH-tf9 
3 (280m g) ttert -^fiVT? ^ (2 0 9 ^ 1) t £J3 

V^T, W7i|«0^-ei»« (6 4. 7mg, 19%) $-7^JV77^tl 

[1 14 6] 

1 H-NMR (4 0 OMH z , CDCls) 8 \ 1 . 50 (9H, s), 2. 38 (3H 
, s) , 6. 85 (1 H, b r) , 7. 05 (1H, d, J = 5. 01Hz), 7. 20 

(1H, s) , 7. 34 (1H, s) , 7. 35 (1H, dd, J = 8. 18, 4. 76 
Hz), 7. 75 (1H, ddd, J = 8. 1 8, 2. 5 6, 1. 4 7 Hz), 8. 28 

(1H, d, J = 5. 01Hz), 8. 53 (1H, d, J=2. 56Hz), 8. 58 

(1H, dd, J = 4. 76, 1. 47Hz). 
FAB-MSra/z : 3 3 6 (M+H) + . 
[1 14 7] 

[«f!l9 8] N- (2 - 7 )\<-*U- \ , 1 - V* - 5- (5-757-2 

- kf 'J - 1 - ( 3 - tf V Vfr) -lH-t"7 V*- ;v- 3 - # ;VsK3^ 5 K 

[1 14 8] 
Kb 1 8 9] 



H 2 N 




F 



[1 14 9] 

1) N — (2-7/l/tf-n-l, 1-v^ - 5- [5- (tert-y^^v 

_ 2 -trUv;v] -1- (3-tfVv;V) — 1 H — tf 9 V— ;v — 3 — 

4 1 <7) 5 - [5- (tert-n^rv* ;V 7 5 7 ) -2-^0 v ;v] - 

1- (3-tfV^;v) - 1 H- \£y^/-)V- 3 (2 5 0 mg) t#fi7 1 
(75 2 -75 7- 1 - 2 --/n^yi&Mit (1 0 Omg) t Srfflv^T, ^MiMI 7 

t H*fctf>:fri£t?N- l-y^f;vxf;v) -5- [5- (tert 

-77^ry5!;^*-^75y) - 2 - \£ V i? fr] ~1~ (3-t°Vv^) -1H-^9V* 
-^-3-*mt?F (2 1 7mg, 7 3%) £gH£t Ltf/io 
[115 0] 

1 H-NMR (400MHz, CDCls) §11. 52-1. 60 (15H, m), 4 
. 60 (2H, d, J = 47. 6Hz), 6. 66 (1H, s), 6. 89 (1H, s) 
, 7. 17 (1H, s), 7. 33-7. 43 (2H, m), 7. 72-7. 76 (1H 
, m), 8. 04 (1H, s), 8. 26 (1H, d, J = 2 . OHz), 8. 55-8 
. 6 0 (2 H, m) . 
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[115 1] 

2) mmtt&w 

N- (2 -7)V3rU- 1 , i-y^f;i/xf;i/) -5- [5- (tert-^^y* 
;v,f-;V7 5y) -2-tfyy;l/] -1- (3-t''Jy>) - 1 H - tf 9 3 - * 

^#^•9-5 K (2 1 2mg) £fflV*T, 7 1 fc RI#W^i*TlRflMk#* (l 1 3m 

g, 6 8 %) LT#7t 0 
[115 2] 

1 H-NMR (400 MHz, CDCls) S '. 1 . 49 (6H, d, J = l 0. 0Hz 
) , 3. 85 (2 H, s) , 4. 60 (2 H, d, J = 4 7 . 4 H z) , 6. 89 (1H 
, s) , 6. 97 (1 H, dd, J = 8. 5, 2. 9 Hz) , 7. 08 (1H, s), 7 
. 26 (1H, s) , 7. 35 (1H, dd, J = 8. 3, 4. 9Hz), 7. 73-7 
. 77 (1H, m), 7. 89-7. 90 (1H, m), 8. 54-8. 58 (2H, m 
) . 

E S I -MSm/ z ! 3 5 5 (M+H) + . 
[115 3] 

imMn 9 9] N-tert-7*f;V-5- (5-757-2 - t^j v;V) - 1 - ( 2 - 
tf 9 y - - 1 H - t°5y-;v- 3 - * ^^-9-5 K 
[115 4] 
Mb 1 9 0] 



1 ) N- t e r t -7'-5^;V- 5 - [5 - ( t e r t —~? Y * i/ jj )\< v$ — )VT< J) -2- 
(fij^] -1- (2-t'7y-^) - 1 H - 1; 7 v - 3 - * ;V'f 5 K 

#f i 5 9 © 5 - [5- ( t e r t -f h ^y*;V-f-;V7 5 7 ) -2-t°Vv;V] - 
1 - ( 2 - tf 7 i> — /U) -lH-t'5 V s - /l/- 3 - iJ (280mg) ttert 
-/fJV75 y (3 0 7 // 1 ) t fcffl^T, Hifefll 1 fcrat^ft-eN- tert -T^- 
;V- 5- [5 - (tert -7'f^y*^f-;V75 S) - 2 - tf V - 1 - (2 - 

e^v-^) — 1 H — tf v V— ;V - 3 -^^jK^f-f? F (3 14mg, 9 8%) SrHflcfc 



1 H-NMR (400MHz, CDCls) £ ! 1 . 49 (9H, s), 1. 52 (9H 
, s),6. 57 (1H, br s) , 6. 87 (1H, br s) , 7. 1 8 (1 H, 
s), 7. 53 (1H, d, J = 8. 5Hz), 7. 98-8. 04 ( 1 H, m) , 8. 
21 (1H, dd, 1 = 2. 7, 0. 7Hz), 8. 34 (1H, dd, J = 2. 4, 1 
. 5Hz), 8. 55 (1H, d, J = 2. 4Hz), 8. 86 (1H, d, J = l. 5 
Hz). 

ESI-MSm/z : 438 (M+H) + . 
[115 7] 

2) mwik&m 

N — t e r t — "ff-fr — 5- [5- (tert - f \ ^fy # frig—jUT 5 7) - 2 - tf 
ijyjv] -1- (2-tf^> ? -;v) - 1 H- tf? 3 -#;v^9-5 K (3 0 5 m 
g) £fflv>T, Hifefl|9 5 t rafllO^fe-eam^W (2 2 Omg, 9 1%) £H#tL 




[115 5] 



[115 6] 



[115 8] 
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1 H-NMR (4 0 0MHz, CDC1 3 ) S 1. 49 (9H, s), 3. 74-3. 
96 (1H, br) , 6. 88 (1H, br s), 7. 00 (1H, dd, J = 8. 5 
, 2 . 7Hz), 7. 10 (1H, s) , 7. 38 ( 1 H, dd, J = 8. 5, 0. 5H 
z) , 7. 81 (1 H, dd, J =2. 7, 0. 5Hz), 8. 38 (1H, dd, J = 
2. 4, 1. 5Hz), 8. 54 (1H, d, 1 = 2. 4Hz), 8. 78 (1H, d, 
J = 1 . 5 H z) . 

ESI-MSm/z : 338 (M+H) + . 
[115 9] 

Klfll 0 0] N- (2--7;V*n-l, i-y7f;vxf jv) - 5- (5-757- 
2-tfUv;V) -1- (2-\£yV-)V) -lH-t"7 1 /-^-3-*^^tU < 
[1 16 0] 
m 1 9 1 ] 




\ 

F 



[116 1] 

1) N — (2-7^*n-l, f^if^) - 5- [5- (tert-^f^v 
55^^75;) -2-tfV^;v] -1- (2-tf9v-;w) — 1 H — tf 9 v"— ;v — 3 

59CO-5 - [5- (tert-Zf^fy* ;V*-iV7 5 7) - 2 - tf 0 v^V] 
-1- (2-tf9v-;V) - lH-^5V-^-3-*^Vf (8 0mg) t##M7 
l«2-7^tn-l, i-y^f;i/ifjV7r/«S (8 0mg) t £fflV>T, 
W7 fc^^N- (2 -7/U*n- 1 , -5- [5- (te 

r t -7* h y*JV#-JV7 5 7 ) - 2 - tf V -1- (2-t?9v — ;V) -1H- 

t°9 V'-;V- 3 -a/l/sK^S F (89mg, 9 3%) *B^tL"C#fc 0 
[1 16 2] 

1 H-NMR (400MHz, CDC 1 3 ) 3:1. 50 (6H, d, J =2. 0Hz) 
, 1. 52 (9H, s), 4. 60 (2H, d, J=47. 6Hz), 6. 54 (1H, 
br a) , 6. 91 (1H, br s),7. 17 (1H, s) , 7. 53 (1H, d 
, J = 8 . 5Hz), 7. 99-8. 05 ( 1 H, m) , 8. 21 (1H, d, J = 2 . 
7Hz), 8. 33 (1H, dd, 1=2. 4, 1. 5Hz), 8. 56 (1H, d, J 
= 2. 4Hz), 8. 88 (1H, d, J = l. 5Hz). 
E S I -MSm/z 14 5 6 (M+H) + . 
[116 3] 

2) umit&m 

N — (2 - 7fr*u — 1 , 1 — *J* f-frx.<f-fr) - 5- [5- (tert-7^y* 
>UjJ?— y) -2-ii'Jy>] -1- (2-t°9v-;v) -lH-t'5 V— ;v — 3 — 
#;V>J?*^$ F (8 8mg) #St&#!) 9 5 £ |B|»0*feT*«'fb'frW (6 7mg 

, 9 3 %) Ltf/to 
[116 4] 

1 H-NMR (400MHz, CDC 1 3 ) * : 1. 49 (6H, d, 1 = 2. 0Hz) 
, 3. 71-4. 00 (2H, br), 4. 60 (2H, d, J=47. 6Hz), 6. 
92 (1H, br s ) , 7. 00 (1H, dd, J = 8 . 5, 2. 7Hz), 7. 10 
(1H, s) , 7. 37 (1H, d, J = 8. 5Hz), 7. 81 (1H, d, 1 = 2. 
7Hz), 8. 38 (1H, dd, 1 = 2. 4, 1. 5Hz), 8. 55 (1H, d, J 
= 2. 4Hz), 8. 80 (1H, d, J = l. 5Hz). 

mtE# 2005-3026716 



#® 2004-321117 



^-v : 177/ 



ESI-MSm/z : 356 (M+H) + . 
[116 5] 

imMM 10 1] N— t e r t ~y^)V- 1 - ( 6 V**s~ 3 -fc?V - 5 - ( 

1 H- \£yV-)\y- 3—4A') - 1 H- t°9V*-;i/- 3 - # ^^'^^ 5 K 
[116 6] 
Mb 1 9 2 ] 

H 

MeO N 

[116 7] 

60O1- ( 6 - > h * V - 3 - tf U V - 5 - ( 1 H - fcf 9 V- ;V- 3 - 4 
;v) -lH-e7V-^-3-*^*'>t (0. 2 2 2 g) fctert-^Wr/' ( 

o . i48mi) t zm^x, mmm 1 1 mm^mx^mit&m ( 1 2 4 m g, 46% 

[1 16 8] 

1 H-NMR (400 MHz, CDCls) 8 11. 49 (9H, s), 3. 99 (3H 
, s) , 6. 08 (1H, d, J = 2. 4Hz) , 6. 81 (1H, d, J = 8. 8Hz 
), 6. 86 (1 H, br s) , 7. 49 (1 H, s) , 7. 53 (1 H, d, J = 2 
. 4Hz), 7. 65 (1H, dd, J=8. 8, 2. 7Hz) , 8. 25 (1H, d, 
J = 2 . 7 H z) . 

ESI-MSm/z : 341 (M+H) + . 
[1 16 9] 

[»J10 2] N- n^>^;V- 1 - ( 6 - ^ h 3f v- 3 - If V ?V=-fr) -5- 
(2 - t°7v-;v) - 1 H-tf9V*~;v- 3 -#;i/^3r^ K 
[1 17 0] 
m 1 9 3 ] 




[117 1] 

##^!]5 1C0 1- (6 b^rv- 3 -If V -5 - ( 2 - H ? *J =■ fr) -1 

H-tf ?/-;V- 3 -a/Ua^St (0. 2 3 2 g) fcy^n^>f;V75> (0. 139 

mi) t *m v^t, 1 iwi^o^-fe-e^M-fb^t/ ( 2 4 7 m g , 86%) zmfat 

[117 2] 

1 H-NMR (400 MHz, CDCls) * I 1 . 49-1. 58 (2 H, m) , 1. 
63-1. 78 (4 H, m) , 2. 06-2. 15 (2 H, m) , 4. 12 (3H, s) 
, 4. 39-4. 48 ( 1 H, m) , 6. 86 ( 1 H, d, J = 7. 6 H 2 ) , 7. 18 
(1H, d, J = 9. 3 Hz) , 7. 34 (1H, s) , 7. 85 (1H, d, J = 9. 
0Hz), 8. 39 (1 H, dd, J = 2. 4, 1. 5Hz), 8. 51 ( 1 H, d, J 
= 2. 4Hz), 8. 86 (1H, d, J = l. 5Hz). 
ESI-MSm/z I 366 (M+H) + . 
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[117 3] 

[H$Ef!!103] N — (1 -#;w^-f;v- 1 -is ? U^y^fr) -5- (5-^^;v- 
2-tfUv;i/) -l - (3-tT';^;v) - l h- tf 5^;v - 3 -#;v^-^ F 

[117 4] 
Ut 1 9 4 ] 




[117 5] 

3 7 60 5 - (5-^f^-2-f'Jy» -1- (3-f'Jy» - 1 H - \£ 7 
3 -*)Vi$>WL ( 0. 2 5 3 g) fc##^!2 660 1 -T5 y- 1 -->^n^>^ 
^*;v*>t5 Kf'J7;vtnftiS (0. 3 3 5 g) i: £fflv>T. mMM 7 £ ItpffHo^ 
(0. 1 8 0 g, 5 1%) LT#/co 

[117 6] 

1 H-NMR (4 0 OMH z, DMSO-de) S \ I. 60-1. 75 (4 H, m) , 

1. 98-2. 09 (2 H, m) , 2. 10-2. 20 (2H, m) , 2. 29 (3H, 
s) , 6. 84 (1H, br) , 7. 08 ( 1 H, br), 7. 28 (1H, s) , 7. 
50 (1H, dd, J = 8. 1, 4. 6Hz), 7. 62 ( 1 H, d , J = 8. 1Hz) 

, 7. 69-7. 75 ( 1 H, m) , 7. 79-7. 83 ( 1 H, m) , 8. 06 (1H 
, s) , 8. 25 (1 H, d like, J = 1. 5 Hz) , 8. 55 (1H, d, J = 

2. 4Hz), 8. 60 (1H, dd, J=4. 6, 1. 5Hz). 
ESI-MSm/z : 391 (M+H) + . 

[117 7] 

[«10 4] N-tert-yfiV-5- ( 6 - * - 3 - tf V ^ v - AO -1- 
( 3 - If V v ;V) - 1 H - If 7 3 - * JU 5 F 

[117 8] 
Ut 1 9 5 ] 




[117 9] 

##M 6 1 60 5 - (6 - -tf V ^~;V) -1- (3 -tf 'J ^>U) - 1 H- 

tf 9 V'-;V- 3 -*^sK^Bt (0. 2 4 7 g) ttert-W75> (0. 2 8 0m 

1) fc&Jlv>-C, HJfefiJ 1 ra»©^fet?aijl'fb'&* (0. 148g, 5 0%) SrHfrfc 

[118 0] 

1 H-NMR (400MHz, CDCls) 511. 49 (9H, s), 2. 71 (3H 
, s), 6. 84 (1H, br s) , 7. 30 (1H, s), 7. 36-7. 42 (2 
H, m) , 7. 53 (1H, d, J = 8. 6Hz) , 7. 8 0 - 7. 8 7 ( 1 H, m) , 
8. 55 (1H, d, 1 = 2. 5Hz), 8. 62 ( 1 H, dd, J=4. 8, 1. 5H 
z) . 

ESI -MSm/z 13 3 7 (M+H) + . 
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[118 1] 

10 5] N- t e r t 5 - ( 1 -J-^fr- 1 H — tf n — ;V — 3 - j )V 

) - l - (3-f'jy;v) - l H- fc° 7 y- ;v- 3 - ts ;v**3r-^ ^ K 
[118 2] 
[ft 1 9 6 ] 




[118 3] 

##M 6 2 co 5 - ( 1 - ^ 1 H - If n 3 - A ;V) - 1 - ( 3 - tf 0 

- 1 H - tf 7 V- Jl' - 3 - * ;V/f >ixf ;i/x^f ;v (lOOmg) <Dt Y *7 t Kn 7 9 
> ( 3 . Oml) Mi:, ^ya-c-TK ( 1 . Oml) #.U f *SHb 1 J ^ * A-7X*#J (14. 

2 m g ) ^n^Wrm^mk, mzKfcm~7k.mikv * a- 7 k^o% (14. 2 m g ) £jn 

K ( 3 . Oml) KmmL-, itt t e r t - 7*^^75 ^ (71. 0^ 1) , 1- (V 
^f;V7 5 7 7 t Dlf;V) -S-xf^^JV^V'fU'IiS (9 7. Omg) &<^l-t: 
Kn^y^^7f'J7y-JV (68. 5mg) £#0*. 3 0 TO#Lfco RJ&?j£?#$£&MJEE 

D^^>-SSxf;V) T'ilL, Ilfh^f (6 7. Omg, 2 5%) LT# 
[118 4] 

1 H-NMR (400MHz, CDCls) d *. 1 . 47 (9H, s), 3. 60 (3H 
, s), 5. 83-5. 84 ( 1 H, m) , 6. 47 (1H, t, J = l. 8Hz), 6 
. 50 (1H, t, J = 2. 4 Hz) , 6. 80 (1H, s) , 6. 87 (1H, s) , 
7. 37 (1H, dd, J = 8. 2, 4. 9Hz), 7. 79 ( 1 H, dt, J = 8. 2 
, 1. 8Hz), 8. 63 (1H, dd, J=4. 9, 1. 1Hz), 8. 72 (1H, 
d, J = 2 . 4 H z ) . 
E I -MSm/z : 3 2 3 (M + ) . 
[118 5] 

[WJl 0 6] N-tert-7f)V-l - ( 6 -* 3 - ti V ^v-;v) - 5 - 

(5 2 -tfu v;v) - l H-tf9V-;v- 3 K 

[118 6] 
Hbl 9 7] 




[118 7] 

##$J6 4CD1- (6 3 -tf V ^x^) - 5- (5-p<^^- 2-H 01 ;-^ 

JV) -lH-H"7V-^-3-*^f7| (0. 2 3 0 g) ttert-'/W^ ( 
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o . i63mi) t *m^x, mmm 1 1 mm^^mmit^m < o . 1 9 6 g , 72 

%) SrHfltfc LTftfco 
[118 8] 

1 H-NMR (400 MHz, CDCls) * I 1. 49 (9H, s), 2. 32 (3H 
, s) , 2. 75 (3H, s) , 6. 84 (1H, s), 7. 17 (1 H, s) , 7. 4 
7-7. 56 (3 H, m) , 7. 80 ( 1 H, d, J = 8 . 8 H z) , 8. 18-8. 1 
9 ( 1 H, m) . 

E I -MSm/z : 3 5 0 (M + ) . 
[1 18 9] 

[»J10 7] N-tert-W-5- ( 6 - ^ > * ~>- 3 - t° V -1 
- ( 3 - tf v - 1 H - tf 9 V- ^- 3 - * /nj?*-* 5 K 
[119 0] 
[fbl 9 8] 



[119 1] 

##M 6 505- ( 6 - h 3 - fc? V - 1 - ( 3 - tf V v^V) - 1 H 

- tfvV-;v- 3 -*^^?>Bft (0 . 3 0 3 g) itert-7'f^75> (0. 32 1 

m 1 ) tzm^x^ mmmi tmm^m^mm^m (o. 1 8 5 s , 52%) *mfa 

[119 2] 

1 H-NMR (400MHz, CDCls) 811. 49 (9H, s) , 4. 11 (3H 
, s), 6. 84 (1 H, br s) , 7. 01 (1H, d, J = 9. OHz), 7. 2 
4 (1H, s) , 7. 39 (1H, dd, J=8. 0, 4. 8Hz), 7. 49 (1H, 
d, J = 9. OHz), 7. 78-7. 84 (1H, m), 8. 56 (1H, d, J = 2 
. 5Hz), 8. 62 (1H, dd, J = 4. 8, 1. 5Hz). 
ESI -MSm/z : 3 5 3 (M+H) + . 
[1 19 3] 

miMm 10 8] N— t e r t — 1- ( 6 - * V -> - 3 - tf V v;V) - 5 - ( 

1 H — kfn — ;v — 3— -f )^) - 1 H-^yV'-^ - 3 -^/P 3 F 

[119 4] 
[itl 9 9] 



##M 6 6 |Wj«<75*&-C#^ 1 - ( 6 - ^ h * v - 3 - \L U - 5 - ( 1 H — 

n-;V-3-^f^) - 1 H - If 7 y-;v - 3 - * ^^'>lxf ;kxx f ^ (14 8mg) 
co-r F7tFn77> (2. Oml) JlrW^^, ^Mt?7fc (3. Oml) „ ( 



MeO 





[ 1 19 5] 
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2 . 0ml), RWkMik V 7 V A— *fP» (40. 0 m g ) ^D£MtfL/; 0 Rjfc 
*fc 1 NttBfcfcfcifc (9 4 8 /. 1 ) *Jn*.fclk MlElMI^IM* L#^/;SI 
UN, N-v> f;V*;VA7 5 K (3 . 0ml) ttert ;V75 > (150^1 

) , 1- (^^;v75y^nt» - 3 5 KttBfcft (18 2mg) 
, Wl-tKndfy^>Vh'J7y-;V (1 3 0mg) SriPx.. SST'l 8BWL 

VV^yj- (Sixfjv-y^nn^^» TflMttU MM^tJ (1 2 5mg, 7 8 
96) U#/:„ 
[119 6] 

1 H-NMR (400 MHz, CDCI3) 5 11. 48 (9H, s ) , 3. 99 (3H 
, s ) , 5. 98-6. 06 ( 1 H, m) , 6. 62 (1H, d, J = 1 . 7Hz), 6 
. 70-6. 75 ( 1 H, m) , 6. 79 (1H, s), 6. 81 (1H, s), 6. 9 
0 (1H, d, J = 0. 7Hz), 7. 62 (1H, ddd, J = 8. 8, 2. 7, 0. 
7Hz), 8. 26 (1H, d, J=2. 7Hz), 8. 44 (1H, br s). 
E I -MS m/ z : 3 3 9 (M + ) . 
[119 71 

[HMf!ll0 9] N-^f^ry-N-^fJV-1- ( 6 - ^ h * 3 - M V VV=-)V) 

-5 - ( 5 2 - try v;v) -iH-t°7V-iv-3-*^*^t5 K 

[119 8] 

[fk2 0 0] 




[119 9] 

##150 6 7 0 1- (6 h^r->- 3 -If V yy — fc) -5 - ( 5 - ^ 2 - tf V 

v;V) -lH-t'7y-^-3-*;V*'>f (2 5 0mg) fcN, O-y^f ;Hi Kndf 

•>7 5 >&gfc® ( 1 1 7 m g ) t £jiv>t, 7 raato^f^-etiia'fb^w ( 1 o 6 

mg, 3 7%) fcBttfc LTWfco 
[ 1 2 0 0] 

1 H-NMR (400 MHz, CDCls) 8 \ 2. 33 (3H, s ) , 3. 49 (3H 
, br), 3. 82 (3H, s), 4. 11 (3H, s), 7. 14 (1H, d, J = 8 
. 9 1Hz), 7. 15 (1H, s) , 7. 46 (1H, d, J = 7. 94Hz), 7. 
54 (1H, dd, J = 7. 9 4, 2. 2 0 Hz), 7. 90 (1H, d, J = 8. 91 
Hz), 8. 25 (1H, s). 
FAB-MSm/z : 3 5 5 (M+H) + . 
[12 0 1] 

KUiWiio] n, N-v^f-;v-i- (6 h*~>- 3 -try rv-fr) -5- ( 
5 - ^ f-^- 2 - tf y v;v) - 1 H- v*-;v- 3 - a 5 K 

[ 1 2 0 2 ] 
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[ 1 2 0 3 ] 

##^67<di- (6 3 -try ^y-^) -5 - (5-^f-;v-2 -try 

- 1 H - t" 7 7- - 3 - * (3 4 9 mg) ti?J?-)l/T<>M.mM. (1 

8 3m g ) t*m^x, mmm i t mmoum^mmit^m (i83m g , 47%) *m 

[ 1 2 0 4] 

1 H-NMR (400MHz, CDCls) d I 2 . 33 (3H, s), 3. 15 (3H 
, s) , 3. 40 (3H, s) , 4. 11 (3H, s) , 7. 07 (1 H, s), 7. 1 

2 (1H, d, J = 9. 28Hz), 7. 47 (1H, d, J = 7. 94Hz) , 7. 5 
4 (1H, dd, J = 7. 9 4, 2. 2 0 Hz), 7. 80 (1H, d, J = 9. 28H 
z), 8. 24 (1H, s). 

FAB-MSm/z : 339 (M + H) + . 
[ 1 2 0 5] 

ill] N — [ (2 - 7 )V*u- i -:7;i^n^f-;w- i - *-3-)i>) -x-^/u] - 
5- (5-^^;v-2-tf7v-;v) - l- (3-tTyv;v) — l H — tf ^ V— ;v — 3 — 

[ 1 2 0 6] 
[it 2 0 2 ] 




[ 1 2 0 7] 

##$)3 6co5- (5 -^f-;v- 2 -fcf? -1- (3-tfyy;v) -lH-tf 

7 3 (2 8 1 m g) 70<752-T5y-l-^;V^-n-2 

- (^;v^-n^^;v) /n^r/til (I4 6mg) t^ffiv^T, bW\%k<O w %& 
tllft^t ( 1 7 1 m g, 4 6%) fcBfrfc LT#ft, 
[ 1 2 0 8 ] 

1 H-NMR (4 0 OMH z, CDCls) 511. 58 (3H, s), 2. 57 (3H 
, s), 4. 59-4. 83 (4H, m), 7. 04 (1H, s), 7. 29 (1H, s 
), 7. 38-7. 42 ( 1 H, m) , 7. 76-7. 79 ( 1 H, m) , 8. 29 (1 
H, s ) , 8. 55 (1H, d, J = 2 . 4Hz), 8. 64-8. 66 (2 H, m). 
ESI -MSm/z : 3 7 3 (M+H) + . 
[ 1 2 0 9] 

[HifcW 1 1 2 ] N - ( 1 -fc/w^'f 1 -i/^ n^>^-;v) -1- (6-^^;v- 
3-tfVv;i/) -5- ( 1 1 H- tfn-jv- 3 ^) — 1 H — tf 9 V— ;v — 

3 k 
[12 10] 

•ffifE#2 005-3026716 



mm 2 0 0 4 -3 2 1 1 1 7 ^<~V : 183/ 



[ft 2 0 3 ] 




[12 11] 

##014 3 4)1- (6 3 - tfV v^) -5 - ( 1 1 H-tTn-;v 

- 3 - >f fr) - 1 H - t? 9 V- ;V- 3 - * JVtf >m ( 0 . 2 4 8 g ) t 2 6 O 1 - 

75/'>^n^^^>-l-*A'^t5 Kh'J7^tnSfjg (0. 3 2 2 g) Srffl 

v^t, mmm 1 1 mm^um^mm^m (o. 2 9 8 g) 8 6%) *m$ftLxmz 0 

[12 12] 

1 H-NMR (400 MHz, DMSO-de) S I 1 . 56-1. 71 (4H, m), 
1. 94-2. 17 (4 H, m) , 2. 56 (3H, s) , 5. 73 ( 1 H, t lik 
e , J = 2. 0Hz), 6. 68 (1H, t like, J = 2 . 0Hz), 6. 73 ( 
1H, t like, J = 2 . 0Hz), 6. 81 (1H, s), 6. 84 (1H, br 
), 7. 05 (1H, br), 7. 42 (1H, d, J = 8 . 3Hz), 7. 78 (1H 
, dd, J = 8. 3, 2. 5Hz), 7. 87 (1H, s) , 8. 50 (1H, d, J = 

2 . 5 H z ) . 

E S I -MS m/ z : 3 9 3 (M+H) + . 
[12 13] 

[HWJ 113] N- (2-7KD-1, 1 -^f^xf^) - 5- (5-757- 

2-t'5^-;i') -l- (3-t D, Jy^) -iH-t'7y-;i/-3-*;v^t5 K 

[12 14] 
[ft 2 0 4 ] 




[12 15] 

1 ) N- ( 2 - -7Mn - l , l - y> f-;^f-;v) - 5 - [ 5 - (tert-7^y 
*;v^;V7 5;) -2-tf9v-^] -1- ( 3 - t? V v^) - 1 H - tf 7 3 

##f!5 7co-5- [5- (tert-7f^y*W-^7^) -2-^7vx;v 
] -1- (3 -tfV - 1 H-tT9V-^-3 -*^/#>Bft (0. 4 5 0 g) t## 

i7 l©2-75^-l-7;l'tn-2-^f;V7 I n;r/MS (0. 1 9 5 g) fc Srffl 
v^-C, mMM 1 fcRI*ll^feT?N- (2-7;v^-n-l, l-y'^f jl/xf;v) -5- [ 
5- ( t e r t -7f^y*JV'f-;V7? 7) - 2 - tf 9 v — ^] -1- (3-tTVv^ 
) -lH-f 7 y-iV-3-*JV^t5 K (0. 4 7 0 g, 8 8%) Ltf/: 

o 

[12 16] 

1 H-NMR (4 0 0MHz, CDCls) * I 1 . 50 (6H, m), 1. 53 (9H 
, s), 4. 54 (1H, s), 4. 66 (1 H, s), 6. 89 (1H, s), 7. 2 
4 (1H, s), 7. 37-7. 40 (1H, m), 7. 66 (1H, s), 7. 75- 
7. 78 (1H, m), 8. 41 (1H, d, J = l. 5 Hz) , 8. 57 (1H, d, 

ffifE# 2005-3026716 



#11 2004-321117 



^-v : 184/ 



J = 2. 4 H z) , 8. 63 ( 1 H, d d, J = 4. 9, 1 . 5Hz), 9. 11 (1H 
, d, J = 1 . 2 H z ) . 
E I -MSm/z I 4 5 5 (M + ) . 
[12 17] 

2) um<t&m 

N — (2— 7^*n— 1, 1 - - 5- [5- (t e r t-7*f^y* 

j^--^7?;) -2-t°9v-;v] - l- (3-t°Vv^) — l H — tf v V— ;v — 3 — 

*^sJf*iJ"5 K (0. 4 6 0 g) £J1V>T, HJfc0||9 5 fc mWityfi&'Cm&ft'kVB (0. 
2 3 5 g, 6 5%) ^@#at#/; 0 
[12 18] 

1 H-NMR (400 MHz, CDCls) § I 1 . 49 (3H, s), 1. 50 (3H 
, s), 4. 54 (1H, s), 4. 66 (1H, s), 4. 79 (2H, s), 6. 8 
9 (1H, s) , 7. 14 (1H, s) , 7. 38 (1H, dd, J=8. 2, 4. 8H 
z), 7. 76-7. 78 ( 1 H, m) , 7. 80 (1 H, m) , 8. 18 (1H, d, 
J = l. 2Hz), 8. 58 (1H, d, J=2. 7Hz), 8. 60-8. 61 (1H 
, m) . 

E I -MSm/z : 3 5 5 (M + ) . 
[12 19] 

[H»J114] N-y7/^f;V-N-^fJV-l- (6 h^~>- 3 - fcT V ^v- 

)V) -5- (5 — > 2 - tf'J y;v) -iH-tT9V-;v — 3-*Wt5K 

[ 1 2 2 0 ] 
[ft2 0 5] 




[12 2 1] 

##ff fl 6 7« l - ( 6_- > > jr 3 - bfu yy^^) _ r 5_ : (5 - ^ 2 - g V 
* v 7F-)r - in - Ef yjr—'jtr-- S'-^ ji-jg 7f-t2- : -5D : ing ) - "ir ^> T"? V") " TMt 
h V ( 1 2 8 m g) k £J£v^T, HJfeflJ 7 fc ITO^fe^&S'ffc;^ (12 8m 

g, 4 4%) *lfl:fc Ltftfc, 
[ 1 2 2 2 ] 

1 H-NMR (400MHz, CDCls) 8 \ 2 . 34 (3H, s), 3. 26 (1. 
5H, s), 3. 60 (1. 5H, s) , 4. 13 (3H, s) , 4. 53 (1H, s) 
, 5. 02 ( 1 H, s ) , 7. 14 (1H, d, J = 9. 16Hz), 7. 18 (1H, 
s), 7. 49 (1H, d, J = 7. 69Hz), 7. 56 (1 H, dd, J = 7. 69 
, 2. 08Hz), 7. 80 (1H, dd, J = 2 6. 1, 9. 16Hz), 8. 24 ( 
1 H, s) . 

FAB-MSm/z : 3 6 4 (M+H) + . 
[ 1 2 2 3 ] 

Rill 1 5] N, N-^f-;v-i- (6 3 -try v^V) -5- (1H 
-tfn-;v- 3 -f ;v) - l H-n°7V"-;v- 3 K 
[ 1 2 2 4] 



ttJfE# 2005-3026716 



#M 2004-321117 



^-v : 185/ 



lit 2 0 6 ] 



MeO 




[ 1 2 2 5 ] 

##f!)6 601- (6 -* 3 -tfU -5- (lH-t"n-jl/-3-^l' 

) - 1 H - tf 9 V- ;V- 3 - i3 frtf >m ( 2 5 0 m g ) tvVf ^7? (86m 
g) fc&fflv>T, Hjfcfll 1 W»©^ffi*C««'fk'fr« (lOOmg, 3 7%) *I#i:L 

[ 1 2 2 6 ] 

1 H-NMR (4 0 0MHz, CDC 1 s ) 5:3. 13 (3 H, s ) , 3 . 4 0 
, s) , 3. 98 (3H, s), 6. 05 (1H, s) , 

6 9 H z) 

7 9 H z ) 



. 6 6, 2 . 
d, J=8. 
d d, J = 8 . 7 9, 
4 3 ( 1 H, b r ) . 
FAB-MSm/z : 
[ 1 2 2 7 ] 

mmmi 1 e] n, 

^ ^)V- 1 H — tf n — ;v 
[ 1 2 2 8] 
Hb2 0 7] 



. 7 3 ( 1 H, 
. 7 9 ( 1 H, 
9 H z ) , 8. 



q, 

d, 

2 5 



J = 2. 
J = 2. 
(1 H, 



(3H, s) , 3 
6. 6 4 (1 H, 
2 H z) , 6 . 
9 H z) , 7 . 



J = 2. 6 9 H z) 



(3 H 
J = 3 
( 1 H, 
(1 H, 
8 . 



3 1 2 (M+H) 



N-v^^-l- (6 h^rv- 3 -tfV -5- 

3 - < ^) — l H — fcf 9 V- ;v- 3 - # ;v*'^r^ 5 F 



(l- 



— N 



-MeO N. 




9 



[ 1 2 2 9 ] 

68(7)1- ( 6 - ^ h - 3 - tf V y - 5- ( 1 - 1 H - tf n - 

;V-3-^;V) - lH-t°7V-;V-3-*JV**>i (2 0 Omg) tj;^f*7 5>fi 

mm (8 2m g ) t^fflv^T, n^m tmm<D^m-^mmit^ (4 7m g , 21%) 

[ 1 2 3 0] 

1 H-NMR (4 0 OMH z , 
, s) , 3. 6 0 (3 H, s) 
. 69, 1. 83Hz), 6. 
t, J = 2 . 69Hz), 6. 
z) , 7. 6 2 ( 1 H, d d, 
J = 2. 69, 0. 49Hz) 
FAB -MS m/ z I 3 2 6 
[12 3 1] 

[HIM1 1 7] N, N-v^;v-i- (6-* h^v-3-tfv v;v) -5- 
2 -t°yy-^) - 1 H-f7V*-;v- 3 - #/1/jJ**-9-5 K 
[ 1 2 3 2 ] 

ffifE# 2005-3026716 



CDC 1 s ) 5:3. 1 
, 3 . 9 8 (3 H, s ) 
4 7 ( 1 H, t , J = 1 
7 6 ( 1 H, 
J = 8 . 7 9 



s) 



(3 H, s ) , 3 . 3 
5 . 9 0 ( 1 H, d d, 
8 3 H z) , 6 . 5 1 
6. 78 (1H, d, J = 8. 
69Hz), 8. 25 ( 1 H, 



(M+H) 



+ 



(3 H 
J = 2 
( 1 H, 
7 9 H 
d d, 



(5- 



#fl 2004-321117 



^-v 5 : 186/ 



lit 2 0 8] 




[ 1 2 3 3 ] 

##M6 9<7)1- (6 h^v- 3 - try -5- (5-^fiV-2-t'7y^ 

;v) - i h-h°9v*-;v- 3 (0. 5 0 g) V* 5 ( o . 

3 9 3 g) fc^ffiv^r, iwi t mm.<o^mx-mm^m (o. 2 0 5 g, 37%) * 

[ 1 2 3 4 ] 

1 H-NMR (400MHz, CDCh) d I 2. 58 (3H, s), 3. 16 (3H 
, s ) , 3. 42 (3H, s), 3. 97 (3H, s), 6. 79 (1H, d, J = 8 . 
8 H z) , 7. 21 (1H, s ) , 7. 61-7. 64 ( 1 H, m) , 8. 12 (1H, 
d, J=2. 9Hz), 8. 36 ( 1 H, m) , 8. 60 (1H, d, J = 1 . 5Hz) 

E I -MSm/z : 3 3 8 (M + ) . 
[ 1 2 3 5 ] 

18] 5- (5-75^-2-1^5^) -1- (3-t?'J^;V) -1H- 
f7V-^-3-*iV#>|N, N — v 'f V ~? n t: ;V T -5 K 
[ 1 2 3 6 ] 
[ft2 0 9] 




[ 1 2 3 7 ] 

1 ) 5 - [ 5 - (tert-7'^yi^)VT?;) - 2 - fyy-^] - 1 - (3 

-tfyv;v) - 1 H - 1° 7 v - jv - 3 - * ;i^f >1N, N-^v^n^7$ K 

##M 57(7)5 - [5 - (tert-7^y* >UjK— >U 7?/) - 2 - tf 5 i/=-)V\ 
-1- (3-t°y^;V) - 1 3 -*^/*r^BE (0. 6 7 5 g) ti?4V 

yne^rr/ (o. 4 9 6 mi) t*m^x^ mMwn [5 - (t 

ert-y^ + y^V^T^) -2-H°5v-;V] -1- (3-tfyv^V) -1H 
v*-;v- 3 -*^#>gftN, N-yM V7°n tf;i/75 K ( 0 . 5 0 4 g, 6 1%) 

[ 1 2 3 8] 

1 H-NMR (400MHz, CDCh) 8 11. 25-1. 72 ( 1 2 H, m) , 1 
. 54 (9H, s), 3. 60 (1 H, ra) , 4. 71 (1 H, m) , 7. 02 (1H, 
s), 7. 35-7. 38 ( 1 H, m) , 7. 48 (1H, s), 7. 75 (1H, d, 
J = 7. 8Hz), 8. 38 (1H, d, J = l. 2Hz), 8. 5 7 - 8. 5 9 (2 H 
, ra) , 9 . 15 ( 1 H, s ) . 
E I -MSm/z : 4 6 5 (M + ) . 
[ 1 2 3 9] 

ffif» 2005-3026716 



mm 2004-321117 



^-v : 187/ 



2) mmft&vo 

5 - [ 5 - (tert-^h^*M^75;) - 2 - HJV — fr] - 1 - (3 - 
tfij>?;v) - l 3 -*;v*>SN, N- V4 v~7v tf;i/T 5 K (0. 4 

9 4 g) £fflV*T, »f!l9 5 0 2) il IWI^^^Ffe^ffi^t/ (0. 2 5 0 g, 6 3% 

) %m*t LXntZo 

[ 1 2 4 0] 

1 H-NMR (400MHz, CDCls) S : 1 . 26-1. 27 (6 H, m) , 1. 
5 5 - 1. 5 6 ( 6 H, m) , 3. 59 (1H, m) , 4. 70 (1H, m) , 4. 84 
(2H, b r s) , 6. 91 (1 H, s) , 7. 35 (1 H, d d, J = 8. 1, 4. 
6Hz), 7. 76 (1H, d, J = 8. 1Hz), 7. 83-7. 84 ( 1 H, m) , 
8. 16-8. 17 ( 1 H, m) , 8. 56-8. 57 ( 2 H, m) . 
FAB-MSm/z 13 6 6 (M+H) + . 
[12 4 1] 

[*JfiWll9] N-^V7f;V-N-^f^-5- (5-^f)V-2-f'JyiV) -1 

- ( 3 - tf u v;v) — l H — tf 9 v- 3 - * /usj?^ if 5 K 

[ 1 2 4 2 ] 
[<t2 1 0] 




[ 1 2 4 3 ] 

3 7 CD 5 - (5->f^-2-tf'J^) - 1 - ( 3 - tf D - 1 H - t° 9 

/-JV-3-*H*>§ (lOOmg) kN-^f)l"fyW75> (6 4^1) * 
fflV^T. »7t»*MIM (6 6mg, 5 3%) ilfltfcLTftfco 
[ 1 2 4 4 ] 

1 H-NMR (400MHz, CDCls) 5:0. 89 (3H, d, J = 6. 59Hz 
) , 0. 9 8 (3H, d, J = 6. 59Hz), 2. 09 (1H, m), 2. 3 4 J3H 
7 ~sl , 3. 13" (1. 6 5HV s) , 3. 3 'W 1 1 .' " 3~5~H~ s"7 V 3 '. - "4~2 _ Ti"H, ' 
d, J = 6. 57Hz), 3. 70 (1H, d, J = 6. 57Hz), 7. 10 (1H, 
d, J = 7. 20Hz), 7. 34 (1H, dd, J = 8. 18, 4. 88Hz), 7. 
39 (1H, dd, J = l 0. 99, 8. 18Hz), 7. 54 (1H, t, J = 5. 3 
7Hz), 7. 74 (1H, t, J = 10. 38Hz), 8. 31 (1H, s), 8. 5 
1 (1H, dd, J=4. 15, 2. 56Hz), 8. 56 (1H, d, J=4. 52H 
z) . 

FAB-MSm/z I 3 5 0 (M+H) + . 
[ 1 2 4 5] 

2 o] N-^^;v-N-^f-;v- 1 - (6 h^rv- 3 - 1? u v;v) -5- 
(1 H — tf n — ;V — 3 ;V) - 1 H- t°7V-;V- 3 - # Jj«f 5 K 
[ 1 2 4 6 ] 



tfJSE# 2005-3026716 



mm 2004-321117 



1 188/ 



[<b2 1 1] 




[ 1 2 4 7] 

#f i 6 6 (?) 1 - (6 h * v- 3 - try VJV) -5- (1 H-tfn-;V-3 -4 
) -lH-t°7V*-^-3-*)^*>i (1 50mg) fcN-xf;Mf;V7^ (5 9 
^ 1) tZm^X, (8 4mg, 4 8%) £H#fc L 

[ 1 2 4 8] 

1 H-NMR (40 OMH z , CDC h) 8 I 1 . 24 (3 H, q, J = 7. 08Hz 
) , 3. 10 (1. 5H, s) , 3. 36 (1. 5H, s ) , 3. 60 (1H, q, J = 
7. 08Hz), 3. 81 (1H, q, J = 7. 08Hz), 3. 97 (3 H, s ) , 6 
. 05 (1H, s) , 6. 64 (1H, d, J = 5. 74Hz), 6. 73 (2H, m) 
, 6. 77 (1H, d, J = 8. 67Hz), 7. 61 ( 1 H, dd, J = 8. 67, 2 
. 56Hz), 8. 25 (1H, d, J = 1 . 32Hz), 8. 43 (1H, br). 
FAB-MSm/z : 3 2 6 (M+H) + . 
[ 1 2 4 9] 

[*i*ll2 1] N — (2-7^*n-l, -5- (5-#/W*^ 

-r;v- 2 -n°y -1- (3-tfyy;v) -iH-H°7y-;v-3-*^'f^t5 k 

[ 1 2 5 0] 
[ft2 12] 



H 2 N 




[12 5 1] 

1) N — (2-7;V*n-l, - 5 - ( 5 - v T 7 - 2 - tf y v 71/ 

) -1- (3-tfys^;v) -iH-tf7 N /-;v-3-*;v^t5 K 

###0 7 3 (7) 5 - ( 5 - vT y - 2 - t° y v;V) - 1 - ( 3 - M y v;V) — 1 H — tf 9 

(14 6mg) i:#f«7 1ff)2-7Jl'tn-l, 
xf;VT5>£tI (9 6mg) i:£fljv»t\ ^lM7t»^-eN- (2-7;Vxj- 
n-i, l-y^f;vxf;v) -5 - ( 5 - v7^ - 2 - tfy -1- 
AO -lH-li7y-;V-3-A^m5K (13 7mg, 7 5%) £rHI#£i LtHfc 

o 

[ 1 2 5 2 ] 

1 H-NMR (40 OMH z, CDCls) d : 1. 50 (6H, d, J = 2. 0Hz) 

, 4. 59 (2H, d, J = 4 7 . 6Hz), 6. 88 (1H, s), 7. 36 (1H, 

s) , 7. 42 (1H, dd, J = 8. 4, 4. 5Hz), 7. 66 ( 1 H, dd, J = 

8. 3, 1. 0Hz), 7. 73-7. 74 ( 1 H, m) , 8. 01 (1H, dd, J = 

8. 3, 2. 2Hz), 8. 55 (1H, d, 1 = 2. 0Hz), 8. 64 (1H, dd 

2005-3026716 



mm 2004-321117 



: 189/ 



, J = l. 1, 0. 5Hz), 8. 67 (1H, dd, J = 4. 9, 1. 5Hz). 
[ 1 2 5 3 ] 

2) mmt^m 

N- ( 2 1 , l-y^f;Vxf;V) -5 - (5 - v7V - 2 - t? V v;V) 

-1- (3-tf'Jy» - 1 H-tf^V"*-^- 3 -#;V>K3r^ K (175mg) £fflv> 

1 h mkoyft&-?w<mk&m (uomg, 7 6%) zmfot lt#^ 0 

[ 1 2 5 4 ] 

1 H-NMR (400MHz, DMSO-de) d : 1 . 39 (6H, d, J = 1 . 5H 
z) , 4. 60 (2H, d, J = 4 7. 4 Hz) , 7. 44 (1H, s) , 7. 52 (1 
H, dd, J = 8. 2, 4. 8Hz), 7. 61 (1H, s), 7. 63 (1H, s), 
7. 81-7. 93 (2 H, m) , 8. 15 (1H, s ) , 8. 27-8. 31 (1H, 
m) , 8. 6 0 - 8. 6 4 (2 H, m) , 8. 78-8. 81 (1H, m) . 
E S I -MSm/z : 3 8 3 (M+H) + . 
[ 1 2 5 5 ] 

[HMf!) 12 2] N— t e r t — Tf- /U- 5 - (l - ^f - 1 H-^f 5 T/-;V - 4 - 

<;v) - l- (6 3 - tf V v^v) -iH-t°7y-JV-3-*;v*^t5 K 

[ 1 2 5 6 ] 
[ft 2 1 3] 




[ 1 2 5 7] 

##M7 205- (l-^f^-lH-^^r/-^-4-^JV) -1- (6-^+;V 

- 3 - tf 'J v;v) — 1 H — t° 9 y- ;V - 3 - * ( 1 0 0 m g) ttert- ~f^- 

jvr^y (45^1) tzm^r^ mmm 1 1 mw^m^mmit^m (88m g , 74 

%) Zmfat Lt#/: 0 
[ 1 2 5 8] 

= iJl-NMR (4 0 0MHz,_CDC Is) S_:j_._ 4 8 (9H, s ) 2 . 62 ( 3 H 
, s), 3. 66 (3H, s } , 6. 79 (1H, d, J = 1 . 2 Hz), 6. 81 (1 
H, s), 7. 04 (1H, s) , 7. 24 (1H, t, J = 6. 7 Hz) , 7. 37 ( 
1H, s) , 7. 75 (1H, dd, J = 8. 3, 2. 4Hz), 8. 54 (1H, d, 
J = 2 . 4 H z) . 

E S I -MSm/z : 3 3 9 (M+H) + . 
[ 1 2 5 9 ] 

imnm 12 3] N-tert-W-5- (5-y7y-2-tf'Jy;V) - 1 - (3 

- k: V v;v) - 1 H - tf 9 V- 3 - * 5 K (HJfcflO 2 3 (D%m&J&) 

7 3 <D 5 - ( 5 - v T y" - 2 - t? V v;v) - 1 - ( 3 - tf 0 v;V) — 1 H — tf 7 
V-;v- 3 -iiJU^>Wt (3 . 5 0 g) ttert-7f^7r/ (2. 5 3ml) fc£ 
fflV^T, Htffcf!] 7 £ RiW^fe-eSjgjfc^ (3. 4 0g, 8 2%) ^@#tL« 0 
[ 1 2 6 0 ] 

1 H-NMR (400 MHz, CDCla) * I 1. 49 (9H, s), 6. 82 (1H 
, s ) , 7. 37 (1H, s ) , 7. 41 (1H, q, J = 4. 4Hz), 7. 67 (1 
H, d, J = 8. 3Hz), 7. 74 (1H, d, J = 6. 6Hz), 8. 01 (1H, 
dd, J = 8. 2, 2. 1Hz), 8. 55 (1H, d, 1 = 2. 2Hz), 8. 63- 
8. 6 7 (2 H, m) . 
[12 6 1] 

fctifl#2 005-3026716 



#11 2004-321117 



^-v: 190/ 



[**flll2 4] N-tert-W-5- ( 5 - Kn * * f-fr- 2 - If V 

- i - ( 3 - if v — l H — t? 7 v- ;v- 3 - * /m?** 5 K (MttM 2 6 <D%m& 

1 23©N-t e r t - 7*^-5 - ( 5 - ~>T / - 2 - tf V v;V) - 1 - ( 3 
-t°ijy;v) - 1 H-tf 3 K (2. 04 g) <7)2M7>^-7 

_.x*y-/u (5 0ml) -^^-v'J^WTi^ t (~6 5%#t, 1 

. 0 g) (8 a t m) #BMCTtf>Ji— V-?** 1 2 01CT2. 5 B£W« 

10 0ml) tmm (20ml) &~v#»U ^*B"T?ffi5Kf&-?- f'JfA ( 2 . 0 3 g) SrtP 
i2BlFIWLfco **frT\ R£fl^nn*;H (1 50ml) *Sn^.?t^ BkWt&fZ 

jf£y * y -^-^ on^iVA (i : io) T'WffiL/vTo ^t^feKiic^ h U 

(^;-;v-^nn*;VA) tilL, ffH^tl (8 2 0 mg, 3 9%) 

[ 1 2 6 2 ] 

1 H-NMR (400MHz, CDC Is) * I 1 . 49 (9 H, s ) , 2. 3 0 (1H 
, s) , 4. 73 (2H, s) , 6. 85 ( 1 H, s) , 7. 19 (1 H, s) , 7. 3 
6 (1H, dd, J = 8. 1, 4. 9Hz), 7. 49 (1H, d, J = 8. 1Hz), 
7. 74-7. 79 (2 H, m) , 8. 40 ( 1 H, s ) , 8. 52 ( 1 H, d, J = 2 
. 4 Hz) , 8. 59 (1 H, dd, J =4. 8, 1. 6 Hz) . 
[ 1 2 6 3 ] 

[WJl 2 5] N-tert-yf;V-5- ( 5 5 )V- 2 - \£ U v;v) -1- ( 
3 — tf U v^) - l H-t°7 V"- ;v- 3 - # ^ K 

[ 1 2 6 4] 
[{t2 14] 




[ 1 2 6 5 ] 

HftHH 1 2 4 ON- t e r t -7*f)V- 5 - ( 5 — t Kn^y^fiV - 2 - tf' J v^) 
-1- (3-tfU^;V) -lH-tfyV-^-S-A^W? F (8 0 7 mg) Ov^ 

dd^> (50mi) mm^, la? 1 , 1 , 1 - i u * (7^h^-» - 1 , 1 - v 

tFn-l, 2 -^>X3- K^r V;V- 3 (1H) (Dess-Marti nft3l 

, 1 . 2 1 g) *jtax.j|flHKaH^ Lfeo KBfBH', 1 N*BMfc^ 1 (50ml 
) ^nn^jVA ^•Jnx.^fS.L, til ^^MW-T h V A tgiL/: 0 iftSUf^ «JE 

^;V) tilU gSfh#i ( 6 7 6 mg, 8 4%) ^TWr^fcUfffc, 
[ 1 2 6 6 ] 

1 H-NMR (400MHz, CDCls) 8 '. 1. 50 (9H, s), 6. 84 (1H 
, s ) , 7. 38-7. 42 ( 1 H, m) , 7. 39 (1H, d, J = 4 . 9 H z ) , 7 
. 71 (1H, d, J = 8. 1Hz), 7. 77 (1H, t, J = 4. 2Hz), 8. 2 

2 (1H, dd, J = 8. 2, 2. 1Hz), 8. 56 (1H, d, J = 2. 4Hz), 
8. 65 (1H, dd, J = 4. 9, 1. 5Hz), 8. 84 (1H, d, J = 2. 2H 
z), 10. 07 (1H, s). 

[ 1 2 6 7] 
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mnWl 2 6] N— t e r t -T^fr- 5 - [5- ( 1 - Kn^yxf;V) - 2 - fc? 
V - l - ( 3 - tf V - l H - tf 9 v'-;v- 3 - ii K 

[ 1 2 6 8] 
[ft2 15] 



HO 




[ 1 2 6 9] 

7;vr/>#|g^ - 7 8 °C<£*fIT\ m.MW 1 2 5 CDN- t e r t 5 - (5- 
;v- 2 - tf'j -l - - l H- tf9 V-;v- 3 - fDV^^-^r 

3 K (75. Omg) ©fh7t KD7 7> (5ml) «Fifc£, j^t^ f Jl/7^^>")A 
(0. 9 OMWr b 7t Kn7 9>v#®, 2 8 6 ^1) SriilTtlL 1 8^FWL/: 0 I 

) tin, mmit^m (34m g , 43%) ^it*tit#/: 0 

[ 1 2 7 0] 

1 H-NMR (400 MHz, CDCls) 8 1 . 50 (9H, s), 1. 51 (3H 
, d, J = 6. 4Hz), 2. 55 (1H, s), 4. 93 (1H, d, J = 6. 3Hz 
) , 6. 85 (1 H, s) , 7. 18 (1H, s) , 7. 37 (1H, dd, J = 8. 1 
, 4. 9Hz) , 7. 47 (1H, d, J = 8. 1Hz), 7. 7 5 - 7. 8 0 (2 H, 
m), 8. 40 (1H, s), 8. 51 (1H, s) , 8. 58 (1H, d, J = 4. 6 
Hz). 

ESI -MSm/z :3 6 6 (M+H) + . 
[12 7 1] 

\MHmi 2 7] N- t e r t-^;V-5- [5- Uf^757) > 2 - H° U 

-1- (3-t"'Jy» -lH-^7 7*-;V-3-*;Kfdrt$ K 

[ 1 2 7 2 L __ _ - ._ 

lit 2 16] 



MeHN 




[ 1 2 7 3 ] 

125CON— tert - y"^-)V- 5 - (5 -*;V3 )V- 2 - t? V v;V) - 1 - ( 
3-tfVv^V) - 1 H-tf^V*-^- 3 K (5 7mg) , (9 3. 3 

tx 1) , lWf;V7r/ti^ (55mg) (T>*9J-fr (3ml) g$C, If£t-y 
T 7^^^^ > 'J 9 A (5 lmg) fcflD^i&^fJI^Lfco ^fS^IMORmTK^^ 

1 v iy &7kmfct?uu*)VA- * (10:1) rJ^vti^ftn^mU 

n-7 1 "7^ - (^7-^-;nn*w) "CflMftU UMit^ (2 8m 
g, 4 7%) *Mms£LX&*:o 
[ 1 2 7 4] 

ffifE# 2005-3026716 



mm. 2004-321117 



^-v : 192/ 



1 H-NMR (400 MHz, CDCls) 8 : 1 . 4 9 (9H, s) , 1. 70 (3H 
, s) , 2. 67 (1 H, s) , 3. 76 (2H, s) , 6. 85 (1H, s) , 7. 2 

2 (1H, s) , 7. 36 (1 H, dd, J = 8. 1, 4. 9Hz), 7. 47 (1H, 
d, J = 8. 1Hz), 7. 72-7. 77 (2 H, m) , 8. 37 (1H, s) , 8. 
53-8. 59 ( 2 H, m) . 

E S I -MSm/ z : 3 6 5 (M+H) + . 
[ 1 2 7 5 ] 

128] (2E) -3- |6 - [2 - ( 3 - tT V ^flO - 5- (N-tert- 
7^;v#;w^'!';v) - 2 H- n° 9 v*-;u- 3 --f ;v] -3-t°'Jy>l 7 ^Bt* 

[ 1 2 7 6 ] 
[ft 2 1 7] 




[ 1 2 7 7] 

T)Vzfy^.m%, MT, (48// 1) Ofh5tKn75> 

(3ml) *ffc£, Tk*^ h'J7A (55% in o i 1, 13mg) tti25^ 
W«#Lfco RJfcifcK, *^T"e*JS« 1 2 5 ON- t e r t 5 - ( 5 

5 2 - fcfV ^;v) -l - (3-K'yy» - l v~-;v- 3 K 

(68. 5 m g) ©r b 7t Kn?7> (3ml) f#«jjflx. 1 5^ra«#Lfc 0 
7X t * n n * ;v A £ in x. b , * iftzfcflfD®^ hV7A L 0 

^f-;V) ^ffiSJlU «»ffr&-W (4 1mg, 5 0%) *@#tLTHfc. 
[ 1 2 7 8] 

1 H-NMR (400 MHz, CDCls) 5:1. 50 (9H, s), 3. 82 (3H 
, s) , 6. 49 (1H, d, J = 16Hz), 6. 84, (1H, s), 7. 29 (1 
H, s), 7. 39 (1H, dd, J = 8. 0, 4. 8 Hz) , 7. 55 (1H, d, J 
= 8. 4Hz), 7. 62 (1H, d, J = 1 6 H z) , 7. 75-7. 78 ( 1 H, m 
), 7. 87 (1H, dd, J = 8 . 0, 2. 0Hz), 8. 52 (1H, d, J = l. 
6Hz), 8. 56 (1H, d, J = 2. 4Hz), 8. 63 (1H, dd, J = 5. 2 
, 1 . 6 H z) . 

E S I -MSm/z : 4 0 6 (M+H) + . 
[ 1 2 7 9] 

[WJl 2 9] 3 - 16 - [2 - (3 -tf'J Vfr) - 5 - (N- t e r t -f^^iJl^ 
- 2 H-tT9V*-;i/- 3 ;v] -3-tTUv;V} "7°n t:^- -^^t- 

;v 

[ 1 2 8 0] 
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[ft2 18] 




[12 8 1] 

7KSs#bi^ct\ mmm 1 2 8 o ( 2 e) - 3- 1 6 - [2 - ( 3 - tr u - 5 - ( 

N-tert-yf^A^^V) - 2 H- V*-;V- 3 -4 ;V] -3-tfVv^t 

V ^BMf-^-^T^ (3 5mg) (7ml) 10%^7V') 

■A-R* (7X^-5 2. 8%, 7 lmg) ^Mtl. 7k*#H^T\ gfi"T?&#iJI£#Lfco E 
mm £ ^ ii U 6 » £ frftJET® * UifIlt£-tJ ( 3 2 m g , 9 1%) £ ftiltttt ^tt 

[ 1 2 8 2 ] 

1 H — NMR (400MHz, CDC Is) <? I 1 . 49 (9 H, t , J = 9. 9Hz) 
, 2. 64 (2H, t, J = 7. 6Hz), 2. 94 (2H, t, 1 = 7. 6Hz), 3 
. 68 (3 H, s ) , 6. 84 (1H, s) , 7. 21 (1H, s) , 7. 37 (1H, 
dd, J = 8. 2, 4. 8Hz), 7. 44 (1H, d, J=8. 1Hz), 7. 58- 
7. 60 (1 H, m) , 7. 75-7. 78 ( 1 H, m) , 8. 29 (1H, d, J = 1 
. 7Hz), 8. 54 (1H, d, 1 = 2. 2Hz), 8. 59 (1H, d, J =4. 6 
Hz) . 

ESI-MSm/z : 408 (M+H) + . 
[ 1 2 8 3 ] 

[#E*6W13 0] N-tert-7*fJV-5- [5- ( 2 - # ;W^-f JU^JU) -2- 
tTVv;v] - l- (3-t 0, ;v;v) - iH-ii77-;v-3-*^^t?F 
[ 1 2 8 4] 
[ft2 1 9] 




[ 1 2 8 5 ] 

HM^O 12903- ] 6 - [1- ( 3 - tf V y )V) -3- (N-tert - # )V 

7s-^-r;v) -iH-ti7 7*-;i/-5-^v] - 3 - \£ V -/n tf ^- >9L?t -f 
;v (32mg) Ox h 9 H Kn 7 9 > (3ml) i:7jc (1ml) gi&-C7(cStf fc V 

^A-7Xft!% (3. 6mg) ^inx.4B#^«#L7 t Co JRJ&ifc^ 1 N«tKM (8 6 

.4^1) Srirax.^^ KJS?WM^MJ±T®*t#?>tt^^^N, N-y^-^;v*;v 

(5ml) fc»#U ^vU^ll^T >-^E-^ A (4 2mg) , 
>X 1 U (llmg) , h 'JxfjVT? > (10 9^1) . W 1 --x^- 3 

- (3-y^f^7?/7'o tf ;v) 77 5 Fi&fjtm (3 0 m g ) £inx. 2 B mW,W 

L o Kifctft** * «JEETS* U# *Lfc5*aE *'>'J*^»l?n7f^7^ - ( * 
^ y -;V_^no*W) t«IL, #11^% (2 lmg, 6 8%) SrHfffc LT#t^ 

o 

[ 1 2 8 6 ] 
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1 H-NMR (400 MHz, CDCls) S : 1 . 49 (9 H, s) , 2 . 53 (2H 
, t, J = 7. 6Hz), 2. 97 (2H, t, J = 7. 4Hz), 5. 58 (1H, s 
), 5. 71 (1H, s) , 6. 86 (1H, s), 7. 18 (1H, s), 7. 37 ( 
1H, dd, J = 8. 3, 4. 9Hz) , 7. 41 (1H, d, J = 8. 0Hz), 7. 
60 (1H, dd, J =8. 1, 2. 2Hz), 7. 76-7. 79 ( 1 H, m) , 8. 
30 (1H, d, J = 2 . 2Hz), 8. 48 (1H, d, J = 2. 4Hz), 8. 58 
(1H, dd, J = 4. 9, 1. 5 H z) . 
E S I -MSm/z : 3 9 3 (M+H) + . 
[ 1 2 8 7] 

[HJ&fS 13 1] N - t e r t - 7*f-;V- 5 - (5-7?;^ f-fr- 2 - fcf V v^V) - 1 
- ( 3 - tf V v ;i/) -lH-t°7V-^-3-*iV^t< (*«J 2 7 OSUat 

m.MM 1 23(7)N-t e r t - ff-fr- 5 - ( 5 - vT ^ - 2 - If V V )V) - 1 - ( 3 
-tf;v;v) - i H-tf 3 -*;v^^-9-5 K (1. 1 0 g) «2M7> ; e-7 

(3 0ml) -7^;V-->'J * W7;V5 t (~6 5%M, 0 

. 7 0 g) ^tnx., 7X* (8 a t m) #H^TcO^- h ^ 1 2 0 °C-e 1 . 5 0#r^ 

«#Lfc„ S^t, RJES«Sr-fe9>f h^ifiU ?> WL^M % HETh i LN - t e r t 

5 - (5-T^y^f-;v-2-if 'J^;v) - l- (3-ifVv^v) -lH-tf^y 
-;H3-*^WU' (1. 0 6g) tUfco :©7^^f^(l. 1 6 g) <£> 
y^nn^r/ (50ml) h'Jxf^7^ ( 0 . 5ml) t i? t e r 

t-7I>^yy*;V**t-f (0. 76 Og) * flDx. 3 PfcRlilt^Lfco KJ© afe#Ht*«JE 

# y) t»»»L, N - t e r t -T^/l/- 5 - [5 - (tert-7" f^y*JV^'-Jl') 
75/^f;v-2-tf'jy;v] -1- (3-tfOv^v) - 1 H-if v v*-;v- 3 
K (8 9 0 mg, 6 5%) ?r7^^77^t LTflft. 
[ 1 2 8 8] 

1 H-NMR (400 MHz, CDC 1 3 ) * : 1 . 45 (9H, s), 1. 49 (9H 
, s), 4. 31-4. 32 (2 H, m) , 5. 06 (1H, br s ) , 6. 85 (1 
H, br s), 7. 21 (1H, s), 7. 34-7. 37 ( 1 H, m) , 7. 47 ( 
1H, d, J = 8 . 1Hz), 7. 67-7. 69 ( 1 H, m) , 7. 72-7. 75 ( 
1H, m) , 8. 2 8 - 8. 3 4 ( 1 H, m) , 8. 54 (1H, d, J = 2. 4Hz) 
, 8. 58-8. 60 (1 H, m) . 

r«t e r t -7f^y*JV*-JV7? J J^)V$f ( 1 . 1 g) t lMtf-x^y- 
)V (90ml) t £fflV^T, mm 2 7 t HSI^ftT^aMMfc'&'W (9 8 0 m, 90%) 

FAB-MSm/z 13 5 1 (M + H) + . 
[ 1 2 8 9] 

[*1W13 2] 5 - (5 2 - tf V v;v) — N — (2 -7JU:*-n- 1 , 1- 
f;vxf;v) -1- (3-t'iJy» -lH-tf7V-iV-3-*;V^t5 F 
[ 1 2 9 0] 
[<k2 2 0] 




[12 9 1] 
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##M 76©1- ( 3 - tf U - 5 - j 5 - [ 2 - (F'J^fJVv^H 

] -2-tf'Jv;W — l H — tf 9 V— — 3 — ^ Ji-f- ;v j.t> -r ;i/ (o. 2 6 0 g 

) <7)z-? J—fr ( 1 0 m 1 ) RXff- F5tKD77> (5ml) flMHStftfc^ iSt" 1 N 
■fomtl- Y V A*»i£ (2. 00ml) IF«L/;o RJSffcfc: 1 N WtRv# 

»l (2 . 0 0ml) *2JDx.fc». RJ£flt«F«*«BET«*L#?>tLfeaaEt##W 7 1 <£> 
2-75;-l-7^*n-2->Wn/r/tt8tt (0. 153g) , 
->^>V*h U TV-;V (0. 1 2 2 g) , Hl&N, N-^W^A75K (15ml 
) ^lini> I£t^©HSC h 'JxW^ > (0. 280ml) ill - (3-v^f- 
^7 5;7nH^) -3-xf j^jv^yM? FSiS (0. 1 5 3 g) £*nx-4. 50 

1^77^ - (ftRif^-A^t>) Ttt*U ESSft^ (0. 183g, 7 5%) 
[ 1 2 9 2 ] 

1 H-NMR (4 0 0MHz, CDCls) * : 1 . 50 (3 H, s), 1. 50 (3H 
, s) , 3. 27 (1 H, s) , 4. 54 ( 1 H, s), 4. 66 (1 H, s) , 6. 8 
9 (1H, br s) , 7. 26 (1H, s), 7. 39 (1H, d d d , J = 8. 1, 
4. 8, 0. 7Hz), 7. 48 (1H, dd, J = 8. 2, 1. 0Hz), 7. 75 ( 
1H, ddd, J = 8. 2, 2. 4, 1. 5Hz), 7. 81 (1H, dd, J = 8. 2 
, 2. 1Hz), 8. 50 (1H, dd, J = 2. 2, 0. 7Hz), 8. 55-8. 5 
6 (1 H, m) , 8. 63 (1H, dd, J =4. 9, 1. 5 Hz) . 
ESI -MSm/ z : 3 6 4 (M+H) + . 
[ 1 2 9 3 ] 

K1M13 3] N- (2-"7Jl^n-i, i-y^f;vxf;v) -5- 
- 2 - tf v v;v) - l - ( 2 - tf V v;v) - l H - tf 9 V- 3 - 7j 5 F 

[ 1 2 9 4] 
[it 2 2 1] 



o 




F 



[ 1 2 9 5] 

1 3 2 © 5 - (5-xfaji/-2-k"'Jy» -N-(2-7;v^n-l, 1 - 

y^f^if^) - l- (3 - try v^vo -lH-^^y-^-s-*^^^^^ f (o 

. 1 2 0 g ) tMirM (97. 9mg) ©75 %#7XT-t h > (2ml) ffift&K 
, M ( 0 . 0 3 6 0 ml) £Jnx 2 HflBJtraSySSE Lfco BU&tiLK*J?u n ^ * 

7A^nv^77^ - (^\^^>-^^^;V) tilL, SS'fb'g-W (6 4. 5mg 
, 5 1%) SrT^;V7 T^@#fc LT»7Co 
[ 1 2 9 6] 

1 H-NMR (40 OMH z, CDCls) 511. 50 (3H, s), 1. 50 (3H 

, s) , 2. 61 (3H, s), 4. 54 (1H, s), 4. 66 (1H, s) , 6. 8 

9 (1H, br s), 7. 34 (1H, s), 7. 41 (1H, dd, J = 8. 1, 4 

. 9Hz) , 7. 64 (1H, d, J = 8. 3Hz), 7. 78 (1H, ddd, J = 8 

. 1, 2. 4, 1. 5Hz), 8. 27 (1H, dd, J = 8. 3, 2. 2 Hz) , 8. 
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55 (1H, d, J = 2. 4 Hz) , 8. 64-8. 66 (1 H, m) , 8. 93 (1H 
, d, J = 1 . 7 H z) . 
ESI -MSm/ z I 3 8 2 (M+H) + . 
[ 1 2 9 7] 

[|1«13 4] 1- (6-n^fy-3-t"'Jy» -5- (2-t"'Jy» -1H- 

tf 9 v- 3 - # /m? - tf ^ | j^>-i- / f^75 K 

[ 1 2 9 8] 

Kb 2 2 2 ] 




[ 1 2 9 9] 

##^IJ 4C1- ( 6 - h * v- 3 - tf V - 5 - (2-f'Jy» - 1 H - tf 9 

y-^-3-*;Wf>S (2 0 0mg) fc N-75 7 tf^J (6 8mg) ^Srfflv^T 
, WJ 1 (2 3 Omg, 8 9. 8%) LT»fc 0 

[ 1 3 0 0] 

1 H-NMR (400MHz, CDCls) <5 : 1 . 40-1. 50 (2 H, m) , 1. 
7 5 - 1. 8 0 (4 H, m) , 2. 8 6 - 2. 9 5 (4 H, m) , 3. 96 (3H, s) 
, 6. 76 (1H, d, J = 8. 8Hz), 7. 20-7. 23 ( 1 H, m) , 7. 44 
(1H, d, J = 7. 8Hz), 7. 59-7. 72 (3 H, m) , 8. 12 (1H, d 
, J = 2. 7Hz), 8. 46-8. 48 ( 1 H, m) . 
ESI -MSm/z : 3 7 9 (M+H) + . 

ttz, ±mUMlk&yg<D*J^?-)l'^-T)\'mWLte l . 0Mlt-x^y-;V (0. 6m 
1) £tJP;UJfm H B H £iI3UU ili^fWttS (15 Omg, 5 3%) &Wfc 0 
[13 0 1] 

1 H-NMR (400MHz, DMSO-de) 311. 40-1. 50 ('2 H, m) , 
3. 2 0 - 3. 3 0 (4 H, m) , 3 . 9 (3H, s) . 
EI-MSm/z : 3 7 8 (M + ) . 
[ 1 3 0 2 ] 

mmm 135] 1- ( 6 - ^ > * ~>- 3 - tf y y ;v) - 5 - 7 * 1 h - tf ^ v- 

;v- 3 - # ;v#>tN - tf ^ v v > - l - ;v r 5 K 
[ 1 3 0 3 ] 
Ht2 2 3 ] 




[ 1 3 0 4] 

##M 5 co 1 - (6 h 3 -tfV v;V) -5-7x-;V-lH-t°7V"-iV- 

3-*^>i (3 0 0mg) ^N-7^tV«jy'> (l 0 2mg) £J3^Ts Ht& 

m h mm^m^mmit^ ( 2 5 0 m g , 6 5%) ^m#t lt#/; 0 

[ 1 3 0 5] 

1 H-NMR (400MHz, CDCls) 8 I 1 . 40-1. 50 (2 H, m) , 1. 
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7 5 - 1. 8 5 (4 H, m) , 2. 8 0 - 3. 0 0 (4 H, m) , 3. 95 (3H, s) 
, 6. 73 (1H, dd, J = 8. 8, 0. 7Hz), 7. 09 (1H, s), 7. 20 
-7. 26 (2H, m) , 7. 3 0 - 7. 3 5 (2 H, m) , 7. 49 ( 1 H, dd, J 
= 8. 8, 2. 7Hz), 7. 65 (1H, s), 8. 13 (1H, bs). 
E I -MSm/z : 3 7 7 (M + ) . 
[ 1 3 0 6 ] 

13 6] N— t e r t -*7<f-fr- 5 - [5 - 9 >^;V*^V7^) 

- 2 -if'; - l -7x-;k i h — tf 9 V— ;v — 3 -#;i/**^-9-5 F 

[ 1 3 0 7] 
[ft 2 2 4] 




[ 1 3 0 8] 

HiffetfO 74<7)N-tert - 5 - ( 5 - T 5 7 ^ ■f-JV- 2 - If 'J V )V) - 1 - 

7x-JV-1H - tf 9 V-Zl'- 3 - * 5F (6 7mg) <Di??uu * 9> (5m 

1) fgFifcfcU l?a-e>'Jxf;V7 5> (0. 0 2 8 ml) fc > * >7.)V*=-)V9 u 'J F ( 
0. 018ml) fcinx. 1 6«FlB4Jt#L>to RJ£»> frt i?9uuj 9 >triJPx.^L 

^ (6 2mg, 7 5%) *7t^7r^J:LTftfc, 
[ 1 3 0 9] 

1 H-NMR (400MHz, CDCls) <? I 1 . 48 (9H, s), 2. 95 (3H 
, s) , 4. 33 (2H, d, J = 6. 35Hz), 5. 32 ( 1 H, t, J = 6. 35 
Hz), 6. 88 (1H, br s), 7. 13 (1H, s), 7. 25-7. 34 (3 
H, m), 7. 36-7. 39 (3 H, m) , 7. 71 (1H, dd, J = 8. 06, 2 
. 20Hz),8.46(lH, br s). 
E I -MSm/z : 4 2 7 (M + ) . 
[13 10] 

[fy&#01 3 7] N— t e r t -7f*- 5 - [5 - 9 >*>U*-/UT3 y ) 

-l - (3 ~tf >; v^v) -iH-ii7v-;v-3-*;v^t5 f 

[13 11] 

[ft 2 2 5 ] 




[13 12] 

mtUm 13 1 CON— t e r t — 5 - (5-7$;^ ^-)V- 2 - tf V v^) - 1 

- (3-tfVv;V) - 1 H - 7 7- - 3 - * iV^^rt 5 Kill (70mg) <D=J9 
uu*9> (5ml) mmm~, MUX* h V ^f^75 V (0. 070ml) b*9>X 
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)V*=.)V? D'JF ( 0 . 0 14ml) £#nx. 1 6 nnUWLtzo U.fcWL\"> 7^tV?u u 
*?>*Mx- frWL L , £ IftTK^m v ^ * v * A "C(£« L £ o « & MffT 

@* L# 6 y "J * ^ ^Sl ^ n v (> * ^ -^-y^pn> * > 

) -C»»U SMMfrfrW (6 0mg, 8 8%) 47^77^iUftft, 
[13 13] 

1 H-NMR (400 MHz, CDCls) * I 1. 4 6 (9H, s) , 2. 96 (3H 
, s) , 4. 43 (2H, d, J = 6. 3 5 H z) , 5. 32-5. 40 (1H, m) , 
6. 85 (1 H, b r s) , 7. 17 (1 H, s) , 7. 35-7. 39 ( 1 H, m) 
, 7. 49 (1H, dd, J = 8. 0 6, 0. 4 9 Hz), 7. 7 6 - 7. 8 2 (2 H, 
m) , 8. 38 (1H, d, J = l. 47Hz), 8. 47 (1H, t, J = 0. 49H 
z) , 8. 58 (1H, dd, J = 4. 8 8, 1. 4 7 Hz). 
FAB-MSm/z : 429 (M + H) + . 
[13 14] 

immm l 3 8] N- t e r t -7*f-fr- 5 - [5 - (T-tr^;VT ?/) p<^;V- 2 - tf 

y - 1 - ( 3 - tf V v;v) - 1 h - t£ 7 3 - * 5 K 

[13 15] 
[ft 2 2 6] 




[13 16] 

1 3 1 ON - t e r t - 7^;V- 5 - (5-T^7^ 2 - tf U v;v) - 1 

- (3-tfVv^V) - 1 H-tf 3 -#/l'#3f-9-5 K&Bfcfi (7 0mg) Ov^ 

nn^^y (5ml) l£th'Jxf^7?> (0. 0 3 5 ml) tT-fefiV 

?n'J K ( 0 . 0 17ml) £#nx. 1 6 Bf |W«^ Lfco RJS&K, *t^nn^>S; 

L, *aft#« (6 0mg, 9 6%) *7^7r^fcLTftfc 0 
[13 17] 

1 H-NMR (400MHz, CDCls) * I 1 . 49 (9H, s), 2. 04 (3H 
, s) , 4. 43 (2H, d, J = 6. 10Hz), 6. 25-6. 27 ( 1 H, m) , 
6. 85 (1H, br s) , 7. 14 (1H, s), 7. 35-7. 39 (1H, m) 
, 7. 42 (1H, d, J = 8. 06Hz), 7. 68 ( 1 H, dd, J = 8. 06, 2 
. 20Hz), 7. 73-7. 76 ( 1 H, m) , 8. 30 (1H, d, J = 1 . 95H 
z) , 8. 51 (1H, d, J = 2. 44Hz), 8. 59 (1H, dd, J=4. 88 
, 1 . 4 6 H z) . 

FAB-MSm/z I 3 9 3 (M+H) + . 
[13 18] 

Klil 3 9] 16- [5- (N-tert-7"fW;W^-f;i/) - 2- (3-tf'J 
*J)i<) - 2 H-t° 7 v*-;v- 3 -A ;v] - 3 - tf v Vfr**f-fr\ #/wt5 >^ -^;v^^ 

[13 19] 
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Mb 2 2 7] 




[ 1 3 2 0] 

HJfttfll 1 3 1 ON- t e r t 5 - (5-75 7 2 -tf'J v;v) - 1 

- (3-H°';v;V) - 1 H - t*7 y-^V- 3 - * ;^^rt 5 Kttl (7 0mg) <£>v^ 
n n ^ y (5ml) MMWiK, 1 U xf)V75 > (0. 070ml) t^n^ 

f-* ( 0 . 0 14ml) £in;i 1 6 li»L/:o BUftf&K, jjct n u ^ * >- £ 

U mmit^-m (5 5mg, 8 5%) ^7^V7 7^tLt#^ 0 
[13 2 1] 

1 H-NMR (400 MHz, CDC 1 3 ) S I 1 . 49 (9H, s ) , 3. 70 (3H 
, s) , 4. 37 (2H, d, J = 6 . 1 0 H z) , 5. 25-5. 30 (1H, m), 
6. 85 (1H, br s ) , 7. 20 (1H, s ) , 7. 35-7. 39 ( 1 H, m) 
, 7. 46 (1H, d, J = 8. 0 6Hz) , 7. 68-7. 77 (2 H, m), 8. 3 
4 (1H, d, J = l. 71Hz), 8. 53 (1H, d, J = l. 46Hz), 8. 5 
9 (1H, dd, J = 4 . 88, 1. 47Hz) . 
FAB-MSm/z : 4 0 9 (M + H) + . 
[ 1 3 2 2 ] 

[Uttfil HO] N- t e r t -t/-^;v- 5 - [5 - (y^n^^^^f-^T? y 
) ^f*-2-f'Jy>] - 1 - 7 x - il/ - 1 H - 7 V - iV - 3 - * *^ f 5 F 
[ 1 3 2 3 ] 
[ft2 2 8] 




[ 1 3 2 4] 

mmm 7 4 *>n - t e r t - -ft-*- 5 - ( 5 - 7 $ y > 2 - tf v - 1 - 

7x- TV- 1 H- If—fr— 3 K ( 5 0 m g) W ? uu * ? y (5 m 
1) ifti:, Sat?h'Jif^7 5> (0. 0 3 0ml) ty7D^/^AW-H 
n-J F (1 9mg) SrJDx.2 HHUffUo KJfcifc^ > * 7 - JU ZlJUz. 1 0#W«#& 

. KjB^m^m&T^^LWhfifzn^y') fjYfrnm* > ^77 w - u*y- 

;V-^nn^;i/A) -Cffi«U ai»k#* (5 3mg, 8 3%) t7^7 7^tLT# 

tZo 

[ 1 3 2 5 ] 

1 H-NMR (400 MHz, CDCls) 8 I 1 . 48 (9H, s), 1. 50-1. 
90 (8H, m) , 2. 5 3 - 2. 6 2 ( 1 H, m) , 4. 44 (2H, d, J = 6. 1 
0Hz), 6. 2 5 - 6. 30 ( 1 H, m) , 6. 88 (1H, br s), 7. 12 ( 
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1H, s) , 7. 19 (1H, d, J = 8. 0 6Hz) , 7. 26-7. 37 (6 H, m 
) , 7. 56 (1 H, d d, J = 8. 06, 2. 20Hz), 8. 40 (1 H, d, J = 
1 . 7 1 H z) . 

E I -MS m/z : 4 4 5 (M + ) . 
[ 1 3 2 6] 

[WJ141] 16- [5- (N-tert-^H^^P) -2-V x.-fr- 

2 11-^7^-^-3-^^] —z — wvfr**f-M missis >wty xiA/xxf^ 

[ 1 3 2 7] 
[^2 2 9] 



7 4 ON - t e r t - 7 5 - ( 5 - T 5 7 ^ 2 - tf V - 1 - 

7i- ;V— 1 H — tf 9 V— ;V-3-5!/;V^t5F (5 0mg) Oy^nn^V (5m 
1) itC> iSt'f'Jxf;V7^ (0. 0 3 0 ml) ^nn^|7x-f (0. 0 
18ml) fcJnx. 2 B Wf$W$B# L£o &ffc$CK> * 9 J -;V^iJP£ 1 0 fl-|BI«*MIL K 

^nn*;VA) "CMU (4 8mg, 7 0%) *7*A'7 7^aTftto 

[ 1 3 2 9 ] 

1 H-NMR (400 MHz, CDCls) * : 1 . 48 (9H, s), 4. 45 (2H 
, d, J = 6 . 10Hz), 5. 75-5. 78 ( 1 H, m) , 6. 88 (1H, br 
s ) , 7. 10-7. 40 (7 H, m), 7. 66 (1H, dd, J = 8 . 06, 2. 2 
0 H z) , 8. 4 9 ( 1 H, b r s) . 
FAB-MSm/z : 4 7 0 (M+H) + . 
[ 1 3 3 0] 

[£Eifc0II14 2] ^E/l/sfcV >- 4 -#/l/jj?>Bfc |6- [5- (N-t er t-'/f/l'*^ 
y^^;V) -2-7x-jV-2H-t'7y-^-3-^^] - 3 - tTU V )V * TS 
K 

[13 3 1] 

Uh 2 3 0 ] 



Hjfe0O 7 4 <9N - t e r t - T^-J^- 5 - (5-75y^f^-2-^V v^) - 1 - 
7x-;v- l H-H°9y-;V-3-*^*>t5 K (5 0mg) Oy^nn^^ (5m 
1) 7jcitK4'Jxf;V7?> (0. 0 3 0 ml) ^nn^4--bn7x 

-;V (3 0mg) 0^Wat#^ y^T^* 1 ! > (0. 0 3 0ml) SrSDx.^ 




[ 1 3 2 8] 




[ 1 3 3 2] 
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iSL^ ISfflfb^ (4 0mg, 6 0%) * T^fr? r * t Lt#fc 0 
[ 1 3 3 3 ] 

1 H-NMR (400MHz, CDC h) 5:1. 47 (9H, s), 3. 35-3. 
46 (4H, s) , 3. 6 5 - 3. 7 2 (4 H, m) , 4. 43 (2H, d, J = 5. 6 

2 H z) , 5. 25-5. 32 ( 1 H, m) , 6. 88 (1H, br s), 7. 09 ( 
1H, s) , 7. 18 (1H, d, J = 8. 06Hz), 7. 20-7. 40 (5H, m 
), 7. 61 (1H, d, J = 6. 35Hz), 8. 42 (1H, s). 

E I -MSm/z : 4 6 2 (M + ) . 
[ 1 3 3 4 ] 

14 3] N - t e r t -ff-fr- 1 -7^~)V- 5 - (5- I [3 - (ff7t 
Kn - 2 H- >- 4 ;v) V -f K] -2-tf0v;v) -lH-tfvV- 

3 — iJ /UsK^-tf-S K 
[ 1 3 3 5] 
[ft 2 3 1] 




[ 1 3 3 6 ] 

Hifcffii 7 4 CON — t e r t - 5 - ( 5 -T 5 S ^■f-)V- 2 - tf V v;V) - 1 - 

7 x - ;V - 1 H - t: 7 V - ;v - 3 - 7) ;V ^' t 5 K (5 0mg) o^^nn^^v (5 m 
1 ) SifcK, *^TT* h'Jxf jvt^> (0. 030ml) t?nn ^ 4--fn7i 
(3 0mg) £]&nx.3 0 5-MS#t, MTrh?t Kn- 2 H- £ 9 >- 4 - * 71/ 
T5.y (0. 030ml) *liifit2 Bfllff L/: 0 RfSftt, * 9 J -)V*mz-l 

- U^-*-y?nn^^) t«SL, UMIft^* (4 5mg, 6 6%) ^te-feT 

[ 1 3 3 7] 

1 H-NMR (400MHz, CDCls) 511. 49 (9H, s), 1. 67-1. 
92 (4H, s) , 3. 4 2 - 3. 4 8 (2 H, m) , 3. 7 5 - 3. 8 8 ( 1 H, m) 
, 3. 91-3. 94 (2 H, m) , 4. 39 (2H, d, J = 6 . 10Hz), 5. 3 

5 (1H, d, J = 8. 06Hz), 6. 05 ( 1 H, t, J = 6. 10Hz), 6. 9 

6 (1H, s), 6. 96 (1H, d, J = 3. 17Hz), 7. 02 (1H, d, J = 
8. 06Hz), 7. 26-7. 28 (2 H, m) , 7. 35-7. 39 (3 H, m) , 
7. 37 (1H, dd, J= 6. 5 9, 2. 9 3 Hz), 8. 42 (1H, d, J = l. 

7 1 H z) . 

E I -MSm/z 14 7 6 (M + ) . 
[ 1 3 3 8] 

[Hife^fl 1 4 4 ] 5- (5-y77-2-t"'Jy» -1- ( 6 - * Tfr- 3 - tf V V 
) - 1 H-f77*-JV- 3 -%jn/tf>WiN-X ■f-Ji'-N-'t V -7°n tf ;VT 5 K 
[ 1 3 3 9] 
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[ 1 3 4 0] 

##$|7 5(7)5- (5 -->7V- 2 - tTV S>/l0 -1- ( 6 - ^ 3 - M V V )V) 

— 1 H — tf 7 V*- 3 - * ( 1 5 0 m g ) h ^ V 7°n b°jV7< > ( 4 7 m g ) 

£fflV>T. 7 t|W|«<D^ft-c1iM^% ( 1 7 0 m g, 9 2%) LT# 

[13 4 1] 

1 H-NMR (4 0 0MHz, CDCls) 510. 89 (1/2X3H, d, J=6. 
59Hz), 0. 98 (1/2X3H, d, J = 6. 84Hz), 2. 0 0 - 2. 2 0 ( 
1H, m), 2. 63 (1/2X3H, s), 2. 63 (1/2X3H, s) , 3. 13 
(1/2X3H, s) , 3. 39 (1/2X3H, s), 3. 42 (1/2X2H, d, 
J = 7 . 81Hz), 3. 70 (1/2X3H, d, J = 7 . 57Hz), 7. 24 (1 
H, d, J = 8. 30Hz), 7. 29 (1H, d, J = 8. 06Hz), 7. 57-7 
. 64 (2 H, m) , 7. 98-8. 01 ( 1 H, m) , 8. 41 (1H, d, J = 2 . 
44Hz) , 8. 69-8. 70 (1 H, m) . 
E I -MSm/z : 3 7 4 (M + ) . 
[ 1 3 4 2] 

M&M14 5] 5- (5 -IMtrtfi fr- 2 -feT'J vOV) -1- (6 3 -tf 
'Jyjk) - lH-li7V-^-3-*iV^>fN-^f;v-N-^V7°ni;jV75 K 

[ 1 3 4 3 ] 
[flS2 3 3] 



o 



H 2 N 




[ 1 3 4 4] 

HMf !l 1 4 4 CO 5 - (5->7;-2-k''Jy» -1- ( 6 - ^ ■f-fr- 3 - H° V V )V 
) - 1 H-t a 77-iV- 3 -*JV*>lN-^f;V-N-^ yyn tf;VT 5 K (17 0m 

g) «^!)2 1 tmm^mr-mm^m (nomg, 6 1%) 

[ 1 3 4 5] 

1 H-NMR (400 MHz, CDCls) 5:0. 83 (1/2 X 3 H, d, J = 6. 
59Hz), 0. 90 (1/2X3H, d, J = 6. 59Hz), 1. 9 5 - 2. 0 5 ( 
1 H, m) , 7. 30 ( 1 H, d, J = 1 0. 99Hz), 7. 35 (1H, d, J = 8 
. 30Hz), 7. 60-7. 65 (2 H, m) , 7. 65-7. 70 ( 1 H, m) , 7 
. 84 (1H, d, J = 8 . 30Hz), 8. 16 (1H, b r s), 8. 28 (1H 
, dd, J = 8 . 30, 2. 20Hz), 8. 39-8. 41 ( 1 H, m) , 8. 84 ( 
1H, d, J = 1 . 95Hz). 
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E I -MS m/ z I 3 9 2 (M + ) . 
[ 1 3 4 6] 

mmmiAb~\ 5- (4->7/7x-^) - l - (3-t?yv;V) -lH-t?7V*~ 
;V-3-*Jl/**>iN-if^-N-^f;V75 K 

#f#J2 4(0 5 - (4-yT/7x-^) -1- - 1 H - H° ^ V- ;v 

-3-*W>i (4 5 0mg) tN-^f;Vxf;V75 > (1 2 Omg) £fcfflv>T. 

mmm i 1 mmcoumxmmi^m ( 5 0 0 m § , 97%) *t^)v?t * t lt#/; 0 

[ 1 3 4 7] 

1 H-NMR (400MHz, CDCls) 8 \ 1 . 24-1. 33 (3H, m) , 3. 
13 (1/2X3H, s) , 3. 41 (1/2X3H, s), 3. 63 (1/2X3H, 
q, J = 7. 32Hz), 3. 84 (1/2X3H, q, J=6. 84Hz), 7. 02 
(1H, d, J = 8. 5 5 H z ) , 7. 35-7. 38 (3 H, m) , 7. 60-7. 6 
7 (3H, m) , 8. 5 5 - 8. 6 5 (2H, m) . 
E I -MSm/z : 3 3 1 (M + ) . 
[ 1 3 4 8] 

4 7] 5- [4- ? y 7.)V*-)V7 ^ J) ^fJV7x-;V] -1- (3- 

tfVv^v) - 1 H-n°7V-;i/-3 - *;v#>KN-if ;u-N-^f ;V75 K 

[ 1 3 4 9] 
[ft2 3 4] 




[ 1 3 5 0 ] 

1) 5- (4 - 7? y jV7x-;v) -1- (3-tf'jv;v) — 1 H — tf 9 V— ;v— 3 
- ii JWf>iN-xf;i/-N-^f^75 K 

*ifefai4 6^5- (4-v7;7x^) -1- (3-H"'Jy» -lH-t'yV- 
;v- 3 - *;wf >tN-xf^-N-^f;V7 U* ( 5 0 0 m g) CD* ? S - )V (10m 

1) mWL\~, WiMrtlNmfcft&WL (2. 8ml) hlO%^7y'7A-M (2 0 0m 

tL^^lcl^nRmTK*^- h V 7A7KilI tV?uu*?y SrjjqxMU ^r^MI £4$7jc 

^* ^->7A -e«e« 1 £ o asim, w * $&et® * l 5 - (4-75^^7x 

~;v) -1- (3-tiUv;v) - 1 H-tf9/-^-3 -*W>»N-if^-N-^ 

(2 7 0mg, 5 3%) ?:7t)V7 77i:U|/:o 
E I -MS (m/z) : 3 3 6 (M + ) . 
[13 5 1] 

2 ) SiifbisH^ 

±fB5- (4-7?/^f^7x-JV) -1- (3-t?VS?;V) -lH-t°77-iV- 
3-*;V/f >iN-if;V-N-^f;V7 5 K (2 7 Omg) ^^>7;Wt-;V^n'J 

f (i i omg) t zm^x^ mm 1 3 6 1 mm^mr-mmit^m ( 1 4 1 m g , 4 

2%) ^7^JV7 7^tLtf#/: 0 
[ 1 3 5 2 ] 

1 H-NMR (400 MHz, CDC 1 3) 8 11. 23-1. 32 (3H, m) , 2. 

92 (3H, s) , 3. 12 (1/2X3H, s), 3. 40 (1/2 X 3 H, s), 3 
. 62 (1/2X3H, q, J=7. 08Hz), 3. 83 (1/2X3H, q, J = 7 
. 08Hz) , 4. 32 (2H, d, J = 6. 35Hz), 5. 4 3 - 5. 5 0 ( 1 H, 
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m) , 6. 85 (1/2X1H, s) , 6. 88 (1/2X1H, s), 7. 19-7. 
36 (5H, m) , 7. 61-7. 65 (1 H, m) , 8. 50-8. 55 (2 H, m) 

E I -MSm/z : 4 1 3 (M + ) . 
[ 1 3 5 3 ] 

imtkM 14 8] N- t e r t 5 - [4 - O 9 >^^*-^7? /) * 

7x-;V] -1- (3-tfVv^l/) -iH-t°7V-JV-3-*;v^t? K 
[ 1 3 5 4 ] 
[4b 2 3 5] 




[ 1 3 5 5 ] 

1) N-tert-7f^-5- (4-7^^Wx-^) -1- ( 3 - ti° V >OV) 

- 1 H - t? 9 V*- 3 - * fl/tf*yr 5 F 

»2 9 <D 1 ) CON — t e r t -T^-fr- 5 - (4-v7/7i^) - 1 - (3 - 
tfi;^;V) -lH-t^y-^-S-^^^t^ K (4 9 5 mg) &JBv»"C. &Mffl 1 
47(7)1) t RlfllO*&T?N- t e r t - 5 - (4 - 7? S ^f- jV7x-;l/) - 

1 - ( 3 - tf V i^V) — 1 H-t°7 y- ;V- 3 - # ? K ( 4 3 5 m g , 86%) 

FAB-MS (m/z) : 3 5 0 (M+H) + . 
[ 1 3 5 6 ] 

2) auwt^w 

tert-7*f;V-5- (4-7^7^f;V7x-;V) -1- (3-t°Vv^) -1H 

- tT9 3 -*;V^^r-9"5 F (2 1 0 nig) ^^^*-Hn'JV (83m 
g) ££JEV>-C, ^life« 1 3 6 fc (14 1mg, 5 4%) SrT^e 

[ 1 3 5 7] 

1 H-NMR (4 0 0MHz, CDCls) 8 11. 49 (9H, s ) , 2. 93 (3H 
, s) , 4. 33 (2H, d, J = 5. 86Hz), 5. 11 (1H, t, J = 5. 86 
Hz), 6. 86 (1H, br s) , 6. 99 (1H, d, J = 0. 73Hz), 7. 
18 (2H, d, J = 8 . 06Hz), 7. 32-7. 35 (3 H, m) , 7. 65 (1 
H, d, J = 8. 30Hz), 8. 53 (1H, d, J = 2. 44Hz), 8. 57 (l 
H, d, J=4. 64Hz). 
E I -MS m/z :4 2 7 (M + ) . 
[ 1 3 5 8] 

[$1W14 9] |6- [5- (N-tert-7*fMWt^) - 2- ( 3 - \£ 'J 
v;v) - 2 H-if 9 3 --f;v] - 4 -7 j. — /u I * ;w?^ >SM ^^^^ 

[ 1 3 5 9 ] 
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{it 2 3 6 ] 




o 



H 



N 



[ 1 3 6 0] 



HAtfll 14801) Otert- ^3^- 5 - (4-7^^f ^7x-JV) -1- ( 
3 - tf V v ;v) -lH-t°7V-;i/-3-*^^t^ F ( 2 1 0 m g ) t?uu 

(6 8mg) tzm^x, mmn 1 3 9 1 mmo^m-^WMit^-m (9 2mg, 37 

%) irwr^fcUttfco 
[13 6 1] 

1 H-NMR (4 0 0MHz, CDCls) * : 1. 49 (9H, s), 3. 71 (3H 
, s), 4. 38 (2 H, d, J = 6. 10Hz), 5. 05-5. 09 ( 1 H, m) , 
6. 84 (1H, br s), 7. 01 (1H, s), 7. 16 (2H, d, J=8. 3 
0Hz) , 7. 25 (2 H, d, J = 8. 30Hz), 7. 31-7. 35 ( 1 H, m) 
, 7. 63 (1H, d, J = 8. 0 6Hz) , 8. 58-8. 60 (2 H, m) . 
E I -MSm/z : 4 0 7 (M + ) . 
[ 1 3 6 2 ] 

150] N-tert-7f^-5- (5-* 4 )l> * f- ir * v - 2 - t? 

:jy» -1- (3-t'Vy'Jl/) - 1 H - If 7 V - - 3 - * JV*^t ? F 
[ 1 3 6 3 ] 
Hfc2 3 7 ] 

H 2 NOC v ^.O N ^ v 



##ffl7 7<7)5- ( 5 -#;W^^ fr* f^t^r*>- 2 - tf >j v;V) -1- ( 3 - fc? V 
— 1 H — 3 — * ;V^>lif^^Xf^ (0. 2 4 0 g) (DX-VJ- 

)V (5ml) hf l7tFn77> (5ml) <VU^MWl\~, I^t 1 NTKSJHt^ F V *J 
(2. 0 0ml) 5Bf^WL/S 0 # 

1 - H Kn^ y^>V*F 'J 77-;v (0. 2 2 0 g) <£>N, N-v^^V* 
5 K (10ml) 1111^ lifit tert-7*f;V75> (0. 380ml) 
1- (3-y7f^7^7°nt';V) -3-xfi^MyM5 FS1S (0. 2 7 6 g 
) *iPx2. 5HFII#Lfco 1^ RJS^H 1 - Kn^rW/h V TV*-;v (0. 
2 2 0 g) , t e r t-7f^7? > (0. 3 8 0ml), 1 - (3-y^f;V75/7* 
nb°;v) -3-^^#^*'iM 5 K£&ffi (0. 2 7 6 g) XtfN, N-yif;v*^ 
(10ml) SrinA, 6 0*CT?6. 5B#H3f#L*:o Rj£«E*«**ffi 
T^*L#^tL/iM^I^^^;vt^fnj^m7X*^ F V -7 A^cjff**Jn^.^-ijEL, HI" 

^nn^>) -eWIHLs SSSlt-^ (0. 1 0 1 g, 39%) tI#fcLtftfc 0 IK 
, SUoSO^lf^J; 19, l 5 l tert -7*f-;i/#;wt^-f /Hfcfclffco 




[ 1 3 6 4] 
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[ 1 3 6 5 ] 

1 H-NMR (CDC 1 s ) S I 1. 4 9 (9H, s) , 4. 54 (2H, s), 5. 6 

2 (1 H, b r s) , 6. 45 (1H, br s) , 6. 84 (1H, br s) , 7 
. 18 (1H, s) , 7. 25-7. 29 ( 1 H, m) , 7. 39 (1H, dd, J = 8 
. 2, 4. 8Hz), 7. 50 (1H, d, J = 8. 8Hz), 7. 78 (1H, ddd 
, J = 8. 1, 2. 4, 1. 7Hz) , 8. 18 (1H, d, J = 2. 7Hz), 8. 5 
1 (1H, br s), 8. 60 ( 1 H, d, J = 4. 4 H z) . 

E S I -MSm/z : 3 9 5 (M + H) + . 
[ 1 3 6 6] 

mt&m 15 1] N— t e r t 5 - [5- (N-tert -f^fr) Jj)V/^ 

^v^f;vt^y-2-f'Jy>] -1- (3-E°Vv;v) - 1 H- If 9 V*-^- 3 -* 

[ 1 3 6 7] 
[ft2 3 8] 




[ 1 3 6 8] 

HJfcflJ 1 5 0 v V n>*7A^nv f^77^- (^^-jv-y^nn^n) 
#»»0»ll«DH5-J: M-fk-frW (9 3. 6mg, 3 1%) ^@#fcLt#f: 0 
[ 1 3 6 9 ] 

1 H-NMR (400MHz, CDC h) 8 '. 1 . 41 (9H, s), 1. 49 (9H 
, s), 4. 40 (2 H, s), 6. 23 (1H, br s), 6. 84 (1H, br 
s), 7. 17 (1H, s), 7. 24-7. 27 ( 1 H, m) , 7. 37 (1H, dd 
, J=8. 1, 4. 9Hz), 7. 49 (1H, d, J = 8. 5Hz), 7. 75-7. 
79 (1 H, m) , 8. 16 (1H, d, J = 2. 9Hz), 8. 51 (1H, br s 
) , 8. 6 0 (1 H, d, J =4. 4 H z) . 
ESI-MSm/z : 451 (M+H) + . 
[ 1 3 7 0] 

[**W15 2] N- (2-£Kn*v-l, 1 - -5 - (5-j*?-fr 
-2-t°V^;v) -l - (3-tfVv;v) - l H-tf 9v*-;v- 3 5 F 

[13 7 1] 
[€2 3 9] 




[ 1 3 7 2 ] 

3 7<7)5- ( 5 -* f-Jl'- 2 - H° ij v;v) - 1 - ( 3 - tT V v;v) - 1 H - fcf 9 
V-JV-3-77JV#>i (15 Omg) t2-75 7- 2- ^f;l/-l-7'n;-?y-;V ( 
5 2mg) i£JBv>T, g|ifirt« 7 i: ra»<Z>^-C««<b#* (12 5mg, 6 6%) £H 
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[ 1 3 7 3] 

1 H-NMR (4 0 0MHz, CDCls) * : 1. 43 (6 H, s), 2. 34 (3H 
. s) , 3. 56 (2H, d, J = 6. 35Hz), 4. 80-4. 90 (1H, m), 
7. 04 (1H, b r s) , 7. 20 ( 1 H, s) , 7. 35-7. 39 (2H, m) 

, 7. 53-7. 56 (1 H, m) , 7. 74-7. 77 ( 1 H, m) , 8. 27 (1H 
, d, J = 1 . 47Hz), 8. 53-8. 60 ( 1 H, m) , 6. 61 ( 1 H, d, J 
= 0. 9 8 H z) . 
E I -MSm/z : 3 5 1 (M + ) . 
[ 1 3 7 4 ] 

mmw i ] nM^ayfcWftiiffcffl 

ti&mmmm.±M t lx 1/1 o#^3 . 1 3 %?*->wtt- 1 'j^^^tt mmst 

SHfcU 1 8 0 gtl O^WMLt^Mtti (PRP) £fl-»tLfco ±)fc0PRP 
*#flfcgL Ti^HOOgtl 0 5-|Ria^LTJJiOSJflL/h«aflLSII (P P P) 
/; 0 PRP 2 0 O/i 1 ^flifeWtl^OM 1 ^ 1 ^SnxT 3 7 "Ct? 2 ^Fl»lt> 3 9 
2 ^ 1 *«iraLTJflUh*»*«r»teb^o M«*$«PAM- 1 2 C (S S R 
x>y-T'J>^) ^^V^TilJ^L/Co PPPWMIf^l 0 0%i*fiU SfefeM 

[ 1 3 7 5] 

[i>ti^!)2] n^*v^--tf- 1 (COX-1) ^^v^n^-^v^^--^- 2 ( 
COX- 2) ISWfpJl 

^J&Wfc^ife^C OX-1MCOX-2 B&#ffittoai5fe^ ^ Cayman Che 
mical CompanyOCOXBf»^^'J--^^7^^7h (#*n^# 
f 5 6 0 1 0 1, 560121) *fflV>^o 

aufeKr^RjBjttw*. 77^- f^m> snch, ei Ammwc, m^msw., 
■jxiTsWyyyy (pg) 7^'j-->^eiaw, PG^^y--^m^ 

3'jyx^f7^ (AchE) , FV-t- (ffeflHRPnyyif-f) N PG 

(1) C0X-lXliC0X-2i:i4PGF2«Ol4 

HJfeflKfc^ (50//M) RtfC OX- 1 Xt±C OX- 2 £#tr K*S«E* 3 7 "C"C 1 0 
79^K>»1 0 ju 1 *iJn£T3 7t;t2WtL/;o R»1N-I 
$5 0^ 1 S:Snx.-CRlSS:flflhLfe^ SnC 12**1 0 0^1 4rSnx.tr 5 

(2) ELISACiSPGFja^i 

m (•)t^PGF 2 «#vf$) 5 0^1 SrJnx^ft, ±|B^P G F 2 ajg£.KfS*£ 200 
0^K#f^L*:**5 0 /£ U A c h E h 9— 5 0^1 Zm&Mx.'Cm.M.'e 1 8 B#Fb1 
BWLfzo fo&mRilL-V&V 5 0^LTjif!l^Ac hE M^— 9— Srlifc*^ ^ 

;W> (El 1 ma n) 1^12 0 0 // 1 fcifcinLfco 6 O^fM^KflSL/^ 4 0 5 
n m t?«K £ SO 5fe L o 

( 3 ) mnmt'kydom.&fe&o&m 

PG75"J --^E I A*I«£fflV>TfIifl ftjfcfctfijfftU ±lSOt»e)P G F 

2 «Ojg^***»^o HJfeWb#W5 0/£MK*5fr*COX- lXf±COX-2<7)IM 

Ba^oJftHH^v^-rti, ilWt#»^t^^^R[5t^iv^t4fcPGF2 
« co^i £ 1 0 0 % t Ltzo 
[ 1 3 7 6 ] 
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i c 50 (mm) 


5 0 /iM£^tj§ 
C O X — 1 ISSrF 

■ i ■ i / f»t~i v~r .» o ✓ \ 
ffl (P1S%) 


5 0 iiM\^^hU^> 

y~\ •xr o r?n iifcr 

C O X — 2 IfiB-TP 


4 


0. 12 


— 1 • 5 


— 1 . 9 


8 


0. 0 18 


— 3 . 3 


3 . 9 


1 3 


0 . 0 18 


13. 9 


9 . 2 


1 5 


0 . 0 2 9 


3 9. 5 


6 . 9 


2 2 


0 . 2 1 


0 . 8 


4 . 2 


2 5 


0 . 0 18 


4. 7 


o o 
o . 2 


2 6 


0 . 0 6 5 


5 . 5 


o o 
8 . 2 


2 8 


0. 0 0 8 9 


5 . 4 


7 . 6 


4 0 


0. 0 6 5 


7 2 


14. 8 


4 4 


0. 14 


4. 3 


3 . 6 


4 8 


0. 19 


3. 6 


8 . 7 


5 6 


0. 0 9 2 


— 1 . 2 


— 1 . 7 


6 5 


0. 0 2 


11. 6 


— 1 . 6 


7 1 


0 . 0 2 3 1 


7 . 9 


N. T. 


7. 4 


0. 17 


3 8. 8 


N. T. 


8 5 


0 . 0 5 4 


N. T. 


N. L 


9 5 


0.16 


- 9 . 1 


N. T. 


9 8 


0. 0 4 3 


— 20. 4 


N. T. 


113 


0.15 


— 2 . 8 


XT *P 1 

N. T. ; 


116 


0. 0 2 


N. T. 


XT rn 

N. T. 


12 2 


0 . 1 


IN. I. 


N T 
n. 1. 


13 2 


0. 0 3 2 


N. T. 


N. T. 


13 7 


0. 2 3 


- 5. 1 


N. T. 


13 8 


0. 16 


0. 7 


N. T. 


13 9 


0. 0 7 1 


- 2 5. 8 


N.T. 


15 2 


0. 11 


-8. 7 


N.T. 



[ 1 3 7 7 ] 
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[KM] COX-lMCOX-2* Pl#1- &^t(D%: ^ ik/hWMMWMM 

(I) 



0 




(jfciK AnWAr 2 t±, -^t^tL^dU^ 1 ft v> L 3 IB fc^ti"* - fc * & 

^£tfU Rltt, »Ty;H, #;vtf?^v;v^ teiRT^a^ 1 

ftv>L 7M^lH3Et^l«i«^ 1 %^L3i©M«-tt^-fc^ 
£:7^;l^ Xttl ftv>L3i@0«m^*^1-^>- 5 & L< 6 Ji 
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4f frtBHO^ #H 2004-321117 

50401885410 

fi^f *Sffl EfcH 7 6 6 9 

fgj&H ¥^16^1 2 J! 8H 



mmu] ¥J&16^11J! 4H 
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tB i a i i i m 
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M^J3 B 
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